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2 13 *C»3& L7t [3 - (2-^DO-4--fo^ ^ w-JU- 1 - 
-2-tKn4y^nt>] -N-* # >^4 - y)l>*us< 

>y>x^f;^iv\ ^M#J2 1 4 £|ffM3BcLT, 1 5^fc^**i 

[1 0 6 0] 

^I«!l2 1 5 

N-^;v- (6-— fn-2, [2, 1 - b] ^-9- V 

W 1 6 96, JUL* 1 2 4. 5- 1 2 8. 1 °Co 
[10 6 1] 

MJ&-t&m&m&*m^ nmmi 1 9 tuftat, n^j2 1 6~nn^i 
2 2 oo-fk^wsraact/io 

[1 0 6 2] 

mmm 2 1 6 

(S) -1- (2 - ^nu - 4 hn>f 5 l ->f ;u) -3- I [l 

- (4-^DD7x^) tf^V y>-4-^] -N-^^;V-T^/} -2 

Ka^y- 2 -^;i/-7°ny\'> 
KtfeM^W, Jl» 9 8 % 
iH-NMR (CDC 1 3) £ppm! 

1. 13 (3H, s) , 1. 5 7- 1. 8 2 (4H, m) , 2. 38-2. 71 
(4H, m) , 2. 40 (3H, m) , 3. 65-3. 71 (2H, m) , 3. 
82 (1H, s), 3. 89-4. 01 (2H, m), 6. 81-6. 86 (2 
H, m) , 7. 16-7. 22 (2H, m) , 8. 06 (1H, s) o 
[ 1 0 6 3] 

mmm 2 1 7 

(S) -1- (2-^DD-4--fn^^/-;v-l-^;v) -3- j [1 

- (4 - h 1; 7)Vjru* V Jpy7 jc •=.;!/) \£s<W>- 4— 4 n,] -N-^^-^ 
-75 y I - 2 - 1 KnJpy - 2 - ^ f ;i/^ry 

HfeftltfctK JR^ 9 1 % 
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1H-NMR (CDC 1 3) Jppm: 

1. 13 (3H, s) , 1. 5 9- 1. 8 3 (4H, m) , 2. 41 (3H, s 
) , 2. 4 3 -2. 7 3 (5H, m) , 3. 6 6 -3. 7 3 (2 H, m) , 3. 
84 (1H, s) , 3. 93 (1H, d, J = 14. 2Hz), 4. 00 (1H 
, d, J = 14. 2 Hz) , 6. 86-6. 91 (2H, m), 7. 07-7. 
12 (2 H, m) , 8. 0 6 ( 1 H, s) 0 
[1 0 6 4] 

mmm 2 is 

(S) -1- (2-^nn-4-^hn^rv*-;v-l-^;v) -3- I [1 

- (4-h'J7iVin^fji/7x-;v) tf^'j v*>- 4 -<< ;u] -N-^^;u- 
T^y| - 2 -H Kn Jpv- 2 -^f^n;^ 

jf-feMflctK W 9 6 % 
iH-NMR (CDC 1 3 ) dvpml 

1. 13 (3H, s), 1. 54-1. 70 (2 H, m) , 1. 77-1. 84 
(2H, m) , 2. 40 (3H, s) , 2. 4 2 -2. 6 0 (3 H, m) , 2. 
7 2-2". 82 (2H, m) , 3. 79 (1H, s) , 3. 84-3. 89 (2 

H, m) , 3. 92 (1H, d, J = 14. 2Hz) , 3. 99 (1H, d, J 
= 14. 2Hz), 6. 91 (2H, d, J = 8. 7Hz), 7. 46 (2H, 
d, J = 8. 7 H z) , 8. 0 6 ( 1 H, s) o 

[1 0 6 5] 

mmm 2 1 9 

(S) -1- (2-^nn-4-ifn^^v*-;Wl-^;i/) -3- | [1 

- (4-y7/7x^) tf^t;^>_4_^; V ] _ N _^^ ;V _ T5y | _ 2 

-\l Kn + y- 2 - ^fj^n/'O 
Wfeyft^. JR2£ 8 9 % 
iH-NMR (CDC 1 3 ) a p pm : 

I. 13 (3H, s), 1. 51-1. 65 (2H, m), 1. 77-1. 84 
(2H, m) , 2. 39 (3H, s) , 2. 4 2 -2. 6 2 (3 H, m) , 2. 

76-2. 88 (2H, m), 3. 75 (1H, s), 3. 88-4. 03 (4 
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H, m) , 6. 81-6. 88 (2H, m) , 7. 4 5- 7. 5 3 (2 H, m) 
, 8. 0 5 (1 H, s) o 

[1 0 6 6] 

mmm 220 

(S) -1- (2 -?uu- 4 -~hv4 < ?y'-)V- 1 - ^ ;v) - 3- | [1 
- (tert-r^y*H^V) tf^'J 4 ->f /U] -N-^^-T 

5/1 -2 -t.Kn^y-2 - ^f^yn;<> 

iH-NMR (CDC 1 3) Jppm: 

I. 11 (3H, s) , 1. 46 (9H, s) , 1. 5 0- 1. 8 0 (4H, m 
), 2. 37 (3H, s), 2. 40-2. 75 (5H, m) , 3. 90 (1H 
, d, J = 14. 2Hz), 3. 99 (1H, d, J = 14. 2Hz), 4. 2 
2 (2 H, b r) , 8. 0 5 ( 1 H, s) 0 

[1 0 6 7] 

£16012 1 6~£Jfe0l|2 2 0«Lmt^f>, £jfc0f 1 8 8 fcRlfcfcL 
T> H»J2 2 1 ~^WJ2 2 5 0M?:11L^ 
[1 0 6 8] 
H»lJ 2 2 1 

(S) -2- 1 [1- (4-^D07x^V) tf^i; v?>-4-^ ;v] — N— ^ 
?-)V-T 5 7 ^^;H -2->f;V-6--bn-2, [ 

2, i-b] ***>-\r-A> 

S*fe^> 1R^4 7% 
MS 4 0 6 (M+ 1) + 
K£ 179. 2-182. lto 
[1 0 6 9] 
Hife^J 2 2 2 

(S) -2- I [1- (4-h'j7;Vtn^>^ry7x-^) fcf^v>v>-4- 

-N-^f;v-7^y>f;i/| - 2 6 -- h n- 2 , 3->*fc 
Kn>f = [2, l-b] 
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HkM. 1 2 7.2- 1 2 9. 7°C 0 
[1 0 7 0] 

mmm 223 

(S) -2- I [1- (4 - b U 7^to^f;i/7x^;v) kf^ij v^-4-^ 

n^f^r/ [2, 1-b] 

131. 5-133. 6IC0 
[10 7 1] 
Hifcfll 2 2 4 

(S) -2- I [1- (4-v7/7x-jH tf^i;v>-4-^^] — N — ^ 
^;v-T^y^^;v( -2-^f;v-6--l-n-2, [ 
2, 1-b] 

1 4 9 - 1 5 2 r o 
[1 0 7 2] 

mmm 2 2 5 

(S) -2- I [1- (tert-7KV*;v») tf^u v>- 4 ->f ;v 
] -N-^f;V-7< y - 2 -**f-fr- 6 h n- 2 , 3-yt Kn 

>M*V[2, 1-b] 
f«^* H B H , 11X^3 7% 

138. 5-140. 3°Co 
[1 0 7 3] 
2 2 6 

(S) -2- | [1- (4 - > V 7JVtn^f;v^>>?;vt^y*A"f-;l') tf 
v>- 4 --f ;v] -N-^f;v-7^^f;H -2-^f;v-6-^>n 
-2, 3-ytKu^f>^/ [2, 1 - b] * )V(DWk?k 
mMm2 2 5X"mm.Lfz (S) -2- | [l- (t e r t-^h^rv^;W^ 

;v) tr^y v>--4 -4)V\ -N-^^;v-T^ y ^ f-;W -2-^;v-6- 
-fn-2, 3-ytKo^r/ [2, 1-b] tW-A- (4 0 0mg, 
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'JxWrylmlfo^Dif; 0 £*L*S»T?5#«#l,fc8U $U±T8i*fi 
U ?it^DMF8mU:?#iLfv: 0 -ec^4- (f'J7;vtn^f ;v) 
;VT;i/n-;v (2 6 7mg, 1. 5H'J^) Rtfl, 1* -jDVtf-frVJ 
(2 4 6mg, 1. 5HV^) S:DMF2m 1 I:^14HHI 

77^- (»fV>/^^/-;V=2 0 0/l) «J$M£«!«Lfco Mb 

£i9> ISfcltfe®^ (S) -2- | [1- (4-PJ7;i/tn^fM>yW 
^y*;Kf-^) -N-^f;v-7^/^f;H -2- 

^f;i,-6-xfn-2, 3-^HKn^f$r/ [2, 1 - b] ^^^V*-;V ( 
3 4 1 m g > IR$6 8%) ^#/: c 
Wi & 110. 6-113. 1 °Co 
[1 0 7 4] 

MJBi-&m%B.&zm\<\ mmm2 2 6 t\§\n^Lx^ mmm2 2 7Rz?mn 

M2 2 8<Dlt&Vt)ZmmLfZo 
[1 0 7 5] 

mmm 227 

(S) -2- I [1- (4 - h v y)v*u* h^y^>^t^v'*;v^;v) 

n-2, 3-yfeKn^f5r/ [2, 1 - b ] V-;V 
Sfcj^C 84. 2-86. 8to 
[1 0 7 6] 

nmm 228 

(S) -2- I [1- ( 4 - ^ O D ^ > y';i/ 1 y ^7 ;v >f x t?^i;^_ 4 
-4 -N-^f;V-7^y>f;i/| -2-^f;V-6--fn-2, 3-v 
tKn^^r/[2, 1-b] ^^r-9-V-;v 
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116. 2-116. 6 "Co 
[1 0 7 7] 

HJfeM 2 2 9 

2-^f;V-6--Fn-2- [4- (4-b'j7;l'tn^f M^y^t^v 
) kf^v l -J)V*?- ;v] - 2, 3-y'tKn^r/[2, 1-b] * 

MMW 6 xmikLtz 2 - ? u u - i - (2 2 -t^isy-ns^^-fr 
) -4-- fn^f 5 W-Jls (122m g, 0. 565 V RZf 4 - [4- 

(h D 7)1>*U ^>y>t^y] ^'Jy> (188mg> 4. 86^ 

;V) ^DMFlOmUCilU 7 0-7 5tt:t 5HF»U: 0 KJ£$t£M 

[ 1 0 7 8] 

COf-feWS^DMF 10ml \mm U 7X?^T7X^b^- hV^A (13 
4mg. 3. 3 6 &#D;U Xg-Ui^t 1 B#TO^ L£ 0 

%7kKm%\ nm^^xmrnvtzo mn±H7kxmfrL, mn^r^^v^fc 
u-?Yy?74- mit^f-vy/wm.^^= i o/i) K£t)mnL, mm. 

-->n-2- [4- (4 - h 'j 7;^n^;l^>v;P:*^v) ^'Jv>- 
l — f;i/*^;i/| -2, 3-v^Kn^^/ [2, l-b] ^^r^v*-;u (4 
lmg, K$17%) £#£ 0 
MS 4 4 0 (M- 1) + 
iH-NMR (CDC 1 3) Sppm: 

1. 45-1. 70 (2H, m) , 1. 60 (3H, s), 1. 75-1. 88 
(2H, m), 2. 26-2. 40 (1 H, m) , 2. 45-2. 55 (2 H, 
m) , 2. 7 2 -2. 9 5 (3 H, m) , 3. 38 (1H, m) , 3. 89 (1 
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H, d, J = 9. 6Hz) , 4. 31 (1H, d, J = 9. 6 Hz) , 4. 54 

(2H, s) , 7. 43 (2H, d, J = 8. 2Hz) , 7. 53 (1H, s) 

, 7. 79 (2H, d, J = 8. 2Hz) c 
[1 0 7 9] 

mm 230 

1- (2-^nn-4--hn^$^y-;v-l--f;V) -2-^^-;l/-3- [ 
4- (4-hV7^tn^Wx;*'» tf^'J v>- 1 — >f/u] :/n/<>- 

2- *- /KDSBi 

HJfe^5-C«3gL^2-^nn- l- [2-k Kn^y-2->f ^-3- ( 

0. 3 0 g> 0. 7 75'J*;V) 25.^4- (4-f'J7^tn>f ^7i/ + *> 
) tf^ij^y (0. 2 1 g. 0. 8 <7>DMF (6ml) »H-) 
jbtb'^A (0. 13g> 0. 7 RlThVif^T^V {0. 1 

2ml, 0. 7 7 5'J^V) £iDx.^ 8 0TJ^7l$W^Lfco 

o nm.* v 'J*W7A^n7b^77-f- (Mb^ ?- v >/f£m^;v= 9 
/l) KJ^ffiSU I^Wt#<?> 1 - (2-^nn-4--ba^r/-iV 
-l-^;v) - 2 — **f-)V— 3 - [4- (4-h'J7;^n^f;v7iy^y) 
^'JyV-l-'fiV] 7°oyN°>- 2 (0. 23g, J|»6 3%) 

!H-NMR (CDC 1 3) 5ppm: 

1. 14 (3H, s) , 1. 7 6-2. 0 4 (4H, m) , 2. 36 (1H, d 
, J = 14. 0Hz), 2. 43-2. 72 (3 H, m) , 2. 76-3. 00 

(2H, m) , 3. 46-3. 52 (1 H, br), 3. 98 (2H, s), 4 
. 3 7-4. 5 0 (1 H, m) , 6. 91-7. 00 (2H, m) , 7. 48- 
7. 6 1 (2 H, m) , 8. 0 5 (1 H, s) o 
[1 0 8 0] 

ttfc-f&m^mm-zm^, nmvn 3 0 tmm^i-r, nmw2 3 i<Dit&w 
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[10 8 1] 

mmm 2 3 1 

1- (2 —9 on- 4 — — h n-f 5 l ->fjv) - 2 3 - [ 

4- (4-b I J7^tn>f^v7x;^ry) tf^i; -J >- 1 -^r ;v] -fu/^y 
- 2 

JR*S 6 1 % 

iH-NMR (CDC 1 3) 5ppm: 

1. 14 (3H, s) , 1. 7 4 -2. 0 4 (4 H, m) , 2. 35 (1H, d 
, J = 13. 9Hz) , 2. 40 (1H, d, J = 13. 9Hz), 2. 43- 

2. 70 (2H, m) , 2. 7 4 -3. 0 0 (2 H, m) , 3.. 98 (2H, s 
) , 4. 25-4. 41 (1H, m) , 6. 8 6 - 6. 9 2 (2 H, m) , 7. 

1 1 - 7. 1 5 (2 H, m) , 8. 0 5 (1 H, s) o 
[1 0 8 2] 

2 3 2 

1- (2-^nn-4--hn^5 - 2-*^)V- 3 - [ 

4- (4-fV7Jl'tD^ h^rv7x^^7^y) fc?^'j v 1 -4 A-] 7 0 n 

2 -*-;K7)$!J?t 

»M6-eM3tL^2 - ^ nn - 1 - (2 2 -t^ry7-^^ 

) -4--hu4 < rv*-)l< (0. 3 g, 1. 3 8 5^^) RV^^y) -jy- 
&-4)V- (4 - h >; 7)]/jru* h Jry7x-;v) T5> (0. 4 3g, 1. 6 
6^V^;V) ©DMF (8ml) 8 0 2 B#^tl# L£ 0 Kfcmzyk* 

y'J*^;l/*7A^D7f^77'f- (n-^^r-9->/@^^^^= 1 / 1 ) \Z 

x<ommL, n&wmav>i- (2-7Dn-4-^Fn^^r/-;i/-i-^ 

- 2 - 3 - [4- (4-b'j7^n^F^y7x^7^) H° 

^';v>-l-^;u] -7°n/^- 2 (0. 3 7g, l[p£5 6%) 

o 

!H-NMR (CDC 1 3 ) 8 p pm : 

1. 13 (3H, s), 1. 39-1. 63 (2 H, m), 1. 96-2. 09 
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(2H, m) , 2. 47(1H, d, J = 13. 9Hz) , 2. 43-2. 63 
(3H, m) , 2. 6 7-2. 8 3 (1 H, m) , 2. 8 7-3. 0 2 (1 H, 
m) , 3. 15-3. 39 ( 1 H, m) , 3. 41-3. 72 (2H, m) , 3 
. 97 (2H, s) , 6. 4 6 -6. 5 9 (2 H, m) , 6. 9 6 -7. 0 9 ( 
2H, m) , 8. 05 (1H, s) , 
[1 0 8 3] 

$mm 233 

2- ^f;V-6--hn-2- [4- (4-hV7Hn^Wx;^» \£ 
^'Jy>-l-^MfJl/] -2, [2, 1-b] 

HJfcffll 2 3 0 bfc 1- (2-^na-4-~hn-f5 1 --f 

;v) -2-^f-;u-3- [4- (4-h'J7Hn^Wx;^fy) tf^yv 
7 p tf^°>- 2 (2 2 5mg. 0. 4 9 WDM 

f (2. 5mi) ismt^T, vfcaMb'?- m; * a (23m g , 0. 595 

n-^^r-9->-C^#-L. «m-feil^0 2-^^;v-6--hn-2- [4 
- (4-fV7;Hn^f;v7i/^y) tf^V 1 -^f;v^^-;v] -2, 

3- ytFn^^/ [2, 1-b] (8 0mg. JR*g3 9%) * 

lk£ 113-114 TCo 
[1 0 8 4] 

mmir2>m§&m®zm^\ nmn 3 3 tmrn^Lx, mm 2 3 A<oit%m 

[1 0 8 5] 

H»J 2 3 4 

2-^f;i/-6--fD-2 - [4- (4-h'J7Wn^h^y7i/*y) 
^'J^v-l-'fWf;!'] -2, 3-^ Kn^f S rv* [2, 1-b] 
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MM 117-1 19 ICo 
[1 0 8 6] 

%1feffl 2 3 5 

2- [4- (4-f'J7^n^f^y7i-;V) 75 7 bVijy>- 1 

] 7f;v-2-^f;v-6--bn-2, 3 Kn>f 5 /V* [2 , 1-b] 

HMM2 3 3"e«3tL7tl- (2-^nn-4-^>n->f5r/^-l- 
-OW -2-^^;v-3- [4- (4->'J7;vtn^h^'>7x-;i/7^) 
fcf^'J 1 -4)V\ •7 P n/N°>-2-^-;V (3 6 9mg, 0. 7 75'J^;V 

) fcffiv^ iWJ2 3 2 tW:lt, HM*02- [4- (4->'j7^t 
f^fy7x-;v75y) kT^V l — f;v] ^ 2 6 - 
-hn-2, 3-ytKn^>r/ [2, 1-b] Wv-;v (2 5mg, f 
2g7%) 

MS 4 4 1 (M+) 

iH-NMR (CDC 1 3) Sppm: 

1. 11-1. 40 (2H, m), 1. 61 (3H, s), 1. 85-2. 01 
(2H, m) , 2. 37 ( 1 H, dt, J = 2. 7Hz, 11. 4 Hz) , 2. 
4 6 -2. 5 9 (2 H, m) , 2. 7 6-2. 8 4 (1 H, m) , 2. 87 (1 
H, d, J = 1 4. 9 Hz) , 2. 95-3. 03 (1 H, m) , 3. 10-3 
. 25 (1 H, m) , 3. 50 (1H, d, J = 7. 8 Hz) , 3. 90 (1H 
, d, J = 9. 7Hz) , 4. 29 (1H, d, J = 9. 7Hz), 6. 46- 
6. 52 (2H, m) , 6. 98-7. 01 (2H, m) , 7. 50 (1H, s 

) o 

[1 0 8 7] 

mmm 2 3 6 

N-^/U- [1- (2-7f;v-6--fn-2, 3-^tKn^5r/ [2 

, l-b] *#-9-V-;v- 2 — r;v^f-;v) tf^v 4 

Itert -'^"f-^J.^T-^oHai 

2-^nn-4--fn-lH-^^V-iV (1. 0 8 g, 7. 3 15'^ 
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> N--*^- [1- (2 -*?-)V- 2 -•XZ-y? -frt^-fr) lf^'Jy> 
-4-^;V] *JW^>|t er t-^f^xXriV (2. 0 8 g. 7. 3 15 
, XOWStf'JfA (6 6 0mg, 8. 0 ^1-^;^ 

/-;n 5mi *Kx&mmm>Mffi>Ltz 0 &mm*mj±mmL, mc^f-v^ 

= 2 0 0/1) tigttM^f v>-^f v/n fc';wc-x;WCT^||ft£fir 
«tiffiWSiU:J:^ 6M^N-^f;v- [i- (2-^ 
;I/ _ 6 _- hn _ 2 , 3-vt Kn^ $ ^y* [2, 1 - b ] 0r*^/-)V- 2 - 
-f;v^^-;H 4-4 *JMr/it e r t-7*f;vxxf;v ( 

3 4 8mg, Jfc^ 1 2 %) £#7t 0 
MS 3 9 6 (M+ 1) + 
tt£ 198. 8-201. l°Co 
[1 0 8 8] 
2 3 7 

N-p?^;v- [1- (2-^f;V-6-->n-2, 3-ytKn^f^7 [2 
, l-b] *3^v*-;v-2-'f;v^;v) tf^'j v>- 4 --f 
@g ^ > v ;v -xi ^ •? <n ®it 

^M^J2 3 6T^3tt7tN-^^-;V- 1 1 - (2-^f;V-6--fn-2, 
3-^HKn^5^/ [2, l-b] ir^V-)V-2-4 vf^'jv 
>-4--f;^} t er t-Wx^f^ (2 0 7mg, 0. 5 2 

5D^e;l/) 5 m llzfeffiL, h V7;VtnSf 5m 1 £flDx^ 5 

xf^r^lmlWna^i/<>y;v (0. 15mK 1. 0 

) zm*., 3 0^^-e^LT^o a£?££7jac&§\ M^fv^T-fttim 

i*y^m7A7D7 h^^y-r- ^y~;v= 2 0 0 

/I) izZtyftmmWkLfZo ftlxfjv-^y^Dli^x-rJVJ; *) ffe^tZft 
v\ ?i^^JE^-r^C:fc^<t fi-felfcfc^N-^^- [1- (2-^^ 
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;i / _ 6 _-hn-2, 3 -vt KnW 5 [2, 1 - b ] **-9-V-;i/- 2 - 
^Ov^^v) tf^U yy- 4 ->f ;v] ^jw^^^yji/xxr^ (184m 
g, Wm8 2%) W: 0 
MS 4 3 0 (M + H) + 
MA 138. 7-139. 2 'Co 
[1 0 8 9] 

?nn^f4-^Dn^>y>?-iv\ MMM 2 3 7 Hlfcic IT, HJfe^2 

n»j2 3 7 trnffiizLx, mmm2 3 9<^t^&§£iiL£ 0 

[1 0 9 0] 

mMm 238 

N-^^;V- [1- (2-^f;v-6--hn-2, [2 

, l-b] ^•^■9-y-;v-2--r;vp<^;W kf^y v>-4 ->f ;v] #;w*;=> 

IMA 147. 2-149. 2to 
[10 9 1] 

mnm 239 

2-|4- [N- (4-^nn7x-;P7W) -N-^^] 
i?>-14M ^f;v-2-^fiV-6--fn-2, Kn^f^v' [ 

2, l-b] X^V-fr 
JMA 206. 8-2 0 8t o 
[1 0 9 2] 
HMf J 2 4 0 

2-*^;U-2- 14- [N-^^;V-N- (4-h'j7;l/tn^ f^rv7x- 
;v) ] y fcf^V 1 --f;l/| >f;i/-6--fn-2, 
5 *V [ 2 , 1 - b ] * *-9- V- ;i/<o«jS 

HJ&^I2 3 5T«IL£2 - [4- (4-MJ7Wn^^y7x-;v) 7 
^e^'J'>*>-l-^V] ^f;V-2-^f^-6--hn-2, 3-ytK 
n-f^^y[2, l-b] (60mg, 0. 14^'J^) 
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J -fr (2ml) mWLK 3 7 %*;^T^fH Kigifc (51// K 0. 705 V 

*;V) S^vT/ h U t Kn^^it f V A (2 6mg, 0. 4 2 

SriOx^ 3ElcM®t?3 O^i^L^o BOSffc^Tk^U » (23^ K 0. 

4 2?n;v) ^»n^. sa-c 1 wiwt^o m^^^^^^^l, jstm 

^ / fe@#:c0 2-^f-;i'-2- ]4- [N-^^;V-N- (4-fV7^tn^ 
h^y7x-;v) ] T5yt^Vv>-l-^M ^f;i/-6--fn-2, 3 
-ytFn^r/ [2, 1-b] fr^MfV-A' (40mg, lK^6 5%) £# 

Hi .£ 1 3 5- 1 3 6to 
[1 0 9 3] 

%nm 2 4 1 

2- [4- (4-^nn^>y» t^y tf^V y^- 1 - 'f ^] * s f-fr—2 — 
^f;v-6--hn-2, Kn-f 5 W [2, 1-b] *3MJ-V-;kp 

mat 

2-^nn-4-^hn-iH-^^7-JV (1. 5 g. 10. 1 7 5 M 
)V) „ 4- (4-^na^>y';l/^^y) -1- (2-^f;v-2-t^y7- 
e^vv> (2. 5 g, 8. 4 5^'J^M ^ R^tK^^* fV^A ( 
0. 86 g. 10. 245 V*;v) 25.^^^-^ (1 5ml) <7>?I^£ 1 5 
Bt»ift31»iLt7c 0 ^I^ISCHL, ^JET^TstlttfCo nm.^^m^ 
. M^f i9Wmt> «mf-h , ; , 7A^«j:f)^L/im> «JE«a&Lfc 

o »y'J*m7A^n7f^77^ - (^k^^l/>/^m^^^= 1 
0/1) KJ^ffiMU fi-fe^*<7>2- [4- (4-?on^yy» ^-^vb° 
^'Jy>-l-^;i/] 2 6 bn- 2 , 3-v^Kn-M 

?V [2, 1-b] t^rtT*-^ (6 6 2mg, JRsg 1 6 %) £#£ 0 

Hj& 129-130 "Co 
[1 0 9 4] 
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2- 14- [N— (4-^oo7i-;i') -N-^^-;v] / tf^V v^- 1 
--OH ^f;v-2-^f^-6--ba-2, [2, 1 

-b] ^^r-9-y-;K7)M^t 

^lfe^!l6-e^JitL^2 - ^nn - l - (2-^f ^t^rV7-^^f -4 
--hn^f$ ^V'-;V (3 5 Omg, 1. 6 15 'J > 4 - [N — (4 

nnyj: — >u) -N-^f^T^/] tf^Vv^ (3 7 3mg, 1. 6 6 5 V -=E 

JtO'DMF (15ml) O 7 0 tJKT 5 B#Mat# Lfc 0 

K*JfrTKT2fc3IMb?- h V 7 7mg (1. 9 **Px., RiftST 

^w^/S£@£^;v= l/i) i:if)fgu 0fM*fe H B H ©2- 14- [ 
N- (4-^nn7x^) -N-^;i/] T< y tT^U v>- 1 ->f ;v| ^ 
;i/-2-^f^-6--fn-2, 3-ytKo^?r/ [2, 1-b] 
V- ;V ( 3 0 7 m g „ W.m 4 7%) £f#£ 0 
Ik£ 1 8 6 - 1 8 7. 8°C 0 
[1 0 9 5] 

4- (4-f'j7;V^n^ b^ry^^y^) \£n)i?Zs^ 4- (4 -Hi?* 
ta^fM^y^) tf^'Jy>, 4- (4-?nn^y» if^U^VX** 
4- (^nn^>yM;v) k^'Jy>*fflv\ 2 4 2 £ |W»c LT^-^Jfe 

0IJ 2 4 3 -Hife^O 2 4 6 <Dft&W*m&Ltz 0 
[1 0 9 6] 
2 4 3 

2-^f;V-6--fn-2 - [4- (4-h'J7;l'tn^ f^y^>y» fcf 
^'Jy>-1-^] *f-;v-2, 3-ytKn/f [2, 1-b] 

1K£ 1 4 3. 5-1 4 5t 0 
[1 0 9 7] 
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2->f^-6-->D-2 - [4- (4-f'j7;^n^f^>y» fc?-^ 

v 1 -^r;v] 2, [2, 1 -b] 

US 125-126IC0 
[1 0 9 8] 

H«fl 2 4 5 

2- [4- (4-^nn^>y» lf^'Jy>-l-^V] p<^;V-2-^^;V 
_6--hn-2, 3-ytKn>f^v* [2, 1 - b ] )V 
M& 109-110. 5°C 
2 4 6 

2- [4- (4-^nn^>vM;v) tf^D i?>— l ^;v-2-^^- 
;V-6-- ]>n-2, [2, 1 - b ] ^^r^y-;v 

1 6 5 - 1 6 7 "Co 

[ 1 0 9 9] 
2 4 7 

2-^f^-6--fn-2- [4- (4- h V 7;vtn^f ;i/^>vM JV) H° 
^'Jy>-1-^V] >fiV-2, 3-ytKn^f^7 [2, 1-b]*^ 

^M#fl6-em3tt/i2 -?nn- i - (2 -p?^;v- 2 -^^r->^^;^^ 
) -4--fn^^v*-;V (80mg, 0. 3 , 4- (4-hV 

•7;v^-n^^;v^>vM ;V) If^Vv^ (95mg, 0. 37517^^) ^ St^ 
^-h'^A (150mg, 1. 835 V ^)V) ~J$Jf DMF (2ml) <7>rl^& 

^f-;u/ n -^^-9->= 1/1) KJ; *9$jfS!iU fi-fe^O 2 - ^ 6 - 

-Fn-2- [4- (4-fV7;l'to^f^>^^) k?^'; 1 ->f 

;v] ^;l/-2, 3-v^ Kn-f := ?V [2, 1-b] (46mg 
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, i&2£2 9%) 
M * 1 7 2 - 1 7 4 V 0 
[110 0] 

^Si-atU|&IE^SrfflV\ H»J2 4 7 fcra&KLT, H*fefl|2 4 %<Dtt&m 

[110 1] 

HJfcW 2 4 8 

2-^f;v-6--hn-2- [4- (4-fV7WD^f^f'W/>f)l') 
e^J^-l-->f^] -2, 3-ytKn^r/[2, 1 - b] V- 
;v 

lft£ 1 6 5 - 1 6 7 °C 0 
[110 2] 

mmm 249 

(S) -2- [4- (3, 4-y^nn^>yw^v) tf^y v*>- 1 ;v 
- 2-^f^-6--fn-2, 3-5>fcKn>f [2, 1-b] 

2THR3SLfc (R) -2-^nn-l - (2-^f ;l/-2-t^rV7 
- 4 fn^5 yy*-;V (3 9 6mg> 1. 82^^^) RZf 
4- (3, 4-y^nn^>y>t^ry) fcf^ 1 ; v> (614m g> 2. 36^ 
;v) ^DMF15ml^ 7 0-7 5t:t:t4flF B WU:o RJSSfcfcSifcfcK 

[110 3] 

iOfM^^DMF' 15ml fc»»U ^TK7j*ft;^ b'J7A87m 
g (2. 1 fcJDx^ Sffl-C**««#L;fco Rj£$£7XK&§\ Wf& 
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>-v-T v/ne^x-f/l/J: iJi&JMfc&fifv*, S-fe^O (S) -2- [4- 
(3, fcf^'J v >- 1 -4 <f-)V\ 

;V-6--hn-2, 3-ytFo^r/[2, 1-b] ^^V-^ (43 
1 mg, J|JUM 4%) =Srt#3t 0 
MS 4 4 1 (M+) 
it* 1 3 2. 0- 1 3 6. 0 °Co 
[110 4] 

%mm2 5 0 

(S) - [1- (2-^f;i/-6--hn-2, 3-ytKn^5^/ [2, 1 
-b] **-W~-fr-2-<i tf^v v>- 4 ->f;v] - (4-m;? 
;i/tn^h^y7x-ji/) p< * y ><*>liit 
^«!ll 2-e$B£L£: (R) -2-^nn-i- ( 2 ^ ;V :t ~> 7 - ;v /. 
-4-- hn^5^/-;V (1. 0 g, 4. 6 £0*4- (4- 

b'J7;i/tn^ h^rv^>^;v] tf^Vv ? > (1. 3 g, 4. 8 

3telfil«2 4 9fcra«(fc<7>^^J:l9, fffet^O (S) - [1- 
;V- 6-^fD-2, 3-S>fc Ktt>f [2, 1 - b ] * ^V-fr- 2 - 

-f;vy^;v) tf^v *Jy- )V\ - (4-HJ7;vtn^ Ry7x^;i/) 
*9 J*s ( 7 7 1 m g . JRJfs 3 7%) £#fc 0 
Hi* 113. 0-115. Oto 
[110 5] 
gjHiffl 2 5 1 

(S) -1- (2-^f;v-6--fn-2, 3-ybKn^f^y [2, 1- 
b] 'S-JV- 2 -4 )V* \£s<V 4 -i7 )V^>m.^^^-^f- 

2 -^na-4 -~ hn- 1 H--f ^ 7V-)V (3. 7g, 2 5. U'j*A/ 
) , (S) -1- (2 -y 2 -*3^>7-;v^?-;i/) tf^';> ? >-4-* 
^^yfxf^xxr^ (4. 8 g, 2 1. 1S';^;V) Jt^BfoKfR^ b V V 
A (2. 2g, 2 5. ^x^;-;v2 5ml^CtMMI)IL 



mUE# 2003-3088762 



#H 2002-298259 



I 518/ 



itT'SM*^) (S) -1- (2-^f;V-6--fo-2, 
5 ¥V [2 , l-b] **-9-V-;i/-2 frtf-fr) tf^v >*>-4-#;v** 
>^xf;l/x^f;v (1. 4 g, JR^2 0%) *t#fc<, 
10 1. 0-103. 0t o 
[1 10 6] 
HJfrPJ 2 5 2 

(S) -2-^fJV-6--hn-2 - [4- (4 - h V y )VJr u * h * v 7 j. 
-1, 2, 3, 6 - f h 7 1 >'n ev i/ 4 > - 1 -/f;v^ f JV] - 2 , 3- 
ytKa^f^r/ [2, l - b ] * ^ V- /KaSSHt 

4- (4 - h V 7JU*U* h3rv*7.x~;v) -3, 6 - v t Kn- 2 H- fcf'J 
v> (0. 9 8 5 g, 4. 0 5 5 V^/lO RZ/nMWl 2X~m&Ltz (R) -2 
on- i - (2->f;k-2-t^v7-Wf;v) -4--hn/f5fV 
(0. 8 3 9 g, 3. 8 65 »; ^E;V) &DMF 15ml ^n£> 6 0tt8 

L?to «th')7At^it, «E«iLfc, t# titzmM* m&T Kxmm 

Ltzo ^y'J*W7A^n7f^ 7 7^ (n-^^r-9->/ft^f-;v 
= 4/1) KJ: ^ffl^L/^o #£*L£?lM#ir£, DMF2 0mli:»#PU 4 °C 
tX^LtZo uOiH:*fftt h'J^A (94mg, 2, 355'J*;i/) * 

ftfc««£^TfcT«S&L;fco ^i^yV*^W7A^07F^ 7 7^- ( 
n-^^r-9-> / /f^m^^^= 1/1) Hi«9#(IS4^ *JE*£*H-*£ tCi *K 
fficM&mfcO (S) -2-^f;v-6--fn-2- [4- (4-h'J7Wn 
n^>7i-;i/) -1, 2, 3, 6 - f h 7 1 kd t 0 >J v > - l - f ;i/ 
] -2, 3-vtKn^f5r/ [2, 1 - b ] Hr**)r*/-fr ( 0 . 1 9 2 g. U 
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$23 %) 

iH-NMR (CDC 1 3) Jppm: 

1. 68 (3H, s), 2. 46-3. 39 (8H, m), 3. 95 (1H, d 
, J = 10. 2Hz), 4. 49 (1H, br), 5. 98 (1H, s), 7. 
16 (2H, d, J = 8. 3Hz) , 7. 35 (2H, d, J=8. 3Hz) , 
7. 53 (1H, s) , 
[110 7] 

nmm 253 

(S) -1- (2-^nn-4--fn/f >r/-;v-l->f^) -2-^^;v 
-3- [4- (4-HJ7WD^f;V7xy^y) tf^V v>- 1 ->f ;v] -7° 

mt&W 1 2 -cm&Vtz (R) -2-^no-l- (2-^f^-2-t^y7 
-4-^fn^5 /y*-;v (5 0 0mg. 2, 3 05'j^;v) 
4- (4-f'J7^tn^f;k7x/^y) lf^'Jy> (730m g, 3. 0^ 

';^e;i0 ^DMFiOmi^ 7 o - 7 5T;kt 5mm$tWLtzo KlBifcZMU 

y'J^>*7A^H7f^7^ - (^k^f-V>/p«^y-;i/=5 0/1) 
CiDHfiU fT&fl&tfcM?) (S) -1- (2-^nn-4--hn^^r/ 
l ->f -2-^-^;i^-3- [4- (4-h'j7^n>f^7xy^ 
-» 1 ->f;i/] -7°n/^>- 2 (1. 0 6g, JR^S9 9%) 

iH-NMR (CDC 1 3 ) S p pm : 

1. 14 (3H, s), 1. 80-2. 04 (4 H, m), 2, 38 (1 H, d 
, J = l 4. OHz) , 2. 48-2. 68 (2H, m), 2. 52 (1H, d 
, J = 1 4. OHz), 2. 77-2. 95 (2 H, m) , 3. 73 (1H, s 
) , 4. 01 (2H, s) , 4. 3 9-4. 4 6 (1 H, m) , 6. 93-6. 
97 (2H, m) , 7. 4 9 - 7. 5 5 (2 H, m) , 8. 08 ( 1 H, s) 0 
[110 8] 
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mmm 254 

(S) -1- (2-?nn-4--fn/f^V-;v-i-/f;i/) -2-^;v 
-3- [4- (4-F'j7A'tn^fM>W*'» \£**.W>—1 —4 
] :/a,rC>-2— /WORifi 

H«lJl (R) -2-^DD-l- (2-^W^v7-iM 

-4-- bn^f = yv-fr (7 0 0mg, 3. 22^ 4 - ( 

4- h V 7 )VJrU *?-)\,s<y *J)V tV'Jv'V (l. 09 g. 4. 8 6^6 
;v) £DMF lOmlt, 7 0- 7 5 "CKT 4 WmWtLtZo KfcWLZm&fcm 

M7A^D7f^77^ (Ij^f"l/>/^^/-;V=5 0/l) &C£l9ffi 
§£U m&mm<7) (S) - l- (2-^nn-4--fn^r/^v-l- 
-2-^;v-3- [4- (4 - h V y jv?>ru tj-^^yvfr-z*^) \i 
^ 1 Jy>-l-'f^ y°u/^y- 2 (i. 3 6 g, K$87%) 

o 

1H-NMR (CDC 1 3) Jppm: 

1. 12 (3H, s), 1. 61-1. 78 (2H, m), 1. 88-1. 96 
(2 H, m) , 2. 32 ( 1 H, d, J = 13. 9Hz), 2. 35-2. 56 
(2H, m) , 2. 47 (1H, d, J = 13. 9Hz), 2. 72-2. 81 
(1 H, m) , 2. 86-2. 95 (1 H, m) , 3. 44-3. 51 (1 H, 

m) , 3. 63 (1H, bs) , 3. 97 (2H, s) , 4. 59 (2H, s) 

, 7. 4 3 -7. 4 7 (2 H, m) , 7. 5 8- 7. 6 2 (2 H, m) , 8 . 0 

5 (1H, s) o 
[110 9] 

ttfo-tzft^wMzm^, mmm2 5 4 tmm^Lx, ^m^irmmm2 5 

5- 2 6 0<Dlk&WZWk&Lfz o 

[1110] 
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O 





R 


l H NMR (CDCI3) 6 


(%) 


255 


4-OCFa 


1.13(3H, s), 1.77-1.89(2H, m), 1.91-2.0l(2H, m), 
2,37(1H, d, J=13.9Hz), 2.45-2.67(2H, m), 2.5l(lH, d, 
J=13.9Hz), 2.75-2.95(2H, m), 3.7l(lH, s), 4.00(2H, 
s), 4.17-4.34(1H, m), 6.85-6.9l(2H, m), 7.11-7.15(2H, 
m), 8.07(1H, s). 


99 


256 


4- CI 


1.13v3H, s), 1.73-1.881211, m), 1.91-2. m;, 
2,36(1H, d, J=13.9Hz), 2.44-2.63(2H, m), 2.50(lH, d, 
J=13.9Hz), 2.76-2.95(2H, m), 3.64(lH, s), 3.99(2H, 
s), 4.26-4.35(lH, m), 6.79-6.86(2H, m), 7.18-7.26(2H, 
m), 8.06(1H, s). 


99 


257 


4-CN 


1.14(3H, s), 1.81-1.92(2H, m), 1.95-2.03(2H, m), 
2,36(lH, d, J=13.9Hz), 2.47-2.68(2H, m), 2.5l(lH, d, 
J=13.9Hz), 2.77-2.94(2H, m), 3.53(1H, a), 4.00(2H, 
s), 4.40-4.47(lH, m), 6.90-6.96(2H, m), 7.53-7.60(2H, 
m), 8.06(1H, s). 


99 


258 


3-CF 3 


1.14(3H, s), 1.81-1.9K2H, m), 1.94-2.02(2H, m), 
2,37(1H, d, J=13.9Hz), 2.47-2.68(2H, m), 2.5l(lH, d, 
J=13.9Hz), 2.77-2.97(2H, m), 3.6l(lH, s), 3.99(2H, 
s), 4.38-4.44(lH, m), 7.04-7.12(2H, m), 7.18-7.22UH, 
m), 7.35-7.42(lH, m), 8.07(lH, s). 


99 






R 


'H NMR (CDCI3) 6 


259 


OCF3 


1.12(3H, s), 1.66-1.76(2H, m), 1.86-1.95(2H, m), 2,32(lH, 
d, J=13.9Hz), 2,36-2.55(2H, m), 2.46(1H, d, J=13.9Hz), 
2.72-2.82(lH, m), 2.85"2.96(lH, m), 3.42"3.49(lH, m), 
3.69(1H, s), 4.00(2H, s), 4.52(2H, s), 7.17-7.2l(2H, m), 
7.35-7.39(2H, m), 8.06(lH, s). 


260 


CI 


1.10(3H, s), 1.65-1.74(2H, m), 1.85-1.92(2H, m), 2,31(1H, 
d, J=13.9Hz), 2,38-2.54(2H, m), 2.46(1H, d, J=13.9Hz), 
2.71-2. 79(1H, m), 2.84-2.95QH, m), 3.38-3.48(lH, m), 
3.72(1H, s), 3.96(2H, s), 4.48(2H, s), 7.23-7.32(2H, m), 
8.05(1H, s). 



[1111] 

$mm 2 6 1 

(S) - 1 - (2 -^nn-4 -- 
-3- [4- (Z-y ^-)V-2- 
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mMMl 2X*m&Ltz (R) -2-^nn-i- ( 2 2 -*3r~>9 
-;V^f^) -4-->D^^r/-;V (0. 198g> 0. 9 
S.t>*4- (3-7x-A'-2-'/n^-W^y) fcf^VvV (0. 1 9 8 g, 

0. 9 10 5 »J*/l/) £ffiv\ ^dt#!l2 5 4 fcflWo^&K: J: 0, 

(S) -1- (2-^nn-4--hn^r/-;v-l-^f;i/) -2-^;v 
-3- [4- (3-7x-;l/-2-^n^;Vt^fy) fcf^V 1 ->f /P] 

7 , n;^-2-t-;v' (0. 192g, JRSM 9 96) £&fco 
iH-NMR (CDC 1 3) Jppm: 

1. 12 (3H, s), 1. 55-1. 98 (4H, m), 2. 28-2. 94 
(6H, m) , 3. 41-3. 49 ( 1 H, m) , 3. 62 (1H, br) , 3 

. 95 (2H, s), 4. 16 (1H, d, J = 6. 0Hz), 4. 17 (1H 
, d, J=6. 0Hz) , 6. 28 ( 1 H, ddd, J = 6. 0Hz, 6. OH 
z, 15. 9Hz) , 6. 60 (1H, d, J = 15. 9Hz), 7. 21-7 

. 4 2 (5 H, m) , 8. 0 5 (1 H, s) o 
[1112] 

mm 2 6 2 

(S) -1- (2-^nn-4-^hn^^r/-;v-l-^v) -3- |4 - 
[3- (4-^nn7x-;v) - 2 -yo^^i^^r v] tf^i; v>- 1 —4 )V 
f - 2 - ^7*n;^ - 2 - 
»12tSlU (R) -2-^nn-i- (2-^f^-2-t^fy7 
-4-^hn-^^7-;v (0. 217g, 1. 0 S 
0*4- [3- (4-^nn-7x-;i/) tf^Vv> (0. 2 50 

g> 0. 9 9 5 5 y<=e;v) mikm2 5 4 fcra«tf>2rifcfcJ: *K m&ffi& 

(O (S) -1- (2-^nn-4--hn/f 3. \ -4 )V) -3- 1 4 

- [3- (4-^OD7x^v) -2-7'D^;vt#y] fcf^'J l -'f 

;W -2 -**f-fr-fu/*>-2 -*-)l> (0. 2 6 3 g, t$5 6%) fc»fc 0 ' 
!H-NMR (CDC 1 3) ^ppm: 

1. 12 (3H, s), 1. 55-2. 01 (4H, m) , 2. 28-2. 99 
(6H, m) , 3. 40-3. 51 ( 1 H, m) , 3. 60 (1H, br) , 3 
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. 96 (2H, s) , 4. 13-4. 16 (2H, m) , 6. 20-6. 31 ( 
1 H, m) , 6. 56 (1H, d, J = 15. 7 Hz) , 7. 19-7. 34 ( 
4 H, m) , 8. 0 5 (1 H, s) 0 
[1113] 

mmm 2 6 3 

(S) -2- |4- [3- (4-^nn7x-;H ^n.fdry] tf^Vv^-1 
->f Ji/*^} -2-^f^-6--hn-2, [2, 1 

-b] **-9-v*-;K7>i!B£ 
^1011 2t«L^ (R) -2-^dd-1- (2 2 -pf^rv^ 
-4--fn^f>^/-;i/ (o. 1 0 3 g, 0. 4 7 3 ^'J^;i/) 
S.^4- [3- (4-^nn7x-;i/) 7"n*°^->] tf^v>^> ( 0 . I09g 
, 0. 4 3 0 5'J^) ?:DMF2mli:?|»U 6 0 ViZX 4 B#Hi!3f# Lfc Q 

W7A^D7^*77^- (n-^+h>/ffcM^^=2/3) Ci^ii 
Lfzo nbtitzmtimZ, DMF2m HC&APPU 4VtV'a%mLfz 0 C« 
^Umiti- h'J7A (15mg v 0. 3 7 5 ^ V &flDx.. MjS^T 3 

D7^77^- (»ffc-* ^ V ^/»Blif-^= 6 / 1 ) i «9 ffllf^ ftgfe J. 
^;V/n-^*-9->=l/3 (6ml) ^SfctJI U S&ft^fiAO (S) - 
2- |4- [3- (4-^nn7x-jl/) y 0 o,is 0 drv] ^'Jy> - 1 - 
f-;M -2-^f;v-6--fn-2, [2, 1-b] * 

^r-9-V-;V (3 6mg\ 1|» 1 9%) £#*r 0 
8 8. 8-91. 9 to 
[1114] 
MMffl 2 6 4 

(S) -1- (2-^nn-4--hn/f^r/-;v-i-/f;i/) -3- |4 - 
[2- (4-^DD7x^) bf^V y>- l -2-^^-;V 
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mMWl 2X-mm.Ltz (R) -2-*nn-l- (2-^f;l/-2-t^r->7 
-4--hn^5^/-;V (0. 0 7 6 g> 0. 3 5 0 
JBl&A- [2- (4-^nn7x-^) jch^v] t'^'jyV (0. 0 8 0 g, 
0 . 3 3 4 SrMv>, f!g»J 2 5 4 wm^m^ <t 0 > «i*fei*R» 

CO (S) -1- (2-^nn-4--^D^r/-;v-l-^^) -3- |4 
- [2- (4-?OD7x^) xRy] kf^U 1 --f;V| -2-^^ 

/l,--/nrC>-2-*-/l' (0. 1 09 g, 1%) 
iH-NMR (CDC 1 3) Sppm: 

1. 10 (3H, s), 1. 51-1. 72 (2 H, m) , 1. 78-1. 92 
(2H, m) , 2. 2 4- 2. 5 0 (4 H, m) , 2. 5 5-2. 8 8 (4H, 
m) , 3. 2 9 - 3. 3 9 (1 H, m) , 3. 5 8-3. 6 6 (3 H, m) , 3 
. 94 (2 H, s), 7. 15 (2 H, d, J = 8. 5 Hz) , 7. 24 (2H 
, d, J =8. 5Hz), 8. 0 4 (1 H, s) 0 
[1115] 

mmm 2 6 5 

(S) -1- (2-^nn-4--hn^5r/-^-l-^V) - 2 
-3- |4- [2- (4-f'J7^n^fiV7x-;l/) ^h^rv] t?^'Jv> 

HJ7xx;i/- (4-h'J7^n^fM>y» ^^i^A^n? K ( 
3. OOg, 5. 9 £DMSO 5 0 m lfcigfl? U flc^TK** 

fl^M;^ (0. 2 3 9 g, 5. 9 8^')^) &Un;i. Il7m"C 1 B#Pf9t$;# L 
fco -€-i^4 -*;v^ ;i/*4rVtf^V 1 -*;^*>^>yraf^ ( 
1. 4 9 7 g, 5. 6 9$'J^) ODMSOi^lOml^iTU 6 01CK 

g£>"; *^*7A^D7h^77^- (n-^^r-9->/f^^f-;V=4/l 
ftSKi^=f9/l) KiOHNRU m^.fmm<oA c - [2- (4-h'j7;^ 
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[1116] 

#£>tl£4- [2- (4-> , j7^tn^fJl/7x^) ^;Vt^y] fcl^ 
1 -i:)V^y^^yV)V^^7-)V^3u^ j 0 m 1 tc^fllU 1 0 

%pd/c 9 omg *Mm^m^xmuTKxi%j±mmm7€$:ftc>fz 0 kb%l 

[1117] 

?#<bfr*:4- [2- (f'J7Hn^fjV7xXjV) aih^v] fcf^Mv>£ 
Z/HiiMl 2XWki&Ltz (R) -2-^nn-i- ;v-2-t^rv7 
-4--hD^f^v-;i/0. 184g (0. 8 4 4 ^J€;H £ 

mmm2 5 4 ^iwi^clt, ^mmo (s) -1- (2-^0-4 

h ^v'-;v- 1 -2-^;w-3- 14 - [2- (4-H; 

•7 )V-*U *^-)V7 x. — )V) Xh^ry] fcf^ V V > - 1 - :/tf /\° > - 2 - :* 

(0. 0 8 8 g, ^3%) Z'&tZo 
iH-NMR (CDC 1 3) Sppm: 

1. 10 (3H, s), 1. 49-1. 92 (4H, m), 2. 24-2. 81 
(6H, m) , 2. 92 (2H, t, J = 6. 8Hz) , 3. 3 0-3. 3 5 ( 
1H, m) , 3. 65 (2 H, t, J=6. 8Hz), 3. 94 (2H, s), 
7. 34 (2H, d, J = 8. 2Hz) , 7. 54 (2H, d, J = 8. 2Hz 
) , 8. 0 4 (1 H, s) o 
[1118] 

mmm 2 6 6 

(S) -1- (2-^oo-4--hn-r ^ l-j )V) -2-*i~)i< 

-3- [4- (4 - h V 7)i<jru* h*is7^-frT$ /) H^'jy>-1-^ 

nMffl 1 2 X*mm.Ltz (R) -2-*un-i- (2-^f;v-2-t^y7 
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yjvtu* h^y7x-;i/) 7ry^ffiv\ 2 5 4 t mM^ It, M&ito 

■&m<D (S) -1- (2-^nn-4--hn>f<r/-;v-i->f;v) - 2- 
^^;v-3- [4- (4-h'J7;vtn^ f^y7x-;v7^) 
1--OV] 7'n/o-2-t-;v (1. 3 6 g, J|W8 8%) *%tto 
1H-NMR (CDC 1 3) Sppm! 

1. 13 (3H, s) , 1. 4 1-1. 57 (2H, m), 2. 03-2. 08 
(2H, m) , 2. 34 (1H, d, J = 1 3. 9 Hz) , 2. 49-2. 59 
(3H, m) , 2. 6 5-2. 7 7 (2 H, m) , 3. 08-2. 16 (2H, 
m) , 3. 24-3. 41 (1H, m) , 3. 97 (2H, s) , 6. 47-6 
. 55 (2H, m) , 6. 9 8- 7. 0 4 (2 H, m) , 8. 05 (1H, s) 

o 

[1119] 

7-2 6 9Wll*MLf:o 
[112 0] 






R 


urn 
(%) 


'HNMR (CDC1 3 ) 5 


267 


CI 


99 


1.13(3H, s), 1.40-1.53(2H, m), 2.00-2.06(2H, m), 2.35(1H, 
d, J=13.9Hz), 2.45-2.59(3H,m), 2.71"3.0l(2H, m), 
3.18(1H, br), 3.48-3.58(2H, m), 3.97(2H, s), 6.47-6.54(2H, 
m), 7.07-7. 14(2H, m), 8.05(lH, s). 


268 


CF 3 


99 


1.14(3H, s), 1.42-1.59(2H, m), 2.03-2.08(2H, m), 2.35UH, 
d, J=13.9Hz), 2.49-2.60(2H, m), 2.50(1H, d, J=13.9Hz), 
2.74-2.98(2H, m), 3.31-3.39(1H, m), 3.5l(lH, s), 3.87(lH, 
d, J=9.3Hz) 3.97(2H, s), 6.58(2H, d, J=8.7Hz), 7.39(2H, d, 
J=8.7Hz), 8.05(1H, a). 


269 


CN 


99 


1.13(3H, s), 1.40-1.53(2H, in), 2.00-2.06(2H, m), 2.35UH, 
d, J=13.9Hz), 2.45-2.59(2H, m), 2.49(lH, d, J=13.9Hz), 
2.71-3.01(2H, m), 3.18(lH, br), 3.48-3.58(2H, m), 
3.97(2H, s), 6.51-6.57(2H, m), 7.38-7.44(2H, m), 8.05(lH. 

a). 



[112 1] 

mtm 270 
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(S) -1- (4 -tf^V *JJ 1 -3- (2-^nn-4 

--hn^f? ^y-^- i - - 2 -^^;l/-y°n/t>-- 2 -*-;K7)§SBi 
Hi&flfll 2-eS^3tb7t (R) -2-^nn-l- ;v-2-t^->7 
-4--ho^ yv*-)U (0. 5 0 0 g. 2. 295 t 
4-k^'JyV^Vy> (0. 4 2 5 g, 2. 5 3^K;l/) £DMF5ml 

k*«?u 7 ox:kx 5nmmwLtz 0 Mm^^2mmm^ mm^^t> 

07h^7^- (n-A^t>/Ktif;v=3/2) KJ; 9»»U 
^#?co (S) -1- (4-t>'JyVt:^'jy ? >-l-'f;v) -3- (2-^n 
n-4--ho/f< ^v"-^- l — <f)V) - 2 ^;i/-y°n/N°>- 2 

(0. 6 5 6 g, 4%) 
1H-NMR (CDC 1 3) 5ppm: 

1. 11 (3H, s), 1. 38-1. 89 (10 H, m), 2. 18-2. 5 
5 (9H, m) , 2. 70-2. 81 ( 1 H, m) , 2. 89-3. 01 (1H 
, m) , 3. 67 (1H, br), 3. 94 (1H, s), 8. 05 (1H, s 

) o 

[112 2] 

mmm 2 1 1 

(S) -1- (2-7nn-4--ba^5r/-^-l-^f^) - 2-ff-)V 
-3- I [4- (4-f'j7JVtn^h^y7i-;V) ^;i/-7 T -;V] 
y-l-JM 7"n;r/- 2 -^-^OMit 

H»J1 2-ei^itL7t (R) -2-^no-i- (2-^f;V-2-t^v7 
-;v^^;v) - 4 I u4 5 ^v'-;v^.^4 - [4- (f'J7Wn^Ry 
) 7x^iWii'7r-;i'] ^'Jy>^K ^jte^a 2 7 0 t IsMtK LT. STfe 
(S) -1- (2 -^nn-4-- hn-f 5 f7'-^- 1 ->f;i/) -2 
-*^)V-3- I [4- (4-f'J7;i/tn^>^y7x^;V) *;U-7 T ^;l/] 
t?^V v^- 1 — f •7°n/N'^-2-^--;l/ (3. 4 g> l|X^9 9%) 

o 
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1H-NMR (CDC 1 3) appm: 

1. 11 (3H, s), 1. 58-1. 73 (2 H, m) , 1. 91-1. 99 
(2H, m), 2. 32 (1H, d, J = 13. 9Hz), 2. 41-2. 50 
(2H, m) , 2. 46 (1H, d, J = 13. 9Hz), 2. 75-3. 09 
(4H, m) , 3. 9 7 (2H, s) , 7. 11-7. 17 (2H, m) , 7. 

36-7. 53 (2H, m), 8. 04 (1H, s) Q 
[112 3] 

%vm 272 

(S) -1- (2 - ^ nn- 4 h ^y-;v- 1 -2-^;v 
-3- [4- (4-f'J7;^D^l^^y^>y» tf^U 1 -4 ^] -7° 

4- (4-h'J7^tn^ h^v^>v;v) b 0 ^ 1 ; ^>25.tFHWU 1 2 "CUBS 
Lite "(R) -2-^nn-l- (2-^f^-2-t4v7-;^f;V) -4- 
=.yu4 ^ ^/-;v£ffiv> N ^M#I2 7 0 £ iwpff K LT. fT-feflfrKtW (S) - 
l- (2-^on-4--l>o^r/-;v-i-^iV) -2-^;v-3- [ 
4- (4-f'J7;vtn^f^v^>y» b:^'; v >- l ->f ;v] *fut*-s- 

iH-NMR (CDC 1 3) Sppm! 

1. 10 (3H, m), 1. 22-1. 71 (5H, m), 2. 26-2. 55 
(6H, m) , 2. 6 6 -2. 9 6 (3 H, m) , 3. 94 (2H, s) , 7. 
09-7. 18 (4H, m) , 8. 06 (1H, s) 0 
[1 12 4] 

tts-r &ffif&wi-&fflv\ mmw2 7 2 tmmKLx, ^m^immn 7 

3 RXf^mm 2 7 4 (Dit^mttmyk Lfz a 
[112 5] 
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[*3] 






R 


(%) 


l H NMR (CDC1 3 ) 6 


273 


4-CFs 


56 


1.10(3H, s), 1.141.38(2H, m), 1.47-1.64(3H, m), 2.29(lH, d, 
J=13.9Hz), 2.30-2.40(2H, m), 2.43(1H ) d, J=13.9Hz), 2.60(2H, 
d, J=6.5Hz), 2.69(1H, d, J=11.7Hz), 2.90(1H, d, J=11.7Hz), 
3.74(lH,br) 3.94(2H, s), 7.22-7.26(2H, m), 7.52-7.54(2H, m), 
8.05(1H, s). 


274 


4-C1 


65 


1.10(3H, s), 1.14-1.63(5H, m), 2.26-2.52(7H, m), 2.68(1H, d, 
J=l 1.5Hz), 2.90UH, d, J=11.5Hz), 3.94(2H, s), 7.00-7.08(2H, 
m), 7.20-7.29(2H. m), 8.05(1H, s). 



[112 6] 



mm 275 

(S) -1- (2-j>nn-4--hn^5 1-4 )V) -2-*^-)V 

-3- (4--7jl-;1/- l, 2, 3, 6 -t h 7 1 Kn V v^>- 1 ->f ;W) "7° 

4-7x^-1, 2, 3, 6-f>7tKDf'J^^ii (0. 4 9 5 g 
2*e»i6L;fc (R) -2-^nn-i- ( 2 *f-fr- 2 

) -4--hn/f5^/-;V (0. 5 g, 2. 2 95';*;V) WDMF5ml 

^jox., 7 o°ctcT5B#r^ti^t7to KB^mk^)^2m^m^ 

- (n-^t>/Wif^=2/l) «}ffi§4U ^-ferft^^O (S) - 
1- (2-7nn-4--fn^ry-;i/-l-^^) - 2 -*^)V- 3 - ( 
4-7^-;v-l, 2, 3, 6-f h^tKnt'iJ^^-l-^M 7"n/\'>- 
2 (0. 4 9 2 g, J|X^ 5 7%) £#£ 0 
iH-NMR (CDC 1 3) Jppm: 

1. 17 (3H, s), 2. 47 (1H, d, J = 13. 9 1Hz) , 2. 58 
-2. 64 (3H, m) , 2. 7 8-3. 0 0 (2 H, m) , 3. 27-3. 4 
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0 (2H, m) , 3. 62 (1H, br) , 4. 01 (2H, s) , 6. 02- 
6. 05 (1H, m) , 7. 23-7. 41 (5H, m) , 8. 07 (1H, s 
) o 

[112 7] 

mnm 276 

(S) -1- (2 -^nn-4-~ Yu4 < 1 --f -2-^;v 

-3- (4 -7i-^^'J v>- 1 -^f;v) "/n^^-2-*-^otBi 
4-7x-;Hf^'Jy>IiS (0. 5 2 2 g, 2. 6 4 5>)^) fcdfrft-* 

»Lfco »»«r*EE«»U iftiR&ifcK, »Jl 2T«£L£ (R) -2-*n 
n- i - (2-^f;v-2-t^v7-;M^) -4- - fn^^r/-;v ( 

0. 5g, 2. 2 9^'J€;V) ^DMF5ml^tIx., 7 0 'C'T? 5 L 

^£ v V *y;V ^7A^n7f^77-f - (n -^^-9- ^/f^Stx?-/^ 2/1 
) KJiijflHRU M%mmo<0 (S) -l- (2-^nn-4--hn^r/ 
1 -4 )V) -2-^^;v-3- (4-7x^t>'j-;>-i-^v) t 9 

u/*y-2-0r-)V (0. 7 0 3 4W8 1 %) 
1H-NMR (CDC 1 3) Jppm: 

1. 14 (3H, s) , 1. 7 6 - 1. 8 9 (4H, m) , 2. 36 (1H, d 
, J = l 3. 9Hz), 2. 48-2. 61 (4H, m), 2. 75-2. 89 

(1H, m) , 2. 9 8-3. 0 9 (1 H, m) , 3. 75 (1H, br) , 3 
. 98 (2H, s) , 7. 18-7. 35 (5H, m) , 8. 08 (1H, s) 

o 

[112 8] 

2 7 7 

(S) -1- (2-*nn-4-— >n>f 5 py—fr- l -2-^;v 
-3- [4- (4-h 1 J7;vtn^f;v7x-;v) tf^y w- 1 ->f/i/] 

ffilSE# 2003-3088762 
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mMffll 2"?m&Lti (R) -2-^nn-l- (2-^f;v-2-t^>7 
-;V^f;l/) -4--fn/f5r/HV (0. 3 2 9 g. 1. 515y*/U) 
4- (4 — h'j7;^D^f-^7x-;V) ^J'VV (0. 4 0 0 g> 1. 6 6 
^DMF5mlCi»U 7 0 TCKT 3 B#fia*I#L*:o PBIxf^t 

A^D7^77^ (n-^^>/I£®t^^=2/l) K J: 19 *jf |g U ^ 
feftrtfc&O (S) -1- (2-7nn-4--hn^^v-;v-i-^k) - 
2-^^^-3- [4- (4-h'J7^tD^f^7x-^) fcf^Uv^-l- 

7*o;r/- 2 >U (0. 3 6 1 g> JR$5 4%) *#7^ 0 

iH-NMR (CDC 1 3) <Jppm: 

1. 13 (3H, s) 1. 71-1. 93 (4H, m) , 2. 36 (1H, d, 
J = l 4. 0 Hz) , 2. 48-2. 65 (4H, m) , 2. 77-2. 90 ( 
1H, m) , 3. 01-3. 14 (1H, m) , 3. 64 (1H, br) , 3. 
99 (2H, s) , 7. 32 (2H, d, J = 8. 1Hz) , 7. 57 (2H, 
d, J =8. 1 H z ) , 8. 0 7 (1 H, s) o 
[112 9] 

mmm 2 7 8 

(S) - |1- [3- (2-7nn-4--fD^r/-^-l-^^) -2 
-tFD^y-2-^Wnk>] tf^ i; *; > - 4 - 4 M *;M5>|te 
r t -■rf-^J.^'f/l'OjRjfi 

Hife^l 2^»iSL/i (R) -2-^nn-l - ( 2 2 -*3r'>7 
=.)V**f-)V) -4--hn^f5 $ry- ;i/&a?fc?^ V v y - 4 - -i )V- ij ;w? 5 > 
Stert -7f;vxxf;^lv\ HJfe^2 7 7 fcRtftK Lt\ irfefatf^O 

(S) - 1 1 - [3- (2 -*nn-4-~ hn>f 5 W-fr- 1 ->f;v) -2 
-fc Kn + y-2 - >f^7*n^] kf^ V v^- 4 *J^U>ite 
r t-T'fJl'^f^ (<K$9 2%) 
!H-NMR (CDC 1 3) Jppm: 

1. 11 (3H, s), 1. 32-1. 51 (2H,m), 1. 44 (9H, m 
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), 1. 90-1. 96 (2H, m), 2. 32 (1H, d, J = 13: 9Hz 

) , 2. 39-2. 55 (2 H, m), 2. 46 (1H, d, J = l 3. 9Hz 

) , 2. 6 7-2. 9 6 (3 H, m) , 3. 44 (1H, br) , 3. 59 (1 

H, s) , 3. 96 (2H, s) , 8. 05 (1H, s) o 

[113 0] 

mmm 279 

(S) - |1- [3- (2-^nn-4--fD^?r/-;l'-l-^V) -2 
- 1 Kn Jpy - 2 - ^ f;v-^o tf;v] tf^V v>- 4 -4 M -N- [2- ( 
4-f'J7;l/tn^f;V7x-;l/) A^^^tert-^xA 

llifcm 2-e§!BiL;fc (R) -2-^nn-i- (2 2 -*3^>-7 
-4--hn>f^r/-;V (0. 3 3 2 g, 0. 8 9H'J^) 
^.O^^'J v>- 4 --f;v-N- [2- (4-F'J7;vtn^fjV7i-iH 

*;^^>Itert-7fJVi^f^ (0. 194 g,0. 8915'; 

^e;w nnm2 7 7 tmrn^m-zt), wife^t/o (s) - u 

- [3- (2-^nn-4--hn>f <r/-;v-i-^f;v) -2-tKn + y 
-2-^f;i/-7°ne;V] tf^V v 4 ->f /W — N— [2- (4-H;-7^- 
— ;u) *^*r/|t e r t-WiXtJV (0. 3 

7 0 g, J«7 0%) £#fco 
iH-NMR (CDC 1 3) Sppml 

I. 12 (3H, s) , 1. 49 (9H, s), 1. 55-1. 80 (4 H, m 
) , 2. 17-2. 57 (4H, m) , 2. 7 0- 2. 9 8 (4 H, m) , 3. 
21-3. 30 (2 H, m) , 3. 50 (1H, s), 3. 95 (2 H, s), 
7. 31 (2H, d, J = 8. 2Hz) , 7. 57 (2H, d, J = 8. 2Hz 
) , 8. 0 5 (1 H, s) o 

[113 1] 
H»J 2 8 0 

(S) -2-^fiV-6--hD-2- [4- (4-f'J7^tn^f;P7x; 
#y) fc!^'J^>- 1 --f -2, 3-ykFn^5f7 [2, 1-b 

ffifE# 2003-3088762 
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mMM2 5 3«U; (S) -1- (2-^nn-4--hn/f ^y-;V 
-l-^f;w) -2-*?-)V-3- [4- (4 - h V y )Vjru ^-J ^y) 

tf^ ^ > - 1 - >>v] 7 0 n/\°>- 2 (1. 0 6g, 2. 
£DMF 15ml Mtfco Z(Dmm-7mT7kmitj- Y >; 7 A (HOmg 

niijvx-f^J: i?!£IMt£;ffv^ fi-fe^T^ (S) ;v-6--bn 

-2- [4- (4-f'j7Wn^f;V7x;4y) 1 —4 )Vff- 

;v] -2, 3-/tKD^r/[2, 1-b] (4 3 1mg, JR 

5f£4 4%) £#7c 0 

MS 4 2 7 (M+ 1 ) + 

it^mm. 9 7. 8 % e e 

[«] D 27 =-2. 0 7° 1. 0 6 4, CHC1 3 ) 

iH-NMR (CDC 1 3) Sppmi 

1. 61 (3H, s) , 1. 6 7- 1. 9 2 (4 H, m) , 2. 41-2. 51 
( 1 H, m) , 2. 57 (1H, d, J = 1 4. 9 H z) , 2. 58-2. 67 
(1 H, m) , 2. 88 (1H, d, J = 14. 9Hz), 2. 74-2. 98 
(2H, m) , 3. 91 (1H, d, J = 9. 7Hz) , 4. 31 (1H, d, 

J=9. 7Hz), 4. 28-4. 36 (1 H, m) , 6. 91 (2H, d, J 

= 8. 7Hz) , 7. 51 (2H, d, J = 8. 7Hz) , 7. 54 (1H, s 

) o 

[113 2] 

mm 2 s 1 

(S) - 2-^f^-6--hn-2- [4- (4 - > U 7;l/tn^fJV^> i? 
;^^fy) tf^U 9 J>- 1 -2, [2, 1 

-b] ^-^^v-^oaai 



2003-3088762 
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£*0I2 5 4T?fH£Lfc (S) -1- (2-^no-4--Fn^f/-;v 
-l-Jfr) - 2 3 - [4 - (4-f'j7;VtD^fM>W^f 
v) tf^U v>- 1 --r;v] (1. 36 g. 2. 8 5 V * 

;U) £DMF 1 5 m 1 KigfllLfco iO^tMT, ^miti~ YWA (13 
4mg, 3. 3 6 fcilliU MS^£t£# L£ 0 KJSiS 

4- (l^fl/>/ftf^=10/l) KiijffiJRU Ifb^fV>-y 
^vyn^x-f^i OltlMfc^TV^ fifeJgfcfctf) (S) - 2-^^)V- 6 - 
-hn-2- [4- (4-f'J7WD^fM>y;i't^v) 
->f;i^^;i/] -2, 3—>*tKn>f5r/ [2, l-b] X^y-V-fr (4 3 
lmg> JDU$4 4%) 
MS 4 4 0 (M- 1 ) + 
m& 9 1 - 9 2 °C 
3t¥®.J& 9 9. 6 % e e 

[«]D 27= -8. 6 3° (ifcjft: 1. 0 6 6, CHC1 3 ) 
1H-NMR (CDC 1 3) Jppra: 

1. 44-1. 66 (2 H, m) , 1. 60 (3H, s), 1. 7 1-1. 85 
(2H, m) , 2. 2 8-2. 3 8 (1 H, m) , 2. 4 4-2. 5 6 ( 1 H, 
m) , 2. 52 (1H, d, J = 14. 9Hz), 2. 72-2. 81 (1H, 
m) , 2. 84 (1H, d, J = 14. 9Hz), 2. 8 7-2. 9 4 (1 H, 
m), 3. 33-3. 41 (1 H, m) , 3. 88 ( 1 H, d, J = 9. 6Hz 
), 4. 3 1 (1H, d, J = 9. 6Hz), 4. 54 (2H, s), 7. 41 
-7. 44 (2H, m) , 7. 52 (1H, s) , 7. 5 6 -7. 6 0 (2 H, 
m) o 

1113 3] 

mmm 282 

(S) -2- [4- (4-h'J7Wn^b^y7x-;i/) 7^kV'Jy>- 
1 ->f;v] ^f;v-2-^f;v-6--bn-2, 3-yt Kn^f ^ [2, 

2003-3088762 
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1-b] -)\s<DWk 

»J2 6 6t«L/: (S) -1- (2-^nn-4--hn^f5/7-* 
-1-4)V) -2-^^;V-3— [4- (4-f'j7Wn^h^y7x-Jl'T 
5/) fcf^'; s>>- 1 --T;v] 7°n^>-- 2 ^|»J2 8i£IW] 
^ICLT, fi-fe^O (s) -2- [4- (4-f'j7JKn^Rv7xi;V 
) 75/tVijy'>-i-^^ ^f;v-2-^fiV-6--fo-2, 3-v 
kKn/f = r/ [2, 1 - b ] -***yV-)V (MM 7 3 %) &#/c 0 
M * 107. 5-109. OX: 
MS 4 4 1 (M+) 
Sfc^fr&JK 9 9. 8 % e e 

[a] D 27= 19. 19° (mm I 1. 0 0 6, CHC1 3 ) o 
[113 4] 
2 8 3 

(S) - [1- (2-^f;u-6-^bn-2, [2, 1 

-b] ***irV-fr- 2 -^T;u^^;v) t^Vv ? >-4-'f;v] *iwu>^t 
e 1- t --r^;v^^7^;K7)M^t 

H»!I2 7 8-»3iL£ (S) - 11- [3- (2-^DD-4--bn-^ 

^ yy—fr— 1 -4 ;u) -2-tFn^y-2-^f^7'DE>] 

4->f/W jjfrs**>Wit e r t -Zff-)VJu^y- MMM 2 8 1 fcHfl* 
^ScKi *K fifeJR*^ (S) - [1- (2-^f;V-6-^hD-2, 3- 
ykKn^^r/ [2, 1-b] 2 ->f ^;v) If^Uv^- 

4--f;v] *^r/ft e r t (JR5£4 9%) £&fc 0 

MS 3 8 1 (M+) 
115 158. 5-160. 7t 0 
[113 5] 
2 8 4 

(S) - [1- (2->f;V-6--hn-2, 3-S>fc Kn* [2, 1 

-b] ^^r"9-V-;v-2-^;w^^;v) tf^v v>- 4 -4 ;v] -N- [2- ( 
4-f'J7;vtD^f;i'7x-;v) *;w^>S!lt e r t-7f;vx^ 
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HJfcW2 7 9T?*BSLfc (S) - jl- [3- ( 2 - * n n - 4 h n - -f 

5 yy—fl/- 1 ;v) -2-kKn^y-2-^fJv-7'ne;v] tf^'jvv 

— 4 — T ^Vt -N- [2- (4-f'J7JVtD^f;V7x^) j^a] #;w<? 
r/itert-WxxtJl' (0. 3 7g, 0. 6 2 7 4lK 

mm 2 8 1 mM&i&j&&&<D (s) - [1- (2-^?- 

;V_ 6 _->n-2, >T/ [2, 1 - b] )V- 2 - 

Jn/ff-fls) fef^V v>-4--f ;v] -N- [2- (4->V7;vtn^f;v7 
#;W^ >Rt e r t (0. 2 1 1 g, IR^ 

6 3%) *f#fc 0 

M * 206. 8-208. 6°Co 
[113 6] 

mmm 2 8 5 

(S) -2-^fiV-6--hn-2- |4- [4- (hV7Wn>h^y7 
x;v7 7-;H tf^'J v>- l -2, 
[2, 1-b] **W-)l><Dm& 
mm 2 7 1 -C^Lfc (S) - 1 - (2-^nn-4--hn-^5r/- 
- 2 - *=f-)\s- 3 - I [4- (4-h'J7^D^h^y7x- 
;v) x^7 7-JH v>- 1 — >f /u| Vu/^y- 2 — — ;v*Jiv^ ^IJS 
#0 2 8 1 fcfl&ttfcLT, (S) -2-^f;U-6--hn-2- 1 4 

- [4- (f i ;7Wn^h^y7x-;i/) ^;V7r^v] e^'jyy-l-^f 

-2, 3-ykFo^^7[2, 1-b] a-^MJ-V-A' (K$6 2 

%) 

MS 4 5 8 (M+) 
Sb^C 1 3 3. 0- 1 3 7. 4 °C 0 
[113 7] 
Hifcfll 2 8 6 

(S) -2-^f;v-6--fn-2- [4- (4-bV7;i'tn^ b^y^> 
V)l>) tf^V^V- 1 --f;v] ^^;v-2, 3 KnW ^ *V [2 , 1-b 
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3l»lI2 7 2T«£b*: (S) -1- (2-^nn-4--bn-^r/- 
-2 -^^^-3- [4- (4-f'j7;Vtn^f^y^>y> 
) v>- 1 7 9 n/^>-2 H#fc#iJ 2 8 1 t mW>~ 

LT, fife^O (S) -2-^f;V-6--fn-2- [4- U-MJ^A' 
tn^ >^y^>y;^) e^u y>- 1 ->f ^;v-2, 
*V [2, 1-b] *3r-9-y-;l/ (IR$5 5%) &#fc 0 
Ifcj& 111. 0-112. 5t: 
MS : 4 4 0 (M+) 
t/t^m 9 9 . 0 % e e 

[a] d 27= 5. 3 8° (mm: 1. 0 0 4, CHCI3) o 
[113 8] 

HJftfll 2 8 7 

(S) -2-^f^-6--bn-2- (4-7x^-1, 2, 3, 6-fh 
7t Kntfij v>- 1 -2, 3 - vt: Kn^f 5 [2 , 1-b 

] **w-ji'<Dm3t 

miMM2 7 5«U; (S) -1- (2-^nn-4--bn-^^V- 
;i/-l--OV) -2-^-^;V-3- (4-7x^-1, 2, 3, 6-ff7li 
KnvfU v>- 1 --f ;v) ^n/O- 2 (0. 4 9 2 g, 1. 3H'J 

tDMF8mH:gj|U 4 < C^-C^*PL7 v c 0 -^^^^tKMC't" 
A (63mg, 1. 5 7^>J^V) fciniU IS^t 3 ^IBHfJ^bfeo 

m^^^-^>Rzmm^^hnm^L, *m&mfc<o (s) -2 

->f;P-6--hn-2- (4-7x-;i/-i, 2, 3, 6-xh7^Knfc? 
'Jy>-l--f;Mf;v) -2, 3 - 5? I* Kn^f 5 ?V [2 , 1-b] Hr**)rV 

(0. 0 5 9 g, t$13%) £#£ 0 
Hi* 200. l-201t o 
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[113 9] 

2 8 8 

(S) -2-^f^-6--hn-2- ( 4 - 7 1 - 'J ^ > - 1 -'f 
-2, 3-ytKn^^r/[2, 1-b] ^^r^V-^OjiMIc 

$jfctii2 7 6T«)iLfc (S) -1- (2-^nn-4--fn->f<^/- 
)V-\-^{)V) - 2 — X^-fls — 3 - (4-7x-;HiV>J^>-l-^^) 7°n 
/n°^-2-^- — ;V (0. 7 0 3 g> 1. 8 *DMF12mlC?li 
U 4tlt^t^o iO^^TKS^h U^A (8 9mg. 2. 2 3^'J 

^jdx.. wslkx znwsm\^tio BLBm^^m^ mmys&timLtz 

/l) IciijfflK^ ftlfe^>l/^e>SJe*U &fe*fr5&ISIItf> (S) -2 
f;i/-6--hn-2- ( 4 - 7 x-;v t'^'j y >- l -/f f ;v) -2, 3 
-ykKn^^V [2, 1-b] ■Hr*^f-fr (0. 2 3 0 g, JR$36%) 

14* 1 5 8. 8- 1 6 3. 9t 0 
[114 0] 

*tJfei-4W»lR*l-«rfflv^ HJfc0B2 8 8 2 8 9 -Hifefll 

2 9 4^b#4U«r«iiL7te 
[114 1] 
H»J 2 8 9 

(S) -1' - (2-^f^-6-^hn-2, 3-$>fc Kn>f [2, 1 

-b] V-;u- 2 -jAst^fr) - [l, 4' ] tre^'J 
Hi * 163. 4-164. 9 ICo 
[114 2] 
H»!l 2 9 0 

(S) -2-^fJV-6--hn-2- [4- (4-HJ7^n>Wt- 
;v) kV'jy*>-i-/f;Mf-;v] -2, 3-ytKn^f^r/ [2, 1-b] 

Sfe & 138. 7-139. 9lCo 
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[114 3] 

3HM#!I2 9 1 

(S) -2-^f-;i/-6--fn-2 - [4- (3-7x^-2-^^^ 
t^rv) b'^y i^>- l — ifr*f-)V\ -2, [2, 1- 

b] *3r-9-V-;i' 

9 1 . 3 - 9 2. 7°C 0 
[114 4] 
HJfe^lJ 2 9 2 

(S) -2- |4- [3- (4-^nn7x-;i/) - 2 -7°n^~;i/;t-* v] fcf 
l ->f -2-^f;v-6--hn-2, 3-^'bKn^5 

^v* [2, l -b] ^^v*-^ 
Hfcjft 140. 6-142. 8°Co 
[114 5] 
^ife^O 2 9 3 

(S) -2-^f^-6--hn-2- |4- [2- ( 4 - h >j ^ 

xbdry] tf^i; l -^T;v^f-;i/} -2, 3-ytKn^y 

V [2 , 1 -b] 
UlS 8 4. 6 -8 6. 8 °C 0 
[114 6] 

mmm 294 

(S) -2- |4- [2- (4-^no7x-;i/) xf^fy] fcf^'Jv^-l- 
<<fr**f-M -2-^fJi/-6--bn-2, 3 - vt: Kn^ $ try* [2 , 1- 
b] ***t^f~)V 
lfej& 9 2. 5-9 4t 0 
[114 7] 
Hi&^J 2 9 5 

(S) - [1- (2-^f^-6--bn-2, 3-ytKn^r/[2, 1 
-b] ^^r-9-v'-;u- 2 — T;v^^;v) tV'j^y-4--f;v] -N-^^-;v- 
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3gjfctil2 8 2-e«iftU/i (S) -2- [4- (4-f'J7^tn^ Ry7x 

7 5 y vf^ 1 ; 9 J>- l 2 e -- h n- 2, 3 

-ytKn^f^y [2, 1-b] (4 0 0mg, 0. 9 

^^^/-;H OmlCML, 3 7%*;VA7;i/f t: VmWL (0. 13m 
K 4. 52^ „ v7; h V t: Kn**gH- h >; * A (170mg, 2 

.715 U^e;V) S.t^m (0. 17ml, 2. 715 £#n;i, 305- 

/* ?y-)i>= l o 0/1) J: ij U »fW>-^V7*n^x- 
f;^^S^ B a a Lt, ^fetWigJio (S) - [l- (2-^^;v-6--h 
n-2, 3-yHKn^f^Y [2, 1 - b] ***)rV-Ji'- 2 ->f 
e^V^^-4-'fJV] -N-^^;v- (4-h'J7;l'tn^h^y7i-^) 
T5> (3 0 9mg, t$78%) £#fco 

9 9. 9 % e e 
MS 4 5 5 (M+) 
1K£ 133. 2-134. 4 tJo 
[114 8] 
2 9 6 

(S) -N- [1- (2-^f;v-6-x>n-2, 3-ytFn^r/ [2 
, l-b] **^V-;v-2 -^r;v^^;v) tf^v v^- 4 ->f ;v] — N— (4 
-h'j7;vtn^h^y7x-;v) 7-fe h 75 K4>S3g 
Hife^J2 8 2-e^3tL7t (S) -2- [4- (4-Hj7^tD^^y7x 
75 7t>'Jy^-l-/f;i/] ^f;i/-2-^f;v-6--ho-2, 3 
-y'HKa^f^/ [2, l-b] tWHV (I5 3mg, 0. 3 
>W V>5mH:?#il, hijxf;i/7^7 6^ 1^7-tf;>7 

m; K3 0 M 1 *l!Dx.> 1. 5B#^^T^#L7t 0 KJSifc«r;itteft£. «<fc* 
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^-w/** s-)\'=i o o/i) izx i?«!mru M^fi/>-'^v^e 

;Vx-f;K'ObLt, SfetS-*^ (S) -N- [1- (2-y^;v-6-~ 
hn-2, 3 -yn Kn^f 5 jT*S [2, 1 - b ] 2 - >f ;V^< 

) tf^V v>-4 ;V] -N- (4-h'J7Wn^f^y7x-;V) 7-fe h 
75 K ( 8 2 m g > 4 9 %) 
MS 4 8 4 (M+ 1) + 
ttjft 137. 0-138. 7°Co 
[114 9] 
HJfeffll 2 9 7 

(S) -2- |4-N- [ (4-b'J7;Vtn^f;i/7x-;i/) 7-fe^;v] 75. 
y \£s<V yy- l ^f;v-2-^f;v-6--bn-2, 3-vfcKn 
^5^V[2, 1-b] ^4r-9-y-^<7)«jt 

HJfeffiI2 8 3-e«LiSL/i (S) - [1- ;v-6--hn-2, 3- 

ytKD^<r/ [2, 1-b] *3^V"-;l'- 2 -4)V*^)l<) \£m?>- 
i/J^r/ft e r t-7W7fiV (0. lg> 0. 2625'; 
*)V) ^x^;-iV4m 1 K?g#U 6«J|OttjR3m 1 £#Px^ .^fflt? 5 B#W 

a^uto RjE&«t*«Eab»^ ftamfcatft* ^ v> 4 m 1 ikx* > v ^^7 

r/4ml5ri£, 5 5Mt#3*U jftitSL/io 1 0m 1 ^Jni> ft 

jtSi-&i 0, **r#tf»Lfco 'ft»*^4- b U 7Wn^f^7x-^S 
& (0. 0 6 4 g, 0. 3155 U*^) , Ij^fV>4ra 1 , h 'Jxf;V7 
5> (0. 06ml, 0. 3 9 3 5 V^;V) RXfl-^)U-3- (3-^^f- 
;i/7 5 7 7°n^^) *;V^5KIiI (WSCD) (0. 0 6 5 g, 0. 3 
4 1 5';^e;v) £in*T£ftT»*«#Lfco BUB%LKfr*tiax.. 9tik*1-l'> 

S^xf;k3mH^Si H H B U 6fe^;fcf£ H H H <S> (S) -2- |4-N- [ (4 

-fj7Wo^f^7x-jv) 7^r^;v] 75 y tf^ 1 ; v>- l y^- 

JV-2-^fJV-6--hn-2, 3-vt Kn^f 5 [2, l-b]:**^ 
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y~;v (32rag, mm 2 6 %) %%tz 0 

US 152. 7-154. 3TCo 
[1 1 5 0] 

mm 298 

(S) - [1- (2-^f;V-6--fn-2, [2, 1 

-b] t^r-9-y*-;v- 2 ->f ^Vy>-4-^;v] *;w/f5>'B64 

|tdifcM2 8 (S) - [1- (2-^f;v-6--fn-2, 3- 

ytKn^f^/ [2, l - b ] Hr*^f-)V- 2 -«f tf^>;v>- 
4-^^] t e r t-rf^f^ (o. 300 g, 0. 787 

SU^/lO *fi^f>>4mli:SiU h 7;v^nf^2 m 1 *Jnx., 2 

^DMF6mH:Ml/: 0 dOMC, 4- ( b n ^> 
y>T^n-;k (0. 1 6 6 g, 0. 9 4 4 5'J^) £ DMF 4 m I K'Mffi L 
> 1, 1' -ftfrtf-frVJ ^ (0. 153g, 0. 9 4 4 

„ 6 5t:i:t8ii^i#U; 0 SJS»tc7fc«rinx., lBfc^^2@j#iffi&, 

77^- (n-^fy/7-bh>=2/l) KiflfflNRLfco If^^J:*) 

snnu «^«E<e«fei-*^fctc«t mmeL&jfcifc&o (s) - [1- ( 

2-^fJU-6--fn-2, [2, 1 - b] 

/w- 2 ->r Mi;>-4-^] *;w^>i4-h'j7Wn^ 

^-;v^>v?;i/jc^-r^ (0. 1 0 7 g, JDU£2 8%) 
» JSC 14 1. 2 - 1 4 4 °C 0 
[115 1] 

nisei 2 9 stmm^Lx, $mw2 9 9&im&& 
M3 0 (XDik&mzmmirtzo 
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[115 2] 

m&m 299 

(S) - [1- (2-^f;v-6-"bn-2, 3-^tKn^f5r/ [2, 1 
-b] *3r-9-V-;i'- 2 -^f;v^-^;^) fcf^y s^— 4 ;v] #;w^;y^i 
- (4-l>'J7Wn^f;v7x-;v) tf^y — 4 -^f ;vjc^.-f;v 
Il£ 1 3 4. 4-1 3 6. 9t 0 
[115 3] 

mmm 300 

(S) - [1- (2-^f^-6--fn-2, [2, 1 

-b] 3-3r-9-v*-;v- 2 tf^y 4 ;v] ^WN'5>t4 

M * 156. 2-158. 5X: G 
[1 15 4] 
mMW3 0 1 

(S) - [1- (2-^f^-6--fn-2, 3-ytKn^f^V [2, 1 

-b] 2 t?^ i ;^^-4-^;v] — N— (4-h 

H»02 8 (S) - [1- (2-^f^-6--bn-2, 3- 

ytKn^f^7 [2, 1-b] Or^V-fr- 2 -<< f-flO t°^yv>- 
4-^^] *^r/|t e r t-yf^xXf^ (0. 300 g. 0. 787 
*y-=e;i/) ^»fi/>4m n:^U h'J7;vtnif2ml I:Jdx.> 1 
ft-em*M«^Lfco RJ£jfcSr«ffiT«ifiiU 

>^4mlfo^ni/;„ £0»£1fe*gfi-C2 0«U:t. IJETlll 
tzo ^y-;V4m 1 &::}#|j?U ^£^4 - h V 7i^n^fM>X7 

;i/ftK (0. 164g, 0. 9 4 5 5'J^V) , v7/ >nKn*^Hth 
U (0 . 0 9 9 g. 1 . 5 7 5 y (0. 09ml, 1 . 5 7 
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fflLM&n*ffi£k<V (S) - [1- (2-^f;V-6--fD-2, 3- 
i?tKn>f§r/ [2, l-b] tf-^MJ-y-zu- 2 ->f fr* tf^Uv^- 
;v] — N— (4 - h 'J 7;v^n^^-;w^t>>f;v) (0. 0 7 8 g, 

JR^2 2 %) 

Kj& 148. 6-152. 9 
[115 5] 

^jfefll 3 0 2 

(S) - 1 - [1 - (2 6 -~ h o- 2 , 3 - vfc Kn-f ^ $ry [2 

, l-b] ***tV-)V- 2 -4)V*?-)V) tf^V v ? >-4--Y;v] -3- (4 

^»J2 8 3"e®^Lfz (S) - [1- (2-^f^-6--hn-2, 3- 
- ytKn^^y* [2, l-b] 2 if^Uv^- 

*iM^|tert-yf^7iV (0. 3 0 0 g, 0. 787 
5';^e;p) mt^f v>4mlt:?|)IU f'J7;vtnii2ml ^ni, 2 

o 

[115 6] 

— 4- (h 7;V^-n^^;l/) T- 1 ;^ (0. 13 9g. 0. 8 6 5 5 'J 
^e;v) ^THF4mn:ij|l, Vf'jy> (0. 0 7mK 0. 8 6 5 
) £jjnx., 7k<^T. ^nn^7^-;u (0. 10 8ml, 0. 8 6 5 
) £flDx-> MT?H$W£JSL;fco RSI^Siif^t'fm 7K> 1 0%^ 

[115 7] 

fiU ^inx., Mza-e»^#L^o RS^^TX^inx., BM^^x^mmtti 
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A^D7f^57^ (n-^Mf-^/T-teh V=2/l) fc£»)Jfi!RLfco -f 
V^n^T^3-^/n-A*t> (1/1) 6mH^Si H B a U 

«*fi&»*«rfto (S) -l- [l- (2-^;v-6 
--hn-2, 3-^tKn/f5^/ [2, 1 - b] v*-;v- 2 -A )V* 

^-)]/) k^Vy>-4-^;V] -3- (4-h'J7WO^f;V7x^) 1/ 
T (0. 0 6 4 g, JfcJgl 7%) &#fc 0 
Hi * 136. 8-139. 9t:o 
[115 8] 
HJfcM 3 0 3 

(S) - 2- [4-N- (4-h'j7Wn^f;M>^;l/) 
>-l-^;v] ^f;i/-2-^f^-6--hn-2, [ 
2, 1-b] it^^S-MMfe 

HJfc032 8 (S) - [1- (2-^;V-6--hn-2 > 3- 

ytKn^r/[2, l-b] 5j-*^/-;v-2--f e^y^y- 

4-^^] *;V;tr/gSter t-rW^f^ (3 6 0mg, 0. 9 2^'J 
Sr^b^^-V>5m MCflMIU h y "7 n@i=@£ 5 m 1 SriDx^ 5B#W 
Lfco »fcift*«ET*» U Mb^ fV>10ml h y J.^^ 
7r/2ml fciniU lv^t4- h y 7;vtn>f;^v7>f;i'^n'j K (0. 
3ml, 1. 8 £#nx.> M"C 1 l$IW«#L;fco Rl&ftt**^*' 

>:hi:J:^ S-fe^^> (S) -2- [4-N- (4-h')7;vtn^f^ 
'OyM/iO 75 7tf^'jy>-i-^f;i/] ^^v- 2 -^/u- 6 h n- 
2, 3-7fcKn>f5r/ [2, l-b] (2 3 2mg N JR$5 5 

%) *»fc 0 
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MS 4 5 4 (M + H) + 
ItS 170. 5-171. 7to 
[115 9] 
$m&\ 3 0 4. 

(S) - [1- (2-^f;V-6--bn-2, [2, 1 

-b] ***yV-)V-2-4 )V*?-)V) fcf^y v>-4-^;V] -N- [2- ( 

H»J2 8 4X*U&Lfz (S) - [1- (2-^fJV-6-^hn-2, 3- 
ykKn^f^V [2, l-b] ^^r-9-V-;v- 2 --f;v^-^;v) kf^y>^- 
4-^;v] -N- [2- (4 - h y y^^-n^f-;!/^^-;^) #;w?5 
>Stert-Wx^f^ (0. 196g, 0. 3 5 4 5 y 
^V>2m MCi§fl?U b 1 ; 7^tD^ilm 1 SrflPx., Mr^t 4 B#ra3f # L£ 

y'J*TO7A^D7h/77^- (i&ik*3-U>/BM^?-fr= 1 0/1) 

0, «KS*£*fcfc*SJI<7> (S) - [1- (2-^f^-6--ha-2, 3-yt 
Kn-Y S [2, l-b] i»r*r*y*f~-)V-2-4 ^'Jy>-4- 
-f;i/| -N- [2- (A-y^)y)V^u^^-)vy^ — ^) xf;v] (0. 
0 2 0 g> JR^£1 2%) &#fc 0 
ItS 80. 7-84. 2 "Co 
[116 0] 
H«!1 3 0 5 

(S) -2-^;i/-6--hn-2- |4- [4- (fV7^D^h^y) 

^y-tf ^^;V7 >r fcf^y l -f;i/*^;H -2, 3-ytKo^ 
*V [ 2 , l - b ] 

mmm2 8 5t«U (S) -2-^f;v-6-^hn-2- 14- [4- 
(hV7;vtn^ h^y7x-;i/) 7;i/7 7^^] ^y^y-i-^f^f/u 
f -2, 3-yt Kn^f * [2 , l-b] tW-^ (3 0 0mg % 0. 
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6 5<U^V) Wfl/>5mn:iiU 0 ^covtm^m-^nnit^m 
(169mg, 0. 6 9^ V^eJV) £2jn*-> ^ffi-C3 0#«#Ufc o RJSSifc 
iM^fVVt?*RU ^^^mf-bU^ATfC^, t&^SfoK^hV^A 

^^fe^fc^^o ftflfcaMJlU *aSrf*£fcKJ: *K fi-feft*© (S) - 
2-^f^-6--fn-2- |4- [4- (F'J7JVtn^ h^y) 
7^7^;i/] bf^y 1 ->f -2, [2 

, 1-b] (2 1 9mg, 1%) 

MS 4 7 5 (M+H) + 
1 0 7 - 1 0 9 "Co 
[116 1] 
Hifef 0 3 0 6 

2- (4 - t e r t - 7"f^y*;V^;i/^7y>- 1 - 'f iV) * s f-ns-2 
-^fJV-6-xfn-2, 3-ybKn^^r/ [2, 1 - b ] 

(omit 

2-^nn-4-xH3-iH-f5 ^y'-;v (3. 19g, 2 1. 6 5^ 

;v) t4- (2-^f;i/-2-t^rv7-^^f-^) e^^v^v- l —mi'tfy 

Itert-WxXrJV (5. 5 3g, 2 1. 6 S V RXMmi- h U 

<y"A (1. 9 5g. 23. 8 3y^e;V) tl-yn/V-Zl/SOmlKSiH 

7-^=100/1) K <£ *) 5fit£itf&> ^b^^i^>-vM V/n tf;vjr.-x;v* 

*nx.ttiMb t /Co »fljtife«E<e«i-r * - £ k <t •? 2 - (4-te 

r t-/>*'>*^^^9V>-l-'f^) 2 -^A-- 6 - — 

fn-2, 3-v^fc Kn-f 5 *V [2, 1 - b] ( 1 . .8 5 g> lR 

^2 3%) *ntz 0 
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1H-NMR (CDC 1 3) Jppm: 

1. 43 (9H, s) , 1. 62 (3H, s) , 2. 4 5- 2. 6 8 (5 H, m 
), 2. 87 (1H, d, J = 14. 9 Hz) , 3. 30 (4H, br), 3. 
93 (1H, d, J = 9. 7Hz) , 4. 30 (1H, d, J = 9. 7Hz) , 
7. 5 4 (1 H, s) o 
[116 2] 

ttfc-t m*<*> mmm3 o etmm^Lx^ mmu3 o 

[1 16 3] 

3 0 7 

2- [4- (4->7^7x-;v) e^^^v- 1 ->f ;v] ^^;v-2-^^-;v 
_ 6 _-fn-2, 3 -/t Kn-f 5 [2, 1-b] 
JlPfs 1 8 % 

iH-NMR (CDC 1 3) oppm! 

1. 67 (3H, s), 2. 60-2. 80 (3 H, m), 2. 80-3. 00 
(3H, m) , 3. 22 (4H, br), 3. 97 (1H, d, J = 9. 8Hz 
) , 4. 3 5-4. 5 0 (1 H, m) , 6. 7 8- 6. 8 5 (2 H, m) , 7. 
46-7. 51 (2H, m) , 7. 55 (1H, s) o 
[116 4] 

mmm 3 0 8 

2- [4- (4-f'J7^n^f;V7x-jl/) tf^y — 1 — 4J\S\ 
-2-^f;v-6--hn-2, 3-i?tKn>f5^/ [2, l-b]*3^V 

2-^nn-4--fn-lH-^?r/-;v (1. 5 9 g> 10. 8 ^ '1 * 
;W S.t>*i- (2 2 -^^^-;i/^^-;v) -4- (4 - M; -7;i/*n 
^f^7i-;v) ^9^^ (3. 23g, io. 8^U^e;v) Wl-7*n/V 

(2 Om 1 ) M^^TKtt b 'J 7 A ( 1 . 95g, 2 3. 8 ^ >J 
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- [4- (4-Hj7^tn^f^7x^) tf^^-7>- l -^f;v] 
2-^f;v-6--hn-2, [2, l - b] *3-9-V- 

;v (1. 3 4g, JR^2 9%) 
MS 4 11 (M+) 
m&l 5 9 - 1 6 0°C o 
[116 5] 

t fc±fl b v v * Y)v fj 9 a ? u b y ? y i - \z x & frmmm k £ *k * 

"CJfe* 2-^nn- l - |3- [4- (4-F'J7Hn^f^7x-^) e^? 
92?>- 1 ->f /u] -2-kKn*'>-2-^f^| 7 p ne;V-4--hn^^ 
/7-J^fMtHa« (6 9 7mg. JRap 1 5%) „ 
iH-NMR (CDC 1 3) £ppm: 

1. 17 (3H, s) , 2. 32-2. 91 (6H, s), 3. 26-3. 31 
(4H, m) , 4. 03 (2H, s) , 6. 71 ( 1 H, s) , 6. 89-6. 
93 (2H, m) , 7. 45-7. 51 (2H, m) , 8. 06 (1H, s) 0 
[1 16 6] 

Mfcir2>m%mw-ZH^ mmms o 8 tmmKLx, mmm3 o 

3 1 lOffc^fcSHSLfco 
[116 7] 

mmm3 o 9 

2- [4- (4-t'7x^'j ;v) ^7v>-l-^;H ^;v-2-^;v- 
6--fn-2, 3-ytKn^5r/[2, 1 - b ] *3f-9-V-;V 
IR^ 3 2 %. Hfej^C 2 2 3- 2 2 7.8 °Co 
[116 8] 
mMM3 1 0 

2- [4- (4-^nn7x-;v) tr^yv^- l ->f ;v] 2 
-6--hn-2, 3-vt:Kn^<r/ [2, 1 - b] V-;u 
11X^14%. US 196. 6-197. 3t D 



ffifE#2 003-3088762 



#M 2002-298259 



550/ 



[116 9] 

mmm3 1 1 

2- [4- (4-h'j7^tn^h^y7x-^) if v > - 1 - ;W] ^ 

;i/-2-^f;v-6--ho-2, 3 Kn^f ^ [2, l-b] 
1 8 % 

1H-NMR (CDC 1 3) 5ppm: 

1. 61 (3H, s) , 2. 61 (1H, d, J = 14. 8Hz), 2. 65- 

2. 73 (2H, m) , 2. 8 2 -2. 9 5 (2 H, m) , 2. 93 (1H, d 
, J = l 4. 8Hz), 2. 99-3. 09 (4H, m), 3. 94 (1H, d 
, J = 9. 7Hz), 4. 34 (1H, d, J = 9. 7Hz), 6. 78-6. 
86 (2H, m) , 7. 06-7. 11 (2H, m) , 7. 53 (1H, s) 0 

[117 0] 

mMmz 1 2 

1- [3- (4 - t e r t -r Y*Z/J])Vi$=.)V\£s<7 W- 1 ->f ;W -2- 
t: Kn^r->-2 — 7°ot°;u- 2 no - 4 s. yv—)U<DM 

2-^nn-4--fn-iH-^f^r/-;v (8 6 3mg, 5. 8 
;p) &CF4- (2-^f;V-2-t^y7-)Mf;v) ^7V>-1-*^ 
^tert-WiXf^ (1. 5g> 5. 8 5 ^ 'J ) Sr 1 - 7°nyN' 

(10m) fc*#U 6B*MJn«fc3t«L*:o M^1S^IL> «ffiT 
> ii L7to ^IS^y 'J *7->* 7 A 7 n y h ^7 7 ^ - mAtt^W/**? 
;-)V= 10 0/1) \ZX >)iSU &feft*IS|01- [3 - (4 - t e r t 
-7*f^y*^-;ni^7y>- i->f/u) -2-fc 

7°n 2-^nn-4--fa'f5 ( 7 0 5 m g > JR*£ 2 9. 8 % 

) «r»fc 0 

iH-NMR (CDC 1 3) Sppm: 

1. 15 (3H, s), 1. 4 5 (9H, s), 2. 35 (1H, d, J = 13 
. 9 Hz) , 2. 45-2. 65 (5H, m) , 3. 25 (1H, s), 3. 4 
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2 (4H, t, J=4. 3Hz) , 4. 00 (2H, s) , 8. 05 (1H, s 

) o 

[117 1] 

2 -?nn- 4 bn-1 H-^f 5 ^/-;K$.Z/4 - (2-t + v7-JM 
^7->'>-l-*^>tt e r t-WxAf;K 4- [2- (2 
2-^^-/7-^) ^7^>-l-*i^>itert- 

1 -A^Wf^l^^'iVx^j^^w, IIM3 1 2 t»Lt, ^jfcW3 

1 3-mmm3 1 5«i^iu; 0 

[117 2] 

HJ&fll 3 1 3 

4- [3- (2-^nn-4--hD^^y-;v-l-^H -2-fcKn* 
v7°ntT;v] fcf^9S>>- 1 t e r t -rfil'XXf^ 

tw^**^. nm 4 3 % 

1H-NMR (CDC 1 3) £ppm: 

1. 46 (9H, s) , 2. 16-2. 50 (4H, m) , 2. 55-2. 70 
(2H, m) , 3. 40-3. 51 (4H, m) , 3. 64 (1H, s) , 3. 
91-4. 09 (2H, m) , 4. 17 (1H, dd, J=2. 0Hz, 13. 
5H z) , 8. 0 0 ( 1 H, s) o 
[117 3] 
H«03 1 4 

4- [4- (2-^on-4--ha^^7'-JV-l-^v) 

s-feis^ mm 1 7 % 

iH-NMR (CDC 1 3) Sppm: 

1. 23 (3H, s), 1. 40-1. 74 (11 H, m), 2. 23-2. 5 
8 (5H, m), 2. 81-2. 95 ( 1 H, m) , 3. 26-3. 51 (4H 
, m) , 3. 91 (1 H, d, J = l 4. 0Hz), 3. 99 (1H, d, J = 
14. 0Hz) , 6. 94 (1H, s) , 8. 07 (1H, s) 0 
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[117 4] 

nMM3 1 5 

4- [3- (2-^nn-4--hn^5fy-;i/-i-^jV) -2-£Ku3f 

ftm&mxm, urns 1 % 

iH-NMR (CDC 1 3) Sppm: 

1. 14 (3H, s) , 2. 3 5-2. 7 6 (6 H, m) , 3. 43-3. 61 
(4H, m) , 4. 01 (2H, s) , 5. 13 (2H, s) , 7. 28-7. 
4 3 (5H, m) , 8. 0 4 (1 H, s) 0 
[117 5] 

mnw 3 1 6 

4- [3- (2-^DD-4--fn^f>r/-;V-l-^;v) 

v- 2 - ^fiV^n n°;v] V>— 1 -*;v^>M^ v^f^xxf^fi 

it 

HifeM3 1 2TMatt7t 1 - [3- (4-tert-yf^y*H-;Hi^ 
7y>-l-^v) -2-t 7*nt>-2-^nn-4 
--hn/f5^/-^ (15 0mg, 0. 3 7 5 U h V ^fraMI 

(5ml) <D«^*5ll#ra£»T?«i$Lfco ^I^iffifilfco 
it^^-Vy (5ml) f'Jxf^T^ (0. 23mK 1. 635 

Wnn^VT'fA' (112mg> 0. 8 £^?>JllM 

i£U Iiv^^'>AT^it^ itilLfvTo £ ADEEMS LT, 4- [3 
- (2-^nn-4-xbD/f^V-;v-l-'f^) -2-tKn^y-2- 

iH-NMR (CDC 1 3) £ppm: 

0. 93 (6H, d, J = 6. 7 Hz) , 1. 14 (3H, s), 1. 82-2 

. 00 (1H, m), 2. 39 (1H, d, J = 13. 9Hz) , 2. 47-2 

. 73 (5H, m), 3. 11 (1H, d, 1 = 7. 3Hz), 3. 17 (1H 
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, d, J = 7. 3Hz) , 3. 41-3. 55 (4H, m) , 3. 87 (2H, 
s) , 4. 0 4 (1 H, s) , 8. 10 (1 H, s) „ 
[117 6] 
HM#J 3 1 7 

4- (2-^f;V-6-->n-2, [2, 
at 

mMM3 1 5Tf»aLfe4r- [3- (2-^nn-4--hn^^r/-;v- 
1--OV) - 2 -fc Kn^y-2 - ^f^^n kf;v] Vi^^ v >- 1 
^>y>x^f^ (5 5. 2 2 g, 12 6. 1 1 5 V*/l/) Xtfl, 4-v* 
3r^> (5 5 0ml) <7)rl^^7K^b^- f'J^^ (6. 0 5 g. 151. 25 
^U^V) &tti;L, 1 4^F^»3I^L7to a£t^lfit:ML^ ^EETKT# 

H H B 04 - (2-^f^-6--hn-2, 3-ytKn^f^V [2, 1-b] 
^-^r-9-V-;v- 2 -^ t?^9 l - ts > yjvxxr ;v 

(2 6. 5 4 g, JRJ£ 5 2 %) 
US 1 3 0. 5- 1 3 2. It: 
1H-NMR (CDC 1 3) Jppm: 

1. 61 (3H, s), 2. 38-2. 69 (5 H, m) , 2. 86 (1 H, d 
, J = 14. 8 Hz) , 3. 10-3. 50 (4H, m), 3. 92 (1H, d 
, J = 9. 9Hz) , 4. 33 (1H, d, J = 9. 9Hz), 5. 11 (2H 
, s) , 7. 2 3- 7. 3 8 (5H, m) , 7. 53 (1H, s) o 
[117 7] 

ttfc-tz>m%wM*mi<\ nmm3 1 7 tmm^Lx, mmm3 1 s-nmm 

3 2 0©ffc£1fe*»&Lfco 
[117 8] 

nmm 3 1 8 
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4- (2-^f;i/-6--hD-2, [2, 1-b] 

«m-fe©^ B H H > JR?£ 39%> 1^1 7 6. 5- 1 7 7. 
[117 9] 

mmm3 1 9 

4- (6--fn-2, [2, 1-b] ^^V-^- 2 

5- fe#^ B H H > i|X^4 5 %, »jSl 8 5- 1 8 8t: 
1H-NMR (CDC 1 3) 5ppm: 

1. 45 (9H, s) , 2. 4 8-2. 5 8 (4 H, m) , 2. 85 (2H, d 
, J = 5. 1Hz) , 3. 31-3. 45 (4H, m) , 4. 20 (1H, dd 
, J=6. 9Hz, 10. 3Hz) , 4. 34 (1H, dd, J=8. 4Hz, 

10. 3Hz), 5. 35-5. 48 (1 H, m) , 7. 5 5 (1H, s) c 
[118 0] 

%imz 2 0 

4- [2- (2-^f;l/-6-^fn-2, 3-ytFn^r/ [2, 1-b 
] Hr**yV~-)V- 2 -<< )V) tf^^ 1 -*;Kr/it ert-/ 

«t#.is^ w 7 0%, m^c no-Hit: o 

[118 1] 

mmm 3 2 1 

4 - [3 - (2-^f^-6--hn-2, 3-ytKn^f>r/ [2, 1-b 
] f^W-fr- 2 yn^JV] e^9-^- 1 -*;^>tt e r t-r 

H»03 9-C«atL7t> ^^^;v^>Bft3 - ( 2 - * *f-)V- 6 h n - 2 , 
3-ytKn^^r/ [2, 1-b] ir*^/-*- 2 — f ;v) ^ntor 
;v (2g, 6. 6^';^e;W, t?^7^>- l - t e r t - rf ;vx 

(1. 4g, 7. 5 5 , 5 > (1. 3 g, 12. 8 

, 3<Mt#';*A (1. 8g> 10. WDMF (1 
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5mi) 6 ortcr^mK^L^o sj£?&&mskmu Tkfcinix., 

U ^y'J^m^A^nv^^?^ - (i&tt;^l/>/^ * /-;v= 
20/1) t:i^llU Sfe^*<7)4- [3- ( 2 - ^ 6 h n - 2 

, 3-yt:Kn^5r/ [2, 1-b] ***]r\r-)V-2-4 fr) 7°n t±°;i/| tf 
^7y-l-*W>tt e r t-/f;^7;v (1. 9g. J|3^7 3%) & 

m& 1 6 6 - 1 6 7 "Co 
[1 18 2] 

mMW3 2 2 

2-^fJV-6--fn-2 - 1 -4)V*^-)V) -2, 3-vk: 

Kn^f^r/ [2, i-b] • -&mm.(r)m7k 

miMM3 0 6^m]£Lfz2 - (4- t e r t - 7 h * i/ii )Vv£~)\> V > 
-1-4)V) ^f;v-2-^f^-6--l^n-2, [2 
, 1-b] Hr^V-fr (1, 1 9 g, 3. 2 4 5'J^;v) £ h y 

(3 0mi) k$s#u 3mmm.iEL'emwLfz 0 m^siil, 5$**^ 
(3 0ml) KmML, ymmwLtzo mtfc^^m.^^WL^'j? 

L-ToJnx.. HifiirC3 0^m^t/io ^mL/i|g B H B ^M^b-CM#,^<7)2- 
^f;v-6--fn-2- (tf^^^v- 1 -Jfrtf-fr) -2, 3-ytKn 
^^V* [2, 1-b] jr^y-V-fr • -im.& (1. 0 6g, )R$9 6%) * 

iH-NMR (DMSO-d6) * P P m I 

1. 68 (3H, s) , 3. 0 0-3. 5 9 (6 H, m) , 4. 14 (1H, d 
, J = ll. 1Hz) , 4. 36 (1H, d, J = ll. 1Hz) , 4. 50- 
6. 12 (4H, b r) , 8. 17 (1H, s) , 9. 6 2 (2 H, b r) 0 
[118 3] 
HjfeflU 2 3 

2- [4- (4-tf7x^'j;v^f jv) v>- 1 -4 fr* -6-~ 
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hn-2, [2, 1 - b] **^/-;K7)§iB£ 

H»0 3 19 -em^t Lfc 4- (6--hn-2, 3-ytKn>f<r/ [2, 

1- b] ^-^r^y"-^- 2 --f H>7y^-l-*;i/r/|tert 
-Wxxt)V (4 0 0mg, 1. 13^)^1/) S^h^^tnif (1 

omi) <om^^ 4mmm.ur-mwLtz 0 BLfcffi.*imL, ^sfc^t^v 

> (10ml) KiSflIU h'Jxf;U7?> (2m U 14. 3 * 

in^> ^fntfco nbtizmzmmTizxmML, mmz*?;-^ domi 

) KigflIU &v>"C£*U-4 -7xx;^>X7;i/ft K (515mg, 2. 8 
3<V , yrn'Jt: Kn* f'J-)A ( 2 1 4 m g , 3. 4H'J 

^E;i/) , f^gfi (0. 2 1m. 3. 6 75V^) cojiRWin£, H-^rS^#L 

fc a asm^ltu ^^7K^in^-. ^b^^v^-e2 0ttaiL^o 

- [4- (4-if7x-ywf^) ^9 v^- l -^T;v^^;v] - 6 - — h 
n-2, 3-ytKa^^V* [2, l-b] tW-iV (18 8mg, W 
4 0%) £#£ 0 

M * 1 8 3 - 1 8 5 V (6m) o 
[118 4] 

^•r^ai^mfi-^fflv^ %mms 2 3 tiWKL-r, ^m^j 3 2 4~» 

3 2 9 0lb-^£I!BiL*:o 
[118 5] 

mmm 324 

2- |2- [4- (4 - > -7)\s*uxi-)v^y v>- 1 ->f ;v] 

-2-^f;v-6-xfn-2, 3-ytKn^^/ [2, l-b] 

fi-fete, l|X^3 6 %, MjS 1 4 8 - 1 4 9 V, 0 
[118 6] 
^»!I3 2 5 
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2-^f;v-6-^Fn-2- 1 3 - [4- (4-f'J7;VtD^f;^>^V 
) tf^v^- 1 ->f ;v] "fuMM -2, 3-VtKn>f5r/ [2, 1-b 
] 

S-feJENc* JR^ 5 7 %, M * 1 5 4- 1 5 6 t?o 
[118 7] 
gjfcffl 3 2 6 

2- 12- [4- (4 — if 7x^'j ;i^f-;v) tf^7 v>- l ->f ;v] 
-2-^f;i/-6-^fn-2, 3-ytKn^f5^/ [2, l-b]:**^/ 

e-fe^*> JR3*£ 5 3%, m * 1 8 1 - 1 8 2 °Co 
1 1 1 8 8] 
H«U 3 2 7 

2- |3- [4- (4-if7ii'J*^f^) tf^v>-i-^;v] 7nk';v 
I -2-^fiV-6--bn-2, [2, l-b] 

S^*> ^6 5'%. lift 1 7 6 - 1 7 8°Co 
[118 9] 
H«J 3 2 8 

4- (N, N-^W5y) -4' - [4- (2->f;V-6--hn-2 
, [2, l-b] *3^V*-;v-2 -^f;v^^;v) 

fife#5fe, W 6 8 % 
1H-NMR (CDC 1 3) Sppm: 

1. 58 (3H, s) , 2. 36 (4H, br) , 2. 5 0-2. 6 0 (2 H, 
m), 2. 54 (1H, d, J = 1 4. 8 Hz) , 2. 67-2. 76 (2H, 
m) , 2. 84 (1H, d, J = 14. 8Hz) , 2. 99 (6H, s) , 3. 
41 (1H, d, J = 12. 9Hz) , 3. 48 ( 1 H, d, J = 12. 9Hz 
), 3. 87 (1H, d, J=9. 7Hz), 4. 30 ( 1 H, d, J = 9. 7 
Hz) , 6. 7 6-6. 8 2 (2 H, m) , 7. 2 5-7. 2 9 (2H, m) , 
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7. 46-7. 51 (4H, m) , 7. 53 (1H, s) 0 
[119 0] 

mmm3 2 9 

2-^f^-6--hn-2- [4- (2-7x-;v-lH-^^r/-;V-4 
k>7^>- 1 - 4 * fr] -2, 3-ytKn^r/[2 
, 1-b] *4MJ-V-/l> 

tt$9 3 % 
1H-NMR (DMSO-d6) £ppm! 

1. 52 (3H, s) , 2. 10-2. 64 (6H, m) , 2. 67 (1H, d 
, J = 15. 4Hz) , 2. 74 (1H, d, J = 15. 4Hz), 3. 10- 
3. 70 (4H, br), 4. 04 (1H, d, J = 1 0. 7Hz), 4. 21 
(1H, d, J = l 0. 7Hz), 6. 97 (1H, br), 7. 27-7. 3 
4 (1H, m) , 7. 3 8- 7. 4 5 (2 H, m) , 7. 8 8- 7. 9 3 (2 H 
, m) , 8. 1 2 (1 H, s) o 
[119 1] 

mmm 330 

2- (3, 4-y^no7x^) -1- [4- (2 f-JU- 6 h n- 2 
, [2, 1 -b] tf^y 

v>-i-^;v] x^y>W 

3, 4- (y^nn7x^)^i(4 18mg, 2. 0 4 5'K^) M't 
(3ml) cofl^tJ*6B#F^n^MmL7 , io M*IETi:tii 

[119 2] 

-77> §H«!I3 0 6-eM5tL/i2 - (4-t e r t-7^y*H'^^ 
7y>-l-^V) ^fJV-2-^f;V-6--fn-2, 
V [2, 1-b] W/Hl/ (3 0 0mg, 0. 8 165V^V) S^>'J7 
fr**fflk (6ml) OrS^^mzaT^T60#TO^U^o RJC&**«ET^ 
TiWUo »it**^f-U>l 0mH:»*U f'jxwry (2ml 
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A^n7^77^- (Jtf^fi/>/^^;-n/=ioo/l) ti>)ffIL 
, 6^*8^110 2- (3, 4-^nn7x^) -1- [4- (2-^;V 
-6--hn-2, 3-yt Kn^f S *TV [2, 1 - b] ***)-V-)V- 2 -J 
\£s<7i?y- 1 x-9jy (2 5 5mg, JR^6 9%) 

o 

M * 189 — 191 "Co 
[1 19 3] 

^i-^m^iH-^fflv^ n»j3 3 o tmm'Lx, $mmz 3 l&^nii 

M3 3 2 <Dik&tyl}*%tZo 
[1 19 4] 
H»J 3 3 1 

1- [4- (2->f;i/-6--hn-2, 3-yHFn^?r/ [2, 1-b 
] * )V- 2 -4 ^7>>-l-^V] - 2- (4-VJ7 

il£ 16 8-171. 4 °Co 
[119 5] 

mmm 332 

2- (3, 4-^nn7x;^fy) -1- [4- 

2, 3-ytKn/f^y* [2, 1-b] 2 -J )V * 

^y'v-i-'f^] y 

M£ 2 0 9 - 2 1 1 °Co 
[119 6] 

$mm 333 

2- [4- (2-^f;v-6--fa-2, 3-^tFn^^7* [2, 1-b 
] **y-V'-)V-2-<{ )\< f^fr) e^^v>- 1 -4)l<~\ — N — (4-MJ7 
;vtn^f;v7x-;v) 7-t F 7 5 Kof j| 
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£tt$f3 0 6T«tL*:2 - (4 - t e r t -"f > fr\L*<*7 V> 

-1-<<)V) ^f;i/-2-^f;v-6--hn-2, 3-yt yuj < VV [2 
, 1-b] ^^r-9-V-;V (5 0 0mg, 1. 3 6 5 v -=e;v) v.y)V$-u& 
m (1 5ml) OS^*^ffiTt-"C«H9e«^L^o RJ£>I^iSTt:tj|iL 
. mm^^l^^l-y (10ml) Ki§#U b'JxW5> (2m K 14 

(10ml) fcjftHU ^tttC2 -7*n^e-N- (4-fy7Wn^f;i/7x 
-;V) 7-b>75 K (4 2 3mg. 1. 5 ^ U^/lO , ^Sft* U ^ (2 0 7m 
g, 1. 5 5';*^) RTFBVfci-WVJ* (2 0 4mg. 1. 

^nvf^7^- (i{^fi/>/^^;-^=ioo/i) iai)fflsu 

Sfe©*<7)2- [4- (2-^f;i/-6--hn-2, 3-vt: Kn^ ^ [ 
2, l-b] *3r-9-V-;v- 2 ->f ;v^;v) tV^y'y-i-f^] — N— ( 
4- h V 7;^n^f^7x^^) 7-bh75 K (3 8 9mg. 1R^6 1 %) * 

1H-NMR (CDC 1 3) Sppm: 

1. 62 (3H, s) , 2. 5 3-2. 8 4 (9 H, m) , 2. 88 ( 1 H, d 
, J = 14. 8Hz), 3. 06 (1H, d, J = 16. 7Hz), 3. 14 ( 
1H, d, J = 16. 7Hz) , 3. 93 (1H, d, J = 9. 7Hz), 4. 
30 (1 H, d, J = 9. 7 Hz) , 7. 55 (1H, s), 7. 55-7. 5 
9 (2H, m) , 7. 65-7. 71 (2H, m) , 9. 20 (1H, s) 0 
[119 7] 

*#s*f ^»J3 3 3 fcw«ijcuT, mmm3 3 4~n»y 

3 3 6<D4fr&to*mkLteo 
[119 8] 

mms 3 4 

[4- (2-^f;v-6--hn-2, 3-ytKn^r/[2, l-b] si* 
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^-9-V-;i/- 2 - 4 )V * ^- )V) \£^-jy- i ;v] if^c^ji.XT^v 
iH-NMR (CDC 1 3) Sppml 

1. 25 (3H, t, J = 7. 1Hz), 1. 60 (3H, s), 2. 45-2 
. 64 (6 H, m) , 2. 55 (1 H, d, J = 1 4. 8 H z ) , 2. 72-2 
. 81 (2 H, m) , 2. 87 (1H, d, J = 1 4. 8 Hz) , 3. 14 (2 

H, s) , 3. 90 (1H, d, J = 9. 7Hz) , 4. 16 (2H, q, J = 
7. 1Hz), 4. 31 (1H, d, J = 9. 7Hz), 7. 57 (1H, s) 

o 

[119 9] 

m Mm 335 

3- |3- [4- (2-^f;V-6-->n-2, 3-ytKn^f5r/ [2, 
1-b] **-9-V-^-2 ->f fef^5y>-l-^^] -?u\£M - 
3 H-^>V^^r-9-V-;W- 2 -He** 
K£ 1 2 3 - 1 2 6 °Co 
[1 2 0 0] 
H«0 3 3 6 

1- (4-^DD7x-;v) -2- [4- (2-^f;V-6-->n-2, 3- 
ytKn^r/ [2, 1-b] jJ-^-frV-fl'- 2 - ^ ^-;V) t?^7V>- 

iH-NMR (CDC 1 3) Sppm! 

I. 60 (3H, s) , 2. 47 (4H, br) , 2. 53 (1H, d, J = l 
4. 9Hz) , 2. 5 7-2. 6 5 (2 H, m) , 2. 7 4 -2. 8 4 (2H, 
m) , 2. 87 (1H, d, J = 14. 9Hz), 3. 64 (1H, d, J = l 
6. 7Hz) , 3. 75 (1H, d, J = 16. 7Hz), 3. 90 ( 1 H, d 
, J = 9. 7Hz) , 4. 30 (1H, d, J = 9. 7Hz) , 7. 42 (2H 
, d, J=8. 6Hz) , 7. 54 (1H, s) , 7. 92 (2H, d, J = 8 
. 6Hz) o 

[12 0 1] 
£MW 3 3 7 



mSE*& 2003-3088762 



#H 2002-298259 



562/ 



4- (2-^;v-6--hn-2, 3-ytKn^5r/ [2, l-b]**' 

Hflfctf!! 3 0 6 Lfc 2- ;W1^;v ^7V> 

^f;V-2-^f^-6--fn-2, [2 
, 1-b] (13 0mg, 0. 3 5^ 1 J J B;v)> hy7/l/tDftK 

(3ml) XWtttfL* P > (5ml) Ol^i^lfiT^t 1 mmmW Ltzo 
M«ETi:tIIL, m&VLitt'f-vy (5ml) Ki^fU MJ^f- 
;i/T^^ (10 7. 5m g> 1. £*Dx.*:o iOtCMTi:! 

^nn^>y> (120mg, 0. 7n'J^) £jJD;U ^~R~T 1 B# 

mmftLtzo BLfcm%7k, mmm.-W7K mmkm.7K^>)m^m^L, mwt-rhw 

%7A?w?yjf77j- (lj^fi/>/^^y-;v=2 0/i) ^x^omWk 
U Itfe^f ;^£t#*: 0 :«i^^ifxf;v (5ml) KmMLtZo -€"£^ 

4- (2-^f;V-6--Fn-2, 3 - 9 JK Kn>f ^ [2 , l-b]** 
■9- V- - 2 - ^ ;v * tf ^ ^ v > - l - # > y;vx^r ;w&afc 

I (46. 8 m g , AIM 3 0%) &#7t 0 
U>,£ 130. 5-132. lto 
[1 2 0 2] 

MJB-?2>m&M.m%m^, »3 3 7 t»U, #I»!I3 3 8~3 4 0 

[1 2 0 3] 

MMM 3 3 8 

4- (2-^fJV-6--fn-2, 3 Kn-f 5 [2, l-b]#* 
-9-y*-;i/- 2 -4* ;v^^-;u) 1 -*;v^>l7x-ji/xxf;v 

It£ 81-85to 
[1 2 0 4] 

mm 3 3 9 
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4- (2->f;v-6--hn-2, 3 -VM Kn^f 5 y\T [2, 

Hft^C 158. 3-159. 8to 
[ 1 2 0 5] 

mmm 340 

4- (2-^fiV-6--fn-2, [2, 1-b] 

2 — 4 * ju) ti°^yv>- i -*wy|n-t^f^x^f^ 

1 3 8 - 1 3 9 . 4 to 
[1 2 0 6] 

mffiffl 3 4 1 

4- (6-— hn-2, 3-vtFD^<r/ [2, 1-b] *3r1f- V*-;V- 2 

MWM 3 1 9 -CMit Ltz 4 - (6 h o- 2 , 3-yb >*o>f 5 T/ [ 2 , 
l-b] 2 ->f ;v*^;v) e^7yy-l-*^yft e r t 

-T^V^-r^ (4 0 0mg, 1. 13<Ve?P) Zm.lk*^U> (2ml) 
WmL, hV7)V*umWL (1ml) £jjn;i> ^T^-ClB#TO#t7to K 
£$^«ETi:tiiL^ iS^DMF (1ml) K?§j#U f'Jxf^rr/ 
(lml) ^Jnx.T^PL, ^fO^^LfCo 
[1 2 0 7] 

— 7j\ 4 - F'J 7Wn^f ;K>y>7;V3-^ (2 9 7mg, 1. 69< 

v^e;i/) £dmf (lml) tc^?u i, i' -ji)v#=.)vyj^rv*-)v ( 

2 7 4mg. 1. 6 ZDUz., MUTIZX immffiWU X&i&x-Xr 

[1 2 0 8] 
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fKv^/-;v=2o/i) Kn^ommu mn&tt*i&a<o 4 - (6-- 

hn-2, [2, 1 - b] **-9- 2 - <f frff-fr 

) tf^7y >- 1 - *;i/-f >f 4 - f 'J 7;vtn^f ;^>^>x^f ;v (3 2 
2mg, Jfc2f5 6 3 %) ^||fc 0 
Hi* 120-122 to 
[1 2 0 9] 

ttfc-r&m^JWMzm^, mmm3 4 1 tmm^Lx, mrnmz 4 2&cmji 

mz 4 3<7^t^^^L7^o 

[1210] 

HJfcM 3 4 2 

4- [2- (2-^f;v-6--ha-2, [2, 1-b 

] 2 k 4 ^7 y > - 1 - * ;i"f >i 4 - > 'J 7 ;v 

#ftfe*^ flXSp 6 8 %x M * 1 3 9- 1 4 0 °C 0 
[12 11] 

mmm 4 3 

4- [3- (2-^f;V-6--fn-2, 3-^tKoY5^/ [2, 1-b 
] sj-*-9-l/->l/-2->f/i0 7"nt'^] t^ 7 y>-l-*^r/i4-h'J7 

«#fe»*, 7 %, US 1 3 0 - 1 3 3 to 

[12 12] 

mmm 344 

4- (2-^;v-6--hn-2, [2, 1-b] 

-9-y*-;v- 2 yy- 1 -*^v®3 - (4-hV7;vt 

$WJ 3 0 6 Ltz 2- (4-tert-7b^>* t? v > 

-l--f;i/) ^f^-2-^f;V-6-ifn-2, 3-ybKn^5/7* [2 
, 1-b] *W-^ (2 2 0mg, 0. 6<V*fr)^ fj7;^nif ( 
lml) ^U^t^WV (2ml) (Dm&WZ^TlzX 2f%mffinLtz 0 K 
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5> (lml, 7. H^J^V) £flnx.*5ftlL;fco nbti&tpftmzffiK.TK 
T«U ^I^DMF (2ml) KmMLtz 0 
[12 13] 

— 1j, 3- (4 - h 7 )i<Jru *i-)vy - 2 -7°u\£zs- \ 

(110m, 0. 5 , 1, 1' -*^#-;Vv^r/-^ (9 0 

mg, 0. 5 5?n;V) MDMF (2ml) O^^^ST^T 2 B#Wtj| 

[12 14] 

i<7)ffiti^f;^^DMF-Mi:ii, mUTKX^mWLtz 0 Kl£$i 

^^;u=5/l) ^«ti9fflML^o 
[12 15] 

Hf)^7'; y-;i/5m UC^U (96mg 

, 0. (5ml) izmffiL?zmWL*m?Lfz 0 ffffiJI 

^Ztmi-^i fc^i *K fi-fe^<7>4- (2-^f;V-6--fn-2, 3 - v 
HKD/f§^/ [2, 1 -b] ***rv*-)V-2 -<i 

-77;W1?>^3 - (4-h'J7;vtn^f;v7x^;v) - 2 --7°n t?~;vai*-r 
;v • -^V^yWM. (2 2 7mg, J|» 6 8 %) 

ifcjA i66t; o 

[12 16] 

HJfetf!) 3 4 5 

4- (2-^fJV-6--bn-2, [2, 1-b] 

^v*-;i/-2 — i -7};i/**>@&4 -y r~ 

mmmz 0 6"C»iiLfc2 - (4 - t e r t - * v 77 tf ^ W 

-1-4 ^f;v-2-^f-;v-6-^fn-2, 3-ybKn^f5r/ [2 
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, 1-b] **-9-y*-;i/ (9 0 0mg, 2. 4^'J^;i/) RZJ? h V 7 )VOr uftM 
(2 0ml) Or^^^^T^T2B#r«1ti^L/;o R)£&£«EETKTMi L 
^ol^»fl/>2 0mn:iHU f'jxf^7 5> (6 ml, 4 3. 
0 5 SriDx-^nL/io ffi.J±.TKXm.m^tz 0 M^DMF (5ml) 

[12 17] 

— 2r\ 4-^WJV77-M>yW3-il' (4 7 0mg, 3 5';^ 
) , 1, 1' -^J^f-JVyM^r/-;!' (5 0 0mg. 3. 1 ^ 'j^V) RXf 

dmf (iomi) (Di&s&wzmi&TizxsmmmwL, m^^^^^mmL 

[12 18] 

? S -)V=2 0/1) KXnmni^, 6Mf04- (2-^;v-6--fn 
-2, 3-$>fc Kn>f [2, l-b] **^V-;u- 2 --f ?-;w) tf 

^7 1 -7j;i^^St4 - ^f;V^il'7 7-M>y>x7TJl' (8 6 0m 

g. 11X^7 9%) ZWfZo 
tt& 1 1 8 - 1 2 0 °Co 
[12 19] 

mm.m 3 4 6 

4- (2-^f;i/-6--hn-2, [2, l-b]** 

Hi^3 4 5t?jRSl/i4- (2-^f;l'-6--hn-2, 3-vt Kn^f 
^^V[2, l-b] **^V-;i/-2-^;v^^;W 1 -a/i/sj? 

>!4->fH;V77-M>y>xxtiV (3 0 0mg, 0. 6 

) ^.ra-fb^^-l/^ (10ml) OiS^K* MTf:tm-^nDl^ift 
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(2iom g , o. 8 m^.mrr^x2mmmw^tz 0 

6--fn-2, [2, 1 - b ] **^S-)l>- 2 - 4 )V 

(2 0 3mg. 4X^6 5%) *%tz<> 
m & 117-121 to 
[1 2 2 0] 

mmm 347 

4- (2-^f^-6--hn-2, 3-ytKn^<r/ [2, l-b]** 
•9-v*-;v- 2 -4)V*i-)V) tV7y> - 1 -*;i^f>i4-e Kn^y^>y 

4- (2-^f;V-6-^fn-2, 3-ytFn^r/[2, 1-b]* 
2 — f;v^;v) v>- l -j&jv^sKvBK - (tert- 

Wy^f;Vy7-n^y) ^>yjl/i^f;V (4 0 0mg, 0. 7 5<'J* 
)V) H F (1 0ml) 0*1^^ tK^T K: T x > 9 /f^T ^ A 

7DVK ( 1 M) T H FmWL (0. 8 m L 0. 8 ^ V & jJHx.. HinnJgT 

KT2 O^Ji^L/io ^fcfcffci&.x^fciDx., l&fn^bT>^-^A7X^ 

-2> d t K «fc «9 , =^11^*0 4 - (2-^f^-6-^hn-2, 3-vtKn 
>f5r/ [2, l-b] ^^■9-V*-^-2 — f/l/^flO ^7y , /-l-^l' 
tf^au-fc Kn^rv^>V;l/xxf^ (9 5mg, JR^3 0%) 
1H-NMR (CDC 1 3) Sppm! 

1. 59 (3H, s) , 2. 3 0-2. 7 0 (4H, m) , 2. 56 (1H, d 
, J = 15. 0Hz), 2. 86 (1H, d, J = l 5. 0Hz), 3. 10- 
3. 55 (4 H, m) , 3. 91 (1H, d, J = l 0. 0Hz), 4. 28 ( 
1H, d, J = 10. 0Hz) , 5. 03 (2H, s) , 5. 30 (1H, br 
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s) , 6. 84 (2H, d, J = 8. 0Hz) , 7. 24 (2H, d, J=8. 
OHz) , 7. 53 (1H, s)o 
[12 2 1] 
4 8 

4- (2-pt^;V-6-^bn-2, 3-vtKn/f5^/ [2, 1-b] ** 
2 --Ov^;i/) fef^v y>- 1 -^;v^>^4 -7-tf-^>^ 

4- (2-^f;i'-6-->n-2 ) [2, l-b] * 

2 ->f tf/^^ v^- 1 - fj)V>^>WtA - (1, 1 -v 

>(^yxf;i/) ^>y;Vi^f;V (6 0 0mg, 1. 2 3 > 1 

mm 10 ml M'THF (15ml) WS^S:IfiTl:t2 

fclciO. fife^-*^4- (2 -^f-;v-6-- hn-2, 3-'7tKn^f^ 
V [2, l-b] **-9-V-;i'- 2 -^r;vp<^-;v) v >- l -a^sKvifc 

4 ~7-fcf^>'»x^fA' (5 5 8mg, JR^9 9%) *%tz 0 
Kj£ 101-102 "Co 
[1 2 2 2] 
^Jfefll3 4 9 

4- (2-^f;v-6-->n-2, 3-ytKn-f5r/ [2, 1-b]** 
•9-V— ;v- 2 -^f;v^^;v) t?^7 v>- l - # ;vsK >B£ 4 - ^ > y v 

4- (2 -^;V- 6 h u- 2, [2, l-b] * 

*-9-V-;v- 2 -^f;v^^;v) ^7y>-i-A^>**^4- h*-> 
-7 ^>->';l/J.^-r;v (8 0 0mg. 1. 4 &fflv> 

> HWU3 4 8^CJ: «9> 6fe&*®4- ( 2 - f-*- 6 h n - 2 , 
3-ytKD/f^/ [2, l-b] **^V-;V- 2 

> - 1 - *;^f>i4 -^>vM;^>y>x7f^ (6 3 0mg> i|J^8 6% 
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) 

Ik^ 105-107 "Co 
[1 2 2 3] 

%mm 350 

4- (2->f^-6--hn-2, 3 - Ko ^ 5 [ 2 , 1-b]** 

4- (2-^fiV-6--hn-2, 3-vtKn>f5r/ [2, 1-b] * 
2 -4 )VJ^)l>) tf^7v>- 1 -#;i/>*K>^4- (tert- 
^Ry*H-;V7<y) ^>y>xxf^ (3 4 0mg, 0. 6 6^J^ 
) „ h 'J 7JI/tDS|2m \RXfl&it**:l'> (10ml) ^rl^t^fSTi: 

DK3tfeffcfctf> 4 - (2-^f;V-6-^>n-2, [2, 

l-b] ^-^-9-v-;v-2-^;v^^;v) ^7y>-i-*;v*'^4-7^ 



iH-NMR (CDC 1 3) Sppm: 

1. 61 (3H, s), 2. 35-2. 70 (4H, m), 2. 56 (1H, d 
, J = l 5. 0Hz) , 2. 85 (1H, d, J = 15. 0Hz), 3. 05- 
3. 55 (4H, m), 3. 69 (2H, b r s) , 3. 91 (1H, d, J = 
10. 0Hz) , 4. 28 (1H, d, J = 10. 0Hz) , 4. 98 (2H, 
s) , 6. 55 (2H, d, J=8, 0Hz) , 7. 14 (2H, d, J = 8. 
0Hz), 7. 53 (1H, s) o 
[1 2 2 4] 

mm® 3 5 1 

4- (2->f^-6-^fn-2, [2, l-b]** 

2 -4)V*^)V) k>7 y > - 1 - * 7 x - ^7 < K&Ifc& 
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m$m3 0 6 "T?®H£Lfc2 - (4 - t e r t --/h+y^^^^^yV 
— 1 — f ^) ^f;v-2-^f^-6--hn-2, 3-ytKn^5r/ [2 
, 1-b] ^^r-9-V-;V (13 0mg, 0. 3 5 5V*^) M^'J7^toH 
R (3ml) <Ol^ft*liaTi:-C»«il#Lfeo RJCS«[«r«ffiT^raMllL, 
^Wfl'>3mn:IIU h'jxf^T^ (2 m K 14. 3 55 
V^V) fciUx-fco :<7)lC7x^;KVy7^-f (6 3m g. 0. 535V 

SIL/;, ^I^y'J*^*7A^nvf^77^- (:BMfc^-f-V>/**y 
-;V=50/1) fci ijfiHRU 7^77^^fc, 
[1 2 2 5] 

^t^&^^iiliXU ftfM» B a w4- (2-^;v-6-- 
>n-2, 3-^tKn^f = r/ [2, 1 - b ] **-9-V-;i/- 2 -4 )V* ^-)V 
. ) ^5y>-l-* ;v*'>-^7 x-;v7^ KttRtt (124mg, J|X^ 5 5 % 

) *»fco 

iH-NMR (DMSO-d 6 ) Sppm: 

1. 55 (3H, s) , 2. 5 0-2. 5 6 (4H, m) , 2. 75 (2H, s 
), 3. 21-3. 40 (4 H, m) , 4. 05 ( 1 H, d, J = 10. 7Hz 
), 4. 24 (1H, d, J = 10. 7 Hz) , 6. 92-6. 99 (1 H, m 
), 7. 21-7. 28 (2H, m) , 7. 44-7. 48 (2 H, m) , 8. 
13 (1 H, s) , 8. 5 9 (1 H, s) o 
[1 2 2 6] 

mmm 352 

4- (2->f;i/-6--hn-2, 3-v^ Kn>f 5 [2, 

H*feM3 0 6-e«jtL/i4 - (2-*?-)V- 6 h n- 2, 3-yt Kn>f 
<r/ [2, l^b] **-9-v*-;v-2-^;v^-^^) e^?^- l -tifrtf 
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>ttert- /f;l/x^f^ (140mg, 0 . 3 8 ^O* h'J7;V 

*nBft& (3ml) OS«fr«S:SaT»C-C«««^L/So RJSifc£*ETfc-C$fc 
18 U »»fl^>3m IKigfll U h'jxwr/ (2mK 14. 
3 S:JPx.feo ^.<om^ V^nifH Vv7^-h (75// K 0 

«BETt'Tiftl8L7to ^v'J ^r;v*^A^n-7 hffyyj - {mt^^l^ 
y~-)\s=5 o/i) let Offifiu fife^4- (2-^f-;v-6- 
-hn-2, [2, 1 - b] 2 ->f /I/*?- 

;v) t^7y>- 1 -%)V#>W4 7 7n t?;V7^ K (9 0mg, J»6 7%) 

M£ 1 7 5-1 7 6. 3t 0 
[1 2 2 7] 

ffi»«fl-«rfflvs ^»J3 5 2 fcRMfcfcLT, |i|»!i3 5 3 Strife 
W3 5 4<D4t-km*mm.Lfz 0 
[1 2 2 8] 
3 5 3 

4- (2-^f;V-6--fn-2, 3-ytKn^r/ [2, 

2 --f fc?^7 v>- 1 -#;v#>^ (3-^no7x^ 

) 7U' 

1H-NMR (DMSO-d 6 ) 5 p p m : 

1. 56 (3.H, s) , 2. 5 0-2. 5 6 (4 H, m) , 2. 77 (2H, s 
) , 3. 21-3. 40 (4 H, m) , 4. 08 (1H, d, J = 1 0. 7Hz 
), 4. 26 (1H, d, J = 10. 7Hz), 6. 95 (1H, bd, J=8 
. OHz), 7. 23 (1H, t, J=8. OHz) , 7. 36 (1H, bd, 

J = 8. OHz), 7. 61 (1H, t, J=2. OHz), 8. 13 (1H, 

s) , 8. 6 1 (1 H, s) o 
[ 1 2 2 9] 

mm 354 
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^-v: 572/ 



4- (2->f;i'-6-^>n-2, [2, 1-b]** 

M * 216. 5-218. 5"Co 
[1 2 3 0] 

mmm 355 

4- (2-^f;v-6--ho-2, 3 -vfc: Kn-r 5 ?V [2, l-b]** 
-9-y-;v-2 ->f /i/^/iO v l -#;w-K^*^ (4-^dd7x- 

^litM3 2 2-»jtL7t:2-^-f-;i'-6--l>n-2- 1 -4 

-2, 3-ytKD/f5^/ [2, 1-b] t^rtv-^-Zttl 

(196mg, 0. 7 3<'J^V) V> 1 0m 1 t:iSL> h'Jxf 

^7 5 > (0. 27ml, 1. 9 4 5 &£n;i, 4fc£-£fco £*U14 

-^nn7x^jH7fty7^-f (140mg, 0. 8 35^^) 

3 0/1) KJ^WMU v»M<7)4- (2-^f^-6-^fn-2, 3- 
vtKn^r/[2 ( 1-b] **^.A-;v-2 ->f t?^v>- 
1 (4-7nn7x^) 75 F (1 2 8mg, JR^4 0 %) & 

BUS 2 0 4 - 2 0 6 V (frM) 0 
[12 3 1] 

ttfci-2>ft§£m&zm^\ mmm 3 5 5 tra^Lr. hmm3 5 6&tmM 

[ 1 2 3 2] 

mmm 356 

4- (2-^f;v-6--bn-2, 3-^tKD^5r/[2, 1-b] ** 
•9-V*-;v-2 — f^^) v>- 1 -*;v**ft§7i-;v7 5 K 
tt£ 1 6 4 - 1 6 5 V (frM) 0 
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573/ 



[1 2 3 3] 

IWJ 3 5 7 

4- (2-^f^-6--hn-2, [2, 
->U) 75 K 

M£ 1 8 9 - 1 9 1 <C (fffi) o 
[ 1 2 3 4] 

^UfeM 3 5 8 

2- [4- (2-^f;v-6--fn-2, 3-yt Kn>f 5 *V [2, 1-b 

^1*408 3 0 6-e^Lfc2- (4 - t e r t -yb^y^^JV^y^ 
-l--f;v) ^f;v-2-^f^-6--Fn-2, [2 
, l-b] tW-A' (5 0 0mg, 1. 3 6 5';^) Srh^^tn^t 

(10ml) tC»J»U 3B#W£«L-C«#L;fco aS^Sr^EETlcifeteU ffi'fk 
>ijxf;k7r/^lmlfoiiDx.fio ^V 5 T*Clti$: ^i&T 5 ^il^ 
L/it, IETilL/: 0 iS^Ij^f P^CISIL, 2-^nn^>m 
■9" (0. 19ml 1. 6 3 5 V -=e;V) £0* h > (0. 23 

mU 1. 6 3m5n;V) fcillx.. Sfil? 1 B*W»#Lfco RJE&fcfc^fc&g' 

(M^fW^^/-^=10 0/l) T?*i!££U mttf-i' 
>-v^yfu\d)v^--7-)V^y)^ n it^^^ sm*o2- [4- (2-^< 

f;V-6--hn-2, 3-^tKn/f$r/ [2, 1 - b] Urtt^S-fr- 2 
-4 v>- 1 -4 fr] ^<>v****tV-)i> (3 2 5mg, W¥ 
6 2 %) &#fc 0 
MS 3 8 4 (M+) 
SI* 228. 0-229. 5 TC 0 
[1 2 3 5] 

fflfE# 2003-3088762 
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v : 574/ 



3 6 1 <7)it&m*mi&Ltzo 

[1 2 3 6] 

3 5 9 

2- [4- (6 h n- 2 , [2, 1-b] 

)v- 2 ->f \£u v>- l ->f ;v] ^>V^-^r^V-;v 

fi-fe*^ W 7 4 % 
MS 3 7 0 (M+) 
Wi& 206-209*0 um) o 
[1 2 3 7] 
mtfoW 3 6 0 

2- |4- [2- (2->f;V-6-->n-2, 3-ytKn/f5r/ [2, 

1- b] 5i-^r-9-V-;v- 2 ->r ;v) v >- l --f ;v[ ^>V*3r 

JRJ* 7 3 % 
MS 3 9 8 (M+) 
MA 1 8 7. 6- 1 8 9. 6 °C 0 
[1 2 3 8] 
%Wft 3 6 1 

2- |4- [3- (2-^f;v-6--fn-2, 3-vHKn/f^7 [2, 
l-b] **-9-V-;v-2 — r -fu\£j^\ v>- i --f ;v| 

e-fe»*, iRJg 9 o % 

MS 4 12 (M+) 
M£ 172. 0-174. 4°Co 
[1 2 3 9] 

$mM 3 6 2 

(S) -4- [3- (2-*nn-4--hn^* ^v*-;P- l ->f ;v) -2- 
t Kn^fy^nlf;!/] tT^^^>- l - jfr/n^vBI t e r t -^f/nxfA'O 
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575/ 



m&m8X«M.7&Lfz (R) -2-^nn-l - [2-tFn^ry-3- (4- 
*?-)\"<yiiV7>)V*~)l'i!r* : y) 7°nn°;l/| -4--fn/f > (16 
. 8 6g> 4 4. 8 6 5 'J^iV) M^7^>- l-^JV-f^it e r t -r 
f;vx^f;v (8. 3 6 g, 44. 8 9 < V*)V) £T-b h- h V )V (10 0m 
1) KiWffU £*UC b 'Jjl^TS > (6. 3 ml, 4 5. 2 
x., 6mmMmmm.Lti 0 E)c.t^l^:Mt> iffTt:tIil/:c 
(10 0ml) *J0£. (100ml) "C 2 Hlfftfcb Lfc 0 ^tSfflS:^ 

Tfc (10 0ml) , feftAtt* (100ml) OjRfciJfeifrU flfcBft^ h V 

I^i^-^/n-^^-9-^^^SIS B B s t, «1tfe»5fc&JiO (S) -4- [3- 
(2-^nn-4--fn^^v*-;i/-i-^;v) - 2 -fc Kn^y/ntfji/ 

] ^7^'>-i-*;wfy^t e r t -7^;i/^*T-;i' (l l. 6 l g. JR.^ 
6 6 %) zntzo 

iH-NMR (CDC 1 3) 5ppm: 

1. 46 (9H, s) , 2. 21-2. 50 (4H, m) , 2. 54-2. 70 
(2H, m) , 3. 3 9-3. 4 8 (4H, m) , 3. 65 ( 1 H, s) , 3. 

89-4. 10 (2H, m) , 4. 20 (dlH, d, J = l. 9Hz, 13. 

5 H z) , 8. 0 0 ( 1 H, s) o 
[1 2 4 0] 
H jfcflll 3 6 3 

(S) -4- [3- (2-^na-4-xfn^^r/-^-l-^v) -2- 
H Kn^r->7 p n kf^9 v>- 1 -#;i/*K>8fc t e r t-7f^f^O 
(H»fl3 6 2 Oft^«98Ui£#j£8;) 
HJfiM9"C«SL/i (R) -2-^nn-i- ( 2 - 
4 bn>f 5 (i g , 4. 9 15']^) . tf^5v*>-l-*;^ 

>ttert-7f^xXf^ (1. 0 1 g. 5. 4 MDMF ( 

3ml) <DW&m* 7 0X;\ZX 6mmffl$Ltz 0 M^1SCIL> 7K7ml 



ttiiE# 2003-3088762 



mm 2002-298259 



576/ 



>.fi/>/^;-;v=4o/D ctiii, mmeL&mm&n (s) -4- 

[3- (2-^nn-4--fn^ fv*-;v- 1 --f ;u) 
ntf/l/] t^7V>- 1 - A W>|t e r t - Jl/xxf ;V (9 6 7mg, 
5 1 %) *#fc 0 
[12 4 1] 

%Mm 3 6 4 

(R) -4- [3- (2-^nD-4--hD^>r/-;v-i--f;v) -2- 

mat 

2 -?uu- 4 h u- 1 E-4 5 W-fr (6. 1 g, 41. 3 
^ (S) - ( + ) vv;i/ h v V- h (12. 2 7 g, 5 3. 7 5 5V 

•fV) ^O^^KSt^ h 'J (7. 3 g, 8 6. 8 9 5'J€;l/) <7)jc?y-;v 
(3 0ml) ^^^t;^9B#F H 1]tJP^t»tLL/io M^IS^Ml, tK&SPx. 
^ ^b^^l/>-e2 0ttaiL7to Mffi^^lMflJCi^KT^^U «-^**v 
^A-e^L^. fi!L/: 0 M^*aitLT#'b^7^-A^DMF (6 0 

m i ) K : mmLtzo zommz., v> - 1 -*;wf>^t e r t 

(8. 4 7 g, 4 5. 4 8 , h'jif;V7 5> (6. 9 2m 

> 4 9. 6 4 5 U^e;V) RV*3 *7it1- HJ^A (6. 8 2 g, 45. 55 >J 

) *in£> MfiT-2 4B#p B m#t/io ^^Tjc^K&r, ^^^^-e2ia}fi 

-i- (ff=g^^;v) X-mULX^ )1/<D (R) -4- [3 - (2-^n 

n - 4 h u-f =• ^y'_;i,- i -4 jv) - 2 -fc KD^yynif;v] vf^^v 
>- 1 - *;wf >Ht e r t - rf ;ux^f;v (6. 4 3 g, JM4 0 96) £f# 

/v_0 

iH-NMR (CDC 1 3) 5ppm: 

1. 48 (9H, s), 2. 16-2. 50 (4H, m) , 2. 55-2. 69 
(2H, m) , 3. 3 7-3. 5 0 (4H, m) , 3. 65 (1H, s) , 3. 

tBSE#2 003-3088762 
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^-v: 577/ 



9 0-4. 2 5 (3 H, m) , 8. 00 (1H, s) 0 
[1 2 4 2] 
H»J 3 6 5 

(S) -4- [3- (2-^nn-4--hn^ = l-<i)V) -2- 

t: Kn^ry - 2 -^^;i/7°nif;l/] t:^^ 1 -*;v^>^t e r t-Tf- 

^iWl (R) -2-^DO-l- (2-^f;v-2-t^rv7 

^;Mf;V) -4-~bn^f5r/-JV (7. 0 0g> 3 2. 2 ^ 
t^7V>-l-*;^>it er t-Wi^f;V (6. 2 9 g, 3 3. 8 
ODMF (70ml) <£<7>yi^tJ£ 7 0 "CUT 8 B#F^m# Lfz a Kfc 

3®7.ta$feU ^m^hV^^^i^^L^f^ MitL^o WMZmf±TKXi]k 

mi±&mi-&ztiz£Y)^m&ffi*®i&o (s) -4- [3- (2-^0-4 

--hn^^y-;i/-i-^;v) - 2 - fc: Kn^ 2 - ^ ffl/^n tf;v] tf 
^7V>- 1 - *;Wf>it e r t -7'-f-;V-^^T-;V (10. 25g, JR^7 9 
%) 

> 9 8 . 4 % e e 
[ « ] D 27 = 2 5. 4 8 8 (jftjg : 1. 0 2 4, CHCI3) 
iH-NMR (CDC 1 3) Sppm: 

1. 14 (3H, s) , 1. 46 (9H, s) , 2. 34 (1H, d, J = 13 
. 9Hz) , 2. 4 7-2. 6 7 (5H, m) , 3. 26 (1H, s) , 3. 4 
4 (4H, t, J=4. 4Hz) , 3. 99 (2H, s) , 8. 04 (1H, s 

) o • 

[1 2 4 3] 

3 6 6 

(S) -4- [3- (2-^un-4-->n^ W~)V- 1 -2- 
t Kn^>-2->Wne;v] tf^^v^- 1 -*;vjK>S?t e r t -7*^- 



tilliE#2 003-3088762 



#M 2002-298259 
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2 -?nn-4 h n- 1 H->f 5 (8 9. 4, 6 0 6 5'J^;v) 

(S) -4- (2-^W^fv7-Wf^) ^7v>-l-*H'> 
Ht e r t (119 4 6 6 5 (4 7 

5ml) fci§#U JtSbdtfGH-hVtfA (5 8. 7 g, 6 9 9 ^riPx. 
T6«FWin»««t^o KJ&ifc«:*EE*»U Stxf;i,fiail^o fflffi^ 

3/1) ctisu -^ H B a ^#fco -*iifc:r&iifc£fc;b^«JE$aftu a 
fe»5fcftfi*> (S) -4- [3- (2-^nn-4--hn^5r/-;v-l- 
^f;v) - 2 - 1 K n y - 2 - > f-^ y n t?;v] v>- l -7>;wK>^ t 
e r t --r^-^i^T"^ (84. 7 g, JR2£4 5%) £#£ 0 
[1 2 4 4] 
HJfefll 3 6 7 

(R) -4- [3- (2-^nn-4--fn/f<r/-;v-l-'f;v) -2- 
MYu*i/-2- *^-)V~7°u\£)V} t?^7^>- 1 -*;v**>gfet e r t -^f" 

Hi&Ml 8T?*B£Lfc (S) -2-^dd-1- ( 2 - ^ 2 v 9 

-4--hn^f = r/-^ (4 4 0mg, 2. 02^J^;V) „ Vf 
^yV-l-*W|t e r t-7f^f^ (4 1 4mg, 2. 2 25 
M'DMF (4ml) ^1^4: 5 5 - 6 0 t^CT 9 BfF^ti^L^o ^ 
£I^IfiCIL, 7X (2 4ml) SrJnx.. ff^^ (10ml) "e2ia#lffl 
Lfco ^ffifc^fr-^ 7X (20ml) -e 3 mmWik, l&fP^7X (10ml) 

is^^-r-^wLTnbti&m&zwMu ftt^*g B H B o (r) -4 

- [3- (2-7on-4--hD^5r/-;V-l-^l') -2-HKD^v 
-2-^WDt'^] v^- 1 -7>;l/^>^t e r t - 

( 6 6 2 m g. J]3^ 8 1 %) £#£ 0 
iH-NMR (CDC 1 3) 5ppm: 

mfIE# 2003-3088762 
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^-v: 579/ 



1. 15 (3H, s) , 1. 45 (9H, s), 2. 34 (1H, d, J = 13 
. 9Hz) , 2. 4 8-2. 6 7 (5H, m) , 3. 27 (1H, s) , 3. 4 
4 (4H, t, J = 4. 4Hz) , 3. 99 (2H, s) , 8. 04 (1H, s 

) o 

[1 2 4 5] 

2-PUU-4-- Yu- l H--T 5 yV-fr'&XP (R) -4- 
-2-t + y7-Wf^) ^7y>-l-*H*>|t e r t -7*f;vx^ 
x^fcfflv*, ^»!I3 6 6 iilWMttcLT. 6 8 ^fcfrtofcfMiLfco 

[1 2 4 6] 

mmm 3 6 8 

(R) -4- [3- (2 - ^ nn- 4 - — h n>f 3 ?V*-)V- l ->f - 2 - 
t: -^Wnt!^ tf^^y>- 1 -*^jK^Kt e r t 

;v^x-r;v (mMM3 6 7 <^fc^OSiJ^Jft&) 
6-fe»5fceH, ^2 0% o 
[1 2 4 7] 
^Sifcfll 3 6 9 

(S) -1- (2-^nn-4--fn^fy-jl/-l-^V) -2-^;V 
-3- [4- (4-b'j7^tn^ b^i/7x^;i/) e^^^>-i-^f;v] r 

(S) -1- (2-^f;V-2-t^ry7-^^fJV) -4- (4-h'j7;V 
tn>b^y7x-^) fc?-^7V> (0. 43g, 1. 3 £0*2- 
^nn-4-^-hn-iH — f 5^V-;i/ (o. 22 g, 1. 5 15 © 
T-t h - H; ;i/ (4ml) JSiSifcfc^afctafc?- h'JvA (0. 1 7 g . 2. 06 

^inx> 9i^iwira«fea«u^o su&mzttiiux.. ^m^^x-nm 

^7>f- (n-^^-9-^/@im^^>'V=3/ / l) £J: 0#»*U t«fefl&lfl& 
O (S) -1- (2-^nn-4--hn^^/-;v-i-^;i/) - 2 -^f- 
/u-3- [4- (4-h 1 J7;i/tn^>4rv7x-;v) t?^9S>>- l ->f;i/] 
7 p n^>-2-^~;U (0. 2 0g, JR^3 1%) *#fc 0 
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1H-NMR (CDC 1 3) appml 

1. 18 (3H, s), 2. 41 (1 H, d, J = 13. 8 Hz) , 2. 56 ( 
1H, d, J = l 3. 8 Hz) , 2. 67-2. 80 (2H, m) , 2. 85- 

2. 96 (2H, m) , 3. 13-3. 25 (4H, m) , 4. 03 (2H, s 
) , 6. 8 3-6. 9 3 (2 H, m) , 7. 07-7. 17 (2H, m) , 8. 
0 7 (1 H, s) o 

[1 2 4 8] 

mtm 3 7 0 

(S) -1- (2-^nn-4--hn/f5fv*-;v-l-^v) -2-*?-;v 
-3- [4- (4-^D07x-;v) fc?^v?>- 1 >U] 7 p n/N'>-2-^- 

#Sifc0gl 2"?«jfiL;fc (R) -2-^nn-i - (2-^f;i/-2-t^>7 
-;v>f;v) -4--fn^f^v-;v (2 0g, 9 1. 9 5 *)V) RV? l - 

(4-^nn7x^) tf^7v> (2 0. 8 g> 0. 11^) ^DMF (2 
00ml) KJnx.. 7 0- 7 5tt:t5Bfra#L^ o RJSiKfc^iBKKU 

(I^fV>/ftfxf;l/=20/l) ia»)iiu ftfer 
^;V77^<^ (S) -1- (2-^nn-4--hn>f $r/-^-l-^f;v) 
-2-^f-;v-3- [4- (4-^dd7x-;v) v>- 1 ->f ;v] 7°n 

/n*>--2 (3 3. 0 g> 11X^8 7%) £#/c 0 
iH-NMR (CDC 1 3) Jppml 

1. 53 (3H, s) , 2. 42 ( 1 H, d, J = 13. 9Hz), 2. 55 ( 
1H, d, J = 13. 9Hz), 2. 67-2. 76 (2 H, m) , 2. 8 1- 

2. 90 (2H, m) , 3. 13-3. 17 (4H, m) , 3. 43 (1H, s 
) , 4. 03 (2H, s), 6. 78-6. 85 (2 H, m) , 7. 16-7. 
2 3 (2 H, m) , 8. 0 6 (1 H, s) 0 

[1 2 4 9] 
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1 -Hifc«3 8 4<7)^tJ^M^tL7t< 
[1 2 5 0] 





R 


(%) 


*H NMR (CDCI3) 6 


371 


4-CF 3 


82 


1.18(3H, s), 2.4l(lH, d, J=13.9Hz), 2.56QH, d, 
J=13.9Hz), 2.68-2.79(2H, m), 2.82-2.9l(2H, m), 3.26- 
3.31(5H, m), 4.03(2H, s), 6.9l(2H, d, J=8.7Hz), 7.49<2H, 
d, J=8.7Hz), 8.06<1H, s). 


372 


4-H 


92 


1.17(3H, s), 2.40(lH, d, J=13.9Hz), 2.55(1H, d, 
J=13.9Hz), 2.69-2.78(2H, m), 2.83-2.9l(2H, m), 3.18- 
3.22(4H, m), 3.42(lH, s), 4.0l(2H, s), 6.85 6.93(3H, m), 
7.24-7.3l(2H. m), 8.06(lH, s). 


373 


4-F 


43 


1.16(3H, s), 2.4K1H, d, J=13.9Hz), 2.55(lH, d, 
J=13.9Hz), 2.69*2.77(2H, m), 2.82-2.9l(2H, m), 3.10- 
3.14(4H, m), 3.41(1H, s), 4.0l(2H, s), 6.83-7.00(4H, m), 
8.06(lH, s). 








1.15(3H, s), 2.42(1H, d, J=13.9Hz), 2.55(1H, d, 
J=13.9Hz), 2.69-2.78(2H, m), 2.82-2.9l(2H, m), 3.07- 
3.1l(4H, m), 3.77(3H, s), 4.02(2H, s), 6.81-6.9l(4H, m), 
8.07(1H, s). 


375 


4COOEt 


100 


1.17(3H, s), 1.37(3H, t, J=7.1Hz), 2.42(lH, d, J=13.9Hz), 
2.55(1H, d, J=13.9Hz), 2.68-2. 76(2H, m), 2.81-2.89(2H, 
m), 3.31-3.35(4H, m), 3.40(1H, s), 4.04t2H, s;, 4.ddUrl,q, 
J=7.1Hz), 6.83-6.87(2H, m), 7.90-7.95(2H, m), 8.06(lH, 
s). 


376 


4-Me 


86 


1.15(3H, s), 2.27(3H, s), 2.41(1H, d, J=13.9Hz), 2.55(1H, 
d, J=13.9Hz), 2.68-2.77(2H > m), 2.82-2.90 
(2H, m), 3.12-3.16(4H, m), 3.47(lH, s), 4.0l(2H, s), 6.81- 
6.85(2H, m), 7.06-7. 09(2H, m), 8.06(lH, s). 


377 


4-CN 


99 


1.18(3H, s), 2.43UH, d, J=13.9Hz), 2.56(lH, d, 
J=13.9Hz), 2.66-2.75(2H, m), 2.81-2.90(2H, m), 3.31- 
3.35(4H, m), 3.5l(lH, s), 4.03(lH, d, J=14.3Hz), 4.09(1H, 
d, J=14.3Hz), 6.82-6.88(2H, m), 7.46-7.52(2H, m), 
8.07<1H, s). 


378 


3,4-di-Cl 


99 


1.17(3H, s), 2.4K1H, d, J=13.9Hz), 2.55(lH, d, 
J=13.9Hz), 2.68-2.76(2H, m), 2.80-2.89(2H, m), 3.15- 
3.19(4H, m), 3.40(1H, s), 4.03(2H, s), 6.72<1H, dd, J=8.9, 
2.9Hz), 6.94(1H, d, J=2.9Hz), 7.28(1H, d, J=8.9Hz), 
8.05(lH, s). 


379 


3-CF 3 


99 


1.17(3H, a), 2.42UH, d, J=13.9Hz), 2.56(lH, d, 
J=13.9Hz), 2.69-2.78(2H, m), 2.83-2.93(2H, m), 3.22- 
3.27(4H, m), 3.36UH, s), 4.03(2H, s), 7.03-7.1l(3H, m), 
7.32-7.39(lH, m), 8.06(lH. s). 



[12 5 1] 
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^-v: 582/ 



[*5] 



380 


2-CF 3 


99 


1 1 fi^TT 9 AJYlTT A .T=l zt OTT^ 2fJ7(lH d 

1.1DVOX1, S/, .£.*t*±Vl£l, CI, eJ — J.*fc.WX3.A/, a.U ti, 

J=14.0Hz), 2.67-2.78(2H, m), 2.81-2.9l(2H, m), 2.93- 
2.96(4H, m), 3.8l(lH, s), 4.05(2H, s), 7.21-7. 27(1H, m), 
7.35-7.39(lH, m), 7.50-7.57(lH, m), 7.60-7.64(lH, m), 
8 ll(lH s). 


381 


4-CI-3-CF3 


99 


1.18(3H, s), 2.42(1H, d, J=13.9Hz), 2.56(1H, d, 
J=13.9Hz), 2.68-2.77(2H, m), 2.83-2.92(2H, m), 3.19- 
3.24(4H, m), 3.40(lH, s), 4.04(2H, s), 6.95<1H, dd, J=8.9, 

8.06(111, s). 


382 


4COO t Bu 


99 


1.17(3H, s), 1.57(9H, s), 2.42(lH, d, J=13.9Hz), 2.55(1H, 
d, J=13.9Hz), 2.67-2.76(2H, m), 2.81-2.90(2H, m), 3.29- 
3.33(4H, m), 3.5l(lH, s), 4.04(2H, s), 6.84(2H, d, 
J=9.0Hz), 7.87(2H. d, J=9.0Hz), 8.07(lH, s). 


383 


2-F 


99 


1.16(3H, s), 2.42(1H, d, J=13.9Hz), 2.57(lH, d, 
J=13.9Hz), 2.71-2.80(2H, m), 2.85-2.96(2H, m), 3.10- 
3.14(4H, m), 3.56(1H, s), 4.02(2H, s), 6.91-7. 10(4H, m), 
8.07(1H, s). 


384 


4-NMe 2 


82 


1.14(3H, s), 2.40(1H, d, J=13.9Hz), 2.54(1H, d, 
J=13.9Hz), 2.70-2.77(2H, m), 2.81"2.9l(8H, m), 3.05- 
3.09(4H, m), 3.66(lH, s), 4.0l(2H, s), 6.72-6.76(2H, m), 
6.86-6.9l(2H, m), 8.07(lH, s). 



[ 1 2 5 2] 

ttJBi-2>m$&wM*m^ mmm3 1 o tmm~Lx^ mmm3 8 sRtfm-m 

[1 2 5 3] 

mMM 3 8 5 

(S) -1- (2 h n^r 5 l — i )V) -2-**}-)V 

-3- [4- (4-tf'Jv;v) tf^^v>- i -4 ;v] •7us*y-2-*-)i' 
J|» 1 0 0 % 

iH-NMR (CDC 1 3) £ppml 

1. 18 (3H, s), 2. 44 (1H, d, J = 13. 9Hz), 2. 56 ( 
1H, d, J = 13. 9Hz), 2. 63-2. 73 (2 H, m) , 2. 77- 

2. 91 (2 H, m) , 3. 31-3. 35 (4H, m), 3. 54 (1H, s 
) , 4. 03-4. 12 (2H, m) , 6. 6 3 - 6. 6 6 (2 H, m) , 8. 
09 (1H, s) , 8. 2 3- 8. 2 7 (2 H, m) 0 

[1 2 5 4] 
3 8 6 

ffifiEJft 2003-3088762 
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<*-i? I 583/ 



(S) -1- (2-^nn-4--fo.^r/-^-l-^i/) -2-*<f-)l> 
-3- [4- (3-Vfi;v;V) fcf^9^>- 1 7 , n;^-2-t-^ 
JR^ 8 1 % 

1H-NMR (CDC 1 3) Jppm: 

1. 17 (3H, s), 2. 44 (1H, d, J = 13. 9Hz), 2. 57 ( 
1H, d, J = 13. 9Hz), 2. 67-2. 79 (2 H, m), 2. 84- 

2. 9 3 (2H, m) , 3. 2 0-3. 2 5 (4H, m) , 3. 85 (1H, b 
s) , 4. 06 (2H, s) , 7. 16-7. 19 (2H, m) , 8. 07-8 
. 11 (2H, m) , 8. 2 6-8. 2 8 (1 H, m) 0 

[1 2 5 5] 

^»!!9tr^L7^ (R) -2-^nn-4--hn-l- (2-**^?=- 
A 5 ^v*-;i/£fflv\ m»U3 7 0 fcl^ftat, mMW3 8 7-^ 

[1 2 5 6] 

«$J3 8 7 

(S) -1- (2-^nn-4--hn-^f5^/-;v-l — f;v) -3- [4 

- (4 -y )VHrw7 *.~)\<) 1 — >f ;v] :/n/\°>- 2 — ;u 
iRsp 8 6 % 

1H-NMR (CDC 1 3) appml 

2. 2 7- 2. 3 6 (1 H, ra) , 2. 4 9-2. 6 3 (3 H, m) , 2. 78 
-2. 88 (2 H, m) , 2. 97-3. 18 (4H, m), 3.74 (1H, 
br) , 3. 9 6 -4. 0 8 (2 H, m) , 4. 18-4. 24 (1H, m) , 
6. 84-7. 01 (4H, m) , 8. 02 (1H, s) 0 
[1 2 5 7] 

%mns 8 8 

(S) -1- (2 -^no-4 Yu-j = ?V-)V- 1 -4 -3- [4 

- (4-H)7iVtn^f)V7x-;v) v*>- 1 — f ^] 7 p n/\">'-2- 

W$ 4 9 % 
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584/ 



1H-NMR (CDC 1 3) £ppm: 

2. 27-2. 36 (1 H, m) , 2. 49-2. 63 (3 H, m), 2. 78 
-2. 87 (2H, m) , 3. 28-3. 31 (4H, m) , 3. 62 (1H, 
b r) , 3. 95-4. 11 (2H, m) , 4. 19-4. 25 (1H, m) , 
6. 92 (2H, d, J = 8. 6Hz), 7. 49 (2H, d, J=8. 6Hz 
) , 8. 0 2 (1 H, s) o 
[ 1 2 5 8] 

mmm 3 8 9 

(S) -1- (2-*nn-4--hn->f S^v*-;i/- -3- [4 

- (4-v7/7x^V) fcf^v^- 1 -^T;v] 7°n/\°>- 2 
1 0 0 % 

iH-NMR (CDC 1 3) Jppm: 

2. 2 8-2. 3 7 (1 H, m) , 2. 4 9 -2. 6 3 (3H, m) , 2. 76 
-2. 85 (2H, m) , 3. 2 8-3. 3 6 (4H, m) , 3. 58 (1H, 
br) , 3. 96-4. 12 (2H, m) , 4. 19-4. 25 (1H, m) , 
6. 87 (2H, d, J = 8. 9Hz) , 7. 51 (2H, d, J = 8. 9Hz 
) , 8. 0 1 (1 H, s) o 
[ 1 2 5 9] 

nikm s 9 0 

(S) -4- [3- (2-^nn-4--^n^^y-^-l-^f;V) -2- 
t: KnJrv-2-^5 L ;V'7 0 ne;v] ^7-/>- l-*jv**>i4- > 7 )V^r 

IfdfeMl 2-eM^L£ (R) -2-^nn-l - (2 2 -t^rV7 

-JMf;v) -4--hn^^V'-^ (15g, 6 8. 9 3 ^J^^) 
^7'>'>-l -#;V*'>St4- h V y)V*U* f^y^Vy^x^jjl/ (2 5. 
17g, 8 2. 7 2 5 i ;^rA') h&DMF75ml«f, 6 5 - 7 0 tCt 2 0 Bf 
P^^l^o M^m^KMU S^m^-^^1 5 0m 1&IF7R4 7 5ml + K 

^bfco MfcTkJBJ: UftBl^^l 5 0mn:i WHJUo 
-£-;b-£, 7K4 0 0 m UC J: 0 3 E^^> f&fa^i&Tk lOOmUCiU ifeif* U 
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^-v: 585/ 



*y'J *^*7A^n7f^97^ m-W.*-^)^/ n-^**yy= 1/2) 
Ici^ffiMU fL&*j)\/(D (S) -4- [3- (2-^nn-4-^hn-f 5 
1 -2-t:KD^y-2-^f;V7°nejv] b^vv^-l 

-*;V*'>f4 - b 'j7Hn^ h ^y^>yjVx^f^ (2 9. 9 8g, JR^ 
8 3%) *i/: 0 

1H-NMR (CDC 1 3) Jppm! 

1. 15 (3H, s), 2. 36 (1 H, d, J = 14. 0Hz), 2. 42- 

2. 75 (5H, m) , 3. 18 (1H, s) , 3. 4 2 -3. 5 8 (4 H, m 
) , 4. 00 (2H, s) , 5. 12 (2H,. s) , 7. 21 (2H, d, J = 
8. 6Hz) , 7. 38 (2H, d, J = 8. 6Hz), 8. 03 (1H, s) 

O 

[1 2 6 0] 

H»!I3 9 1 

(S) -4- [3- (2-^nn-4--hn^ 1 --f ;v) -2- 

£ Kn^v- 2 -^-f-^n v >- 1 - # ^^>Bfc3 - (4-h'J 

^»!I121?M^L^ (R) -2-^nn-l - ( 2 - ^)V- 2 -:t*->7 
xjV^fJk) -4--fn^>r/-;V (4. 2 4g, 19. S 
O^tf^^v^- 1 -*^*'>i3 - (4-PJ7;vtn^f;u7x^;v) -2- 
yn^-;i,jn.^x;l/ (6. 73 g, 21. 4H V £DMF 2 1 m 1 *K 

5 0- 5 5rtCT 2 4P#Hifc#Lfc 0 ^t^lSdl^ i®if^60ml 

#0^9 omi ftWLvtzo ^.Kimx *)wm*-f-^§ OmlCiOa 

tllUco WHWafc-frfc-^ *9 0mn:J:i5 3@*jlt> SkfD:fei&7}t6 OmlC 

lUo »3e* v «; * y^* 7A^n7^77^ (ffiBiJ.f-^/ n -^-9- 

1/1) KiDflMftU «L*-f;KZ) (S) -4- [3- (2-^nn-4 
--fn/f 5^/-;v-i-/f;v) -2 -fc Kn^y-2 - ^;v-7°n t£;i/] tf 
^7yv-l-*;wf>|3- (4->'J7^n^Wx-^) -2-7*d 
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586/ 



^-JVi^rJV (9. 2 9 g. ]R^9 0%) *#fco 
iH-NMR (CDC 1 3) £ppm: 

1. 16 (3H, s) , 2. 36(1H, d, J = 1 4. 0Hz), 2. 43- 

2. 76 (5H, m) , 3. 17 (1H, s) , 3. 4 8-3. 6 7 (4H, m 
), 4. 00 (2H, s) , 4. 78 (2H, dd, J = l. OHz, 6. 1H 
z) , 6. 33-6. 48 (1 H, m) , 6. 66 (1H, d, J = 1 5. 9H 
z) , 7. 48 (2H, d, J = 8. 3Hz) , 7. 58 (2H, d, J = 8. 
3 Hz) , 8. 0 4 (1 H, s) o 

[12 6 1] 

ttfc-?2>m§&wM*m*<\ mmm3 9 1 tmrn^Lx, mmms 9 2<Dit&m 

[1 2 6 2] 

HWJ3 9 2 

(S) -4- [3- (2-^Dn-4--hO/f5r/-;V-l-f;>) -2- 
t:Kn^y-2-^f;V/nii>] ^7v>-l-*^f>t3- (4-hV 

1H-NMR (CDC 1 3) Sppm: 

1. 15 (3H, s), 2. 36 (1 H, d, J = 1 3. 9Hz), 2. 51 ( 
1 H, d, J = 13. 9Hz), 2. 48-2. 63 (2H, m) , 2. 63- 

2. 78 (2H, m) , 3. 17 (1H, s), 3. 39-3. 63 (4 H, m 
), 4. 00 (2H, s) , 4. 75 (2H, dd, J = l. 1Hz, 6. 3H 
z) , 6. 28 (1H, dt, J=6. 3Hz, 15. 9Hz), 6. 62 (1 
H, d, J = 15. 9Hz) , 7. 15-7. 18 (2H, m) , 7. 38-7 
. 4 2 (2 H, m) , 8. 0 3 (1 H, s) o 

[1 2 6 3] 
$mffl 3 9 3 

(S) -4- (2-^f;v-6-->n-2, [ 2 , 1 - 

b] ^-^•9-y-;v-2-^;v^^;v) kV7^>-i-^;^>it e r t- 1 / 
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mnW3 6 5T?*H6Lfc (S) -4- [3- ( 2 n n- 4 -~ h n-f 5 V 
)V) -2-H Fn^v-2-^^^7°ntf;i/] 

*^f>|tert-WxX7;V (10. 2 5g^ 2 5. 4 5 V ■t/l') &D 
MF (3 0ml) IC^HU TK^T^TTK^fb^- h 'J (1. 12g, 2 7. 
9^;^) £*n;L, PSJgTKT2B#P«#L*:o M»cS£m^^ (10 
ml) (7 0ml) fcflPx.. Wtti1-^)|^ B H H ^MlK U frffiLfz 0 

^f^Ji^;!/ (7 0ml) ^^JILT, UM^^^<T> (S) -4- ( 
2-^f;l/-6--ha-2, 3-ytKn^5fy [2, 1 - b ] -^V*- 

;v- 2 \£^7-jy-i--fifl/7$^W.t e r t-^;v^^7";v ( 

6. 6 2 g, Ij»7 1 %) £#£ 0 

> 9 9 . 5 % e e 
[«]D 27= - 2 0. 9 5 3° (afeRlO. 4 9 2, CHCI3) 
1H-NMR (CDC 1 3) 5ppm: 

1. 44 (9H, s) , 1. 62 (3H, s) , 2. 4 5-2. 6 6 (5H, m 
), 2. 87 (1H, d, J = 14. 9Hz), 3. 29 (4H, br), 3. 
92 (1H, d, J = 9. 7Hz) , 4. 30 (1H, d, J = 9. 7Hz), 

7. 5 3 (1 H, s) o 

[1 2 6 4] 

mm\ 394 

(S) -4- (6--hn-2, 3-/bKn^^v* [2, 1-b] 
-;v-2 -^;v^^;v) tf^^^>- 1 -%)i>#>M t e r t-7^;v^^x;v 

HMM 3 6 3 "trlSBt L tz (S) -4- [3- ( 2 - * n n - 4 h n j $ V 

e r t -y^;v^7.T-;i^ (1 1 g, 28. 225 'J £J!v^ HJfeM 3 9 3 

tmrn^m^^^o, $km&®jfc$k&<D (s) -a- (6--fo-2, 3-v 

tKa^^r/ [2, l-b] tf-*-9-V-/i/- 2 -^;v^^;v) 

e r t-yf^r^ (7. 5 g, iRsp7 5%) *%tz 0 
it^m.& 9 6. 6 % e e 

fcBSE# 2003-3088762 
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[ a ] d 22 =~ 11. 9 1° (*« : 1 • 016, CHC1 3 ) 
1H-NMR (CDC 1 3) Sppml 

1. 45 (9H, s) , 2. 4 9- 2. 5 9 (4H, m) , 2. 85 (2H, d 
, J = 5. 2 H z) , 3. 33-3. 44 (4H, m) , 4. 19 ( 1 H, dd 
, J = 6. 9Hz, 10. 2Hz) , 4. 35 (1H, d d, J=6. 9Hz, 
10. 2 H z) , 5. 36-5. 49 (1 H, m) , 7. 55 (1H, s) e 
[ 1 2 6 5] 

mnm 395 

(R) -4- (6--hn-2, 3-S>fcKn>f [2, 1-b] fr^Mf-V 

2 -^T;v^^;v) fcf^v vV- 1 -fl^^Ht e r t -y^fr^XTfr 

nmms 6 4-?mmLtz (R) -4- [3- (2-*nn-4--hn>fS^ 
1 -4/10 -2 -fc Kn + v7"ntf;v] tf^v 1 -*;v**>gfe t 
ert-yfraf;V (6. 43g, 16. 4 9^J^V) ^1, 4-v*^r 
t>3 5ml tC#»U TK^T^TTK^bf-hV^A (7 3 0mg, 18. 2 5 

x (R) -4- (6 h n- 2, 3-^Kn>f§r/[2, 1- 

b] ***yv-fr-2 — t nV7V^-l-*^^tert-7 
f;vx^r^ (1. 2 3 g, IR5P2 1%) £#£ 0 
3fe¥*6SE > 9 9 % e e 

[a] D 27= 1 1. 6 3 5° (mm : 1. 004, CHC1 3 ) 
1H-NMR (CDC 1 3) £ppm: 

1. 45 (9H, s) , 2. 50-2. 61 (4H, m) , 2. 85 (2H, d 
, J = 5. 3Hz), 3. 31-3. 50 (4H, m), 4. 18 (1H, dd 
, J = 6. 9Hz, 10. 2Hz), 4. 35 (1H, dd, J=8. 4Hz, 
10. 2Hz), 5. 35-5. 50 (1 H, m) , 7. 55 (1H, s) o 

£B!iE# 2003-3088762 
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[1 2 6 6] 

mmm 3 9 6 

(R) -4- (2-^f;v-6--fn-2, .3-yt Kn^ = $ry [2, 1- 
b] t^t'/-^- 2 ^7'/>-l-*H7it e r t -~f 

mnm3 e s-em&Lit (r) - a- [3- (2-^D-4--fo^^ 

V-;v-l-^f;v) -2-HKn^y-2-^f;vynt:jv] fcf^v^-l- 
*H*>|tert-rW77Jl/ (3 7 6mg> 0. 9 3^^^) £1, 
A-V^r^^ (10ml) iZ^M U 7K^T^T7X^b^- h U * A (4 5mg 
, 1. 12^J*;v) £#n;U IfiTi:t3 0^im 2 4 ^r«^il»iLL^ 

o m^m^kiiu ma±TKx-mMLtz 0 mmz^^^nx.. 
r j th>=3/i) Kx^ommL, m&&im&<D (r) -a- (2-*^;v- 

6-->n-2, 3-ytKn^f^v* [2, 1 - b] ^-^V-^- 2 ;w 
^^-;V) ^7'7>-l-*;V**>^t e r t-7f^f;v (2 3 9mg, 
WM7 0%) ^r#^o 
it^mm 9 9. 2 % e e 

[ a ] D 27= 2 1. 0 7 3° (^jg : 0 . 522, CHCI3) 
!H-NMR (CDC 1 3) Sppm: 

1. 45 (9H, s) , 1. 61 (3H, s) , 2. 4 5-2. 6 4 (5 H, m 
), 2. 87 (1H, d, J = 14. 9Hz), 3. 29 (4H, br), 3. 
92 (1H, d, J = 9. 7Hz) , 4. 33 (1H, d, J = 9. 7Hz) , 
7. 5 2 (1 H, s) o 
[1 2 6 7] 

mmm 397 

(S) - 2- [4- (4->'j7;l/*n^ h^ry7x-;U) S J>- 1 -4 

-2-^f;v-6--Fa-2, 3 - 9 J\z Kn* S W [2 , 1-b 
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mMM3 6 9X~Mi£L?z (S) -1- (2-^nn-4--hn^f<r/Hl/ 
-2-^^;v-3- [4- (4 - MJ *7;v^-n^ >^r->-7^ — 
E°^^^>- 1 -^f;v] yn;r/- 2 (5. 8 5 g, 12. 6 15^ 
;v) OTHF (15 0ml) ^t^K^T, TM^fci" h'J^A (0 7 6 g, 18 

- (n-^^-9->'/I^J-^^= 1/1) KXVmML, 4 V ~fus*; - )Ufr h 
Mil, ttfeif^ (S) -2- [4- (4-h , J7;Vtn^b^y7x- 
;v) t: 0 ^^ l ^f;v-2-^f;i/-6-^fn-2, 
n^5*V [2, 1-b] ^^-9-y*-;l/ (2. 5 8g, H$4 8%) £#fc 0 
Tfe^E 9 9 . 8 % e e 

[ a ] i)26= 8 . 8 0° (mm : 1 • 000, CHC1 3 ) 
1H& 1 2 9 - 1 3 0°Co 
[1 2 6 8] 
H«!J3 9 8 

(S) - 2- [4- (4-^nn7x^l/) if ^9 S J>- 1 ->f ^] -2 
-^f-ZU- 6--hn-2, [2, 1 - b] jj-^V-A' 

^Ii3 7 0T«l/: (S) -1- (2-^nn-4-->n/f5r/-^ 
-l-^f;v) -2-^;v-3- [4- (4-^no7i-^) tf^v>-i 
->f;V] 7"n;r/-2-t-;V (3 3. 0 g, 7 9. 7^';^e;W) £DMF (3 
0 0ml) Lfco - (D^WL^^Timit-r >V7A (3. 7g> 91. 

&*tfe»3fc<&tt*#* 2 3. 2 g#7t 0 dtLfcpmK^ li^L^tW ( 
5 0 g) £:-£-*H±\ y'J*^*7A^ny^77^ Catffc*?-l'>/M* 
xf;i/=5 0/l) t:ii)im •JiBMI'ft&frv* 
, S-feJ&^o (S) -2- [4- (4-^nn7x^) fc?^ l ;v 
- 2-^f;v-6--hn-2, 3 K*>f 5 *V [2, 1-b] 
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* (4 5 g, JR2g9 0%) fcftfco 
MS 4 11 (M + ) 
yt^mm 9 9. 6 % e e 

[«] D 22 =~l 0. 2 0° («jk:o. 5, CHC1 3 ) 
Ml^L 2 18-2 19. 
[1 2 6 9] 

ttJfo^*ffi§&110ft£JBv\ H»fl3 9 8 t|i!It:LT, MMM 3 9 9 ~H«!l 
4 0 3 ©f&fr»«:»B6L/So 
[1 2 7 0] 
3 9 9 

(s) -2- [4- (4-7^n7i-^) tf^^v>- 1 —< - 
6--hn-2, 3-yK Yu4 ^ W [2 , 1-b] *-^MJ-*/-/l' 
t$4 2%, [a] d 28 =2. 10° (iftJKlO. 5, CHCI3) 
Jttjft 178. 5-179. 5°Co 
[12 7 1] 

HJ&tfH 0 0 

(S) -2- [4- O-fcf'JvW k>7y>-l-^V^f^] -2-ff- 
;i/-6--M3-2, 3-yl:Kn/f^r/ [2, 1 - b] *3MJ-V-/l/ 
jggg 42%, 145-147. 7 *Co 

[1 2 7 2] 

mmm 4 0 1 

(S) -2- [4- (4 - fc? 1 ; z?)V) ys^jyy- 1 --f 

6 fn-2, 3-^Kn>f5r/ [2, 1 - b] Hr^^/-J^ 
W¥ 3 % 

1H-NMR (CDC 1 3) 5ppm: 

1. 65 (3H, s) , 2. 62 (1H, d , J = 1 4. 8Hz), 2. 64- 

2. 71 (2H, m) , 2. 7 9 - 2. 8 9 (2 H, m) , 2. 92 (1H, d 
, J = 1 4. 8 Hz) , 3. 15-3. 30 (4 H, m) , 3. 95 (1H, d 
, J = 9. 7 Hz) , 4. 33 (1H, d, J =9. 7 Hz) , 
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6. 60 (2H, d, J = 6. 2Hz) , 7. 53 (1H, s) , 8. 26 (2 
H, d, J = 6. 2Hz) o 
[1 2 7 3] 
t»J4 0 2 

(S) -2- [4- (4-f'J7;vtn^fjV7x-^) \£s<?isy- i -^f;i/ 
- 6 -~ h n- 2 , [2, 1-b] ^^r^V"-^ 

ffikj^C 1 7 5. 8- 1 7 6. 6t 0 
[1 2 7 4] 

%mm 403 

(S) -2- [4- (4-v7;7x-;v) l ->f -6 

-- h n- 2 , 3-ytKn^f5r/ [2, 1 - b] 
St£ 2 11-211.5 °C 0 
[ 1 2 7 5] 
4 0 4 

(S) -2- [4- (4-^nn7x-jV) v>- 1 -4 fr* f-^] -6 

hn-2, 3-^'tKn^^7 [2, 1 - b] tf**:/-/^** 
1 - (4-^nn7x-;V) \£^~jy -r^f^ (1. 3 1 g. 4. 8 6 5 

^tf';7ACJ;rigjiUcE ittLfc, ill^«J±tlL, 1- (4-* 
no7x-;v) tf^v^&fffco 
[1 2 7 6] 

&K±fB^#t>*L*: 1 - (4-^nn7iijv) v > b$SMM 9 

Lfc (R) -2-7DO-1- (2 —fr**J-)V) -4--bn^'^ 
(7 6 3mg, 3. 7 5^n^) fc&DMF (5ml) 7 0 t ClCT 
6l*WiK#L^o KJ£»«r*^U 7K*^>U^A (2 19mg, 5. 4 85 

) -2- [4- (4-7nn7i^) tf^9 5» — 1 - 4 ^ f-^] — 6— — 
hn-2, [2, l-'b] t^rtv*-^ (2 5 0mg, JR 
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m 1 8 %) *ntz 0 

m& 183-183. 5 to 
[1 2 7 7] 
H#fe#!l 4 0 5 

(S) -4- (2-^f;v-6--fn-2, 3-yHKD^r/[2, 1- 
b] ^-^*9- % /-;v-2 -4 e^7^> - l - *;wf - f ^ 7;v 

mmms 9 O^UmLtz (S) -4- [3- (2-^nn-4--hn^^ 
V*-;u- 1 ->f ;v) - 2 -fc Kn^r->- 2 —tf-fr-fu tf;v] tf^^v>-l- 
4-HJ7Wn^ Ky^yy^riV (4. 3g> 8. 245 

U ^e;v) * D M f (13ml) izfem U 4 1; £ L ^ D £ KTfciHb 

-hhV-y-A (4 3 0mg, 10. £2Hlx.> W«JKT*cr 2 «fW«^ 

LTto KS^^m^-^^ (4. 3ml) x 7jc (30ml) <Dtii\ZMiL* 3 0 ft 

/lofrfcjSttftU SEfc'f v t^d tf;i/7;^~;i/^e.ffSitS i 1 1: J: *K fife 
»5fc&H<Z> (S) -4- (2-^f;i/-6-xfn-2, 3-ytKn^^v" 
[2, l-b] ^^r^V-;u- 2 -4 ;v^^;v) ^9^>-l-*WK4 
-f'j7;vtn^f^y^yy>x^f;v (3. 1 5 g> JR^7 9%) %%fz 0 
m& 139. 5-140. 5 °C 

yt^mm > 9 9 . 5 % e e 

[a] i)27=l 8. 04° («JS:l. 0 2 0, CHCI3) 
1H-NMR (CDC 1 3) tfppm: 

1. 60 (3H, s) , 2. 3 9-2. 7 5 (5 H, m) , 2. 87 (1H, d 
, J = 14. 9Hz) , 3. 14-3. 56 (4H, m) , 3. 93 (1H, d 
, 9. 7Hz) , 4. 29 (1H, d, J = 9. 7Hz) , 5. 10 (2H, s 
) , 7. 19 (2H, d, J=8. 6Hz) , 7. 36 (2H, d, J=8. 6 
Hz), 7. 5 4 (1 H, s) o 
[1 2 7 8] 
%1$m 4 0 6 
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(S) -4- (2-^f;V-6--hn-2, 3-ytKo^f$r/ [2, 1 - 

H»!)3 9 (S) -4- [3- (2-^nn-4--fn^^ 

v*-;i/-l-^;0 - 2 - 1 Kn^rv- 2 -p^f-^T'n tf;i^] fcf^v^-l- 
#;WK>^3- (4~YV7)VitU*^)\,-7 (13. 2 

g, 2 4. 8HV*;v) £DMF (40ml) U 4 tr?t4p L£ 0 

Tfc^b-fh'^A (1. 19g> 2 9. 7 8 5']^) ^^x., I^^T^T 1 

. 5mmmwLtz 0 Bu&mzmm^n> (nmi) „ tk (92ml) <DM^m 
v^77<f- (sm^^) cif)iiu «m^*f§ H H H o (s) -4- ( 

2-^f;v-6-^hn-2, [2, 1 - b ] ^^r^V- 

;v-2--f;vp<^;v) l -#;v*F>^3 - (4-f'J7;i/tn^f 

;i/7;t-;v) T'J^J-^t-^ (10. 1 7 g. 1R^8 3%) *%tz 0 
M * 1 3 2 - 1 3 3 "C 
^*<£Jg 9 9. 0 % e e 

U3d 27 =- 2 1. 7 3° (^:0. 8 6 6, CHC1 3 ) 
1H-NMR (CDC 1 3 ) 5ppm: 

1. 62 (3H, s) , 2. 4 8-2. 7 5 (5H, m) , 2. 88 (1H, d 
, J = 14. 9Hz), 3. 15-3. 57 (4H, m), 3. 94 (1H, d 
, J=9. 7Hz), 4. 29 (1H, d, J = 9. -7 Hz) , 4. 75 (2H 
, d, J = l. 15Hz, 6. 0Hz), 6. 29-6. 42 (1 H, m) , 6 
. 64 (1H, d, J = l 5. 9Hz) , 7. 47 (2H, d, J=8. 4Hz 
) , 7. 5 2 -7. 6 2 (3 H, m) o 
[1 2 7 9] 

ttfc-r&m^m-zm^, mmm* o 6 tmmzLx^ mmm4 o 

[1 2 8 0] 

mmm4 0 1 

ttliE#2 003-3088762 
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(S) -4- (2-^f^-6--fn-2, 3-yfcKn^f5r/[2, 1- 
b] **^/~-)V-2 — f n^^v) l -*;wf>®3 - (4-h 

Kj^ 6 0 - 6 1 *C 

[«] D 27 =~2 1. 88° (fltJ^IO. 7 8 6, CHC1 3 ) 
1H-NMR (CDC 1 3) Jppm: 

1. 54 (3H, s) , 2, 38-2. 71 (5H, m) , 2. 84 (1H, d 
, J = l 4. 9Hz) , 3. 13-3. 54 (4H, m), 3. 92 (1H, d 
, J=9. 7Hz) , 4. 29 (1H, d, J = 9. 7Hz), 4. 73 (2H 
, dd, J = l. 2Hz, 6. 2Hz), 6. 15-6. 33 (1H, m) , 6 
. 60 (1H, d, J = 16. 0Hz) , 7. 16 (2H, d, J = 8. 7Hz 
) , 7. 40 (2H, d, J=8. 7Hz) , 7. 53 (1H, s) o 
[12 8 1] 

mMm 408 

(S) -2-^f;V-6--hn-2- (t?^7 S J>- 1 -<{ ft* * <f-$/) -2, 
3 - Kn 4 5 *r-f [ 2 , 1 - b ] :* V- ;v • r&gfc&oSBt 

Hife^I3 9 3-e^Lfc (S) -4- (2-^f;v-6--fn-2, 3-v 
t Kn^f 5^7* [2, 1-b] **r*tV~-)\/-2-j )V**f-)V) \£^yV>-\ 
-*;Kf^tert-WxXr;V (1. 46g^ 3. 9 85V^) =Sr b 
1; 7A/*nftgft3 Oml fc»#U M*&T3 P#Rgif#L£o RJE&««:«ET«MS 

$££&*Kirax., rai@jST3 o^m^Lfco #rffi&*i#Ru m^m<d (s) 

-2->f;V-6--fn-2- (^7y>-l-^^f^) -2, 
tKn^f^V [2, 1 - b ] **-9- V-;u • Zliim^ ( 9 9 4 m g . JR^s 7 3 
%) 

!H-NMR (DMSO-d6) £ppm! 

1. 63 (3H, s) , 2. 8 0-3. 3 6 (6 H, m) , 4 . 1 1 (1H, d 
, J = l 1. 0Hz), 4. 25-4. 98 (5H, m) , 8. 15 (1H, s 
) , 9. 3 1 (2 H, b r) o 
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[1 2 8 2] 

nrnmA o 9 

(S) - 6 — — Yu-2- [4- (4 - h V 7^tn^fM>'^) S> 
>- 1 -^f;v^^;v-] -2, 3-S>fc Kn-f 3 *V [2, 1-b] ^^v*-^ 

«fc«3 9 41?«6L3t (S) -4- (6--hn-2, 3-^Kn^f§r 

V [2, l-b] ^-#^v*-;v- 2 tf^v* >- l 
tert-rWW (lOOmg, 0. 2 Wf'J7;^n 

(2ml) OS^*^jaTl=T3WFWaWUfeo Rje«t«r«£ETHT«MS 
U»Sf^fl^>5ml WU h'JxW5> (lml, 7. 17 

mlfcigJSSU 4 - h U 7JVtn^fM>X7W K (1 4 8mg, 0. 8 
5 , yT/F'JKKn.t^ltf'J^A (53 m g, 0. 8 5 S V ■=& 

AO > I£@t (4 9/i K 0. 855 OJEKiJPx., MM.TKXI 8B#rati 

•>'J*m7A^n7b^77^ (tt'ft*"?-!' /l/= 1/1) K 
i^iHU (S) -6-->n-2- [4- (4-bV7^ 

*u *^-)l^o*J)V) tf^v^- l -^f;l/^^-;l/] -2, 3-yt Kn^f^f 

V [ 2 , 1 - b ] ( 5 3 m g , 6 %) 

1 4 9 - 1 5 0°Co 
[1 2 8 3] 
H»!I4 1 0 

(S) -2- [4- (4-fc*7x^'j;Mf;V) 1 -4 fistf-A'] 

- 6 h a- 2 , 3-vt: Kn>f 5 *V [2, 1 - b ] **^V-/KOSBt 
*»«I3 9 4-C*BtUfe (S) -4- (6--bn-2, 3-v^Kn^^ 

V [2, 1 -b] 2 -^;i/^f-;v) ^7y>-l-*^f>» 
tert-7*fMXf;v (7. 2g, 2 0. 2 6 , f»j7^tnft 
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»24mlRO f M>fl/> (72ml) Ofi^fctSilTCT 2 WfIWUB^L^ 

fjV7 5> (2 0ml, 1 4 3. 4 9 5 V ^e;V) ^rJnx.. Lfco *«IfSS:St 
ETt:tgiL, ^^?/-;v7 2mli:iiU 4-7x-m>Xt;v 
ftF ( 7 . 3 8 g , 4 0. 5 2 5'J *)V) , y7/MJt Kn * *gH- b'J^ 
A (3. 8 2 g , 60. 7 8 ^^^) , (3. 48ml, 60. 7 8 5 'J 

*9 10/1) l?ffi*U M&nJzUiMiV (S) -2- [4- (4 

-If7x-'j^^f;v) 1 -^f -6--hn-2, 3- 

yHFn^f^y* [2, 1-b] Jr**tV-)V (5. 5 2 g, J|X^6 5%) £t# 

fee 

^jfjftE > 9 9 . 0 % e e 

[ a ] D 28=- 2 8. 2 6 1° (iftKlO. 0 4 6, DM SO) 
Hi £ 2 0 7 - 2 0 8 to 
[1 2 8 4] 
HW0 4 1 1 

(R) - 2- [4- (4-^7x-'j;M^) tf^v>- 1 ->f /I'**-/!/] 
_ 6 _ - b u- 2 , [2, 1 - b] *^V*-;V?>$^ 

^IW3 9 5t«U (R) -4- (6 h n- 2, 3 — Kn>f 5 ^ 
V* [2, l-b] 2 ->f /u^/iO ^7y> - l 

tert-7WXf;V (10 1. 5mg, 0. 2 9 Mh'^JV 
*ufm (2ml) 0»-fr«=S:MTtCT3«FMai^L/io RJS&ift«r3flETfcT 
ab»U ^SSr^b^^V^5m 1 £»#U fJiW^ (2ml, 14 

^5mli:j§iU 4 — "7 — > X7^f t K 156mg (0. 865 
V^e;W , yT/b'JtKn^^ith'J^A (53mg, 0. 8 4 
,1^(0. 05ml, 0. 875 (7)Jl|MHip£, ^i&T^T^«#L 
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*W7A^DVf^77^ (g^Sfejc^^) CilJilU e-fe^ft^o 
(R) -2- [4- (4 - \£y tf^7 l 

-6--hn-2, 3-S?fc Kn-f [2, 1-b] tW-JV (5 6m 

g> JR^4 6%) *»fc 0 

[a] d 28 = 2 8. 2 6 1° (mSt : 0. 0 4 6, DMS 0) o 
M & 224-225 °C 

[1 2 8 5] 

MM 4 1 2 

(R) -6--hn-2- [4- (4-HJ7^n^M>y)l/) e^9S> 
>- 1 --f;v^;v] -2, 3-ytFn^f<r/ [2, 1-b] 
J|«4 8 96. it* 14 1-14 3 °C 0 
[1 2 8 6] 

nmm 4 1 3 

(S) -2-^f;v-6--fn-2 - [4- (4' -F'J7;vtn^f;vtf7 
1- ;v-4 — >f if ^9 W- 1 ->f -2, 3-yiiKn/f 
[2, i-b] t^tv*-;v^)ljg 

mMW3 9 3T*S£jgL£: (S) -4- ( 2 6 h n- 2 , 3-v* 
tKo/f^r/ [2, 1-b] ^-^r^V-;l/-2 tf^v^-l 
-*^r/ltert-7fJVx^t;V (1. 7g, 4. „ h'J7 

^^nffiflfc (10ml) RX?mt*?-l'> (3 0ml) 0?^i^ISTi:t3 
WFlW»^t7to RJfcfc**BETfcTift»U ^£^*/-^3 0ml tc»»t 
^ 4' — h U 7JVtn^f ;Hf7x-;v- 4 — ^;V5KT^T*t K (2. 3 g. 9 
.19 5 V-t/l/) „ v7; h V Kn*7it h y 7A (5 8 Omg, 9.2 3 
> Mm (0. 55mK 9. 6 ^MCiOx.. lfflTt:t 
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/l) K«fclJfiMftU e-fe^|g B H H <7) (S) -2-^f;v-6--hn-2- [ 

4- (4' -fU7Hn^f)H;7x^-4-'fA'>f^) tf-^9v>-l 

-2, [2, l-b] ^^^v*-;i/ (l. 

4 7 g. JR3£6 3 %) *ntz Q 

[a] D 28= l- 83 1° (jfcjg: 0. 7 1, CHC 1 3 ) 
iH-NMR (CDC 1 3) Jppm: 

1. 60 (3H, s) , 2. 20-2. 45 (4H, m), 2. 45-2. 65 
(4 H, m) , 2. 50 (1H, d, J = 1 5. 0 H z) , 2. 86 (1H, d 
, J = 15. 0 Hz) , 3. 48 (2H, s), 3. 89 ( 1 H, d, J = l 0 
. OHz), 4. 31 (1H, d, J = 1 0. OHz) , 7. 37 (2H, d, 
J=8. OHz) , 7. 5 0- 7. 5 6 (3H, m) , 7. 68 (4H, s) 0 
[ 1 2 8 7] 

*tJfc"*&ffi»««-*rJH^ ffcifcflU 1 3 fcH#»cLT> HifcflU 1 4 
4 1 7 (Dft&mZmikLtzo 
[ 1 2 8 8] 
HJfefll 4 14 

(S) -2->f^-6--fn-2- [4- (4-HJ7;^a>fM^y 
;v) 1 -2, [2, l-b] 

1 1 0 - 1 1 2 °Co 

[ 1 2 8 9] 

mm 4 1 5 

(S) - 2- [4- (4 -\£y j^-v )V*?-)v) \>**.*? 9 J>- 1 ->f;v^^;v] 
-2-^f;V-6--bn-2, 3-ytKn^^v* [2, 1 - b] ^^M^/ 
— ;v 

ltt£ 182-184 1, 
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[ 1 2 9 0] 

mmm 4 1 6 

(S) -2-^f;i/-6--ho-2- [4- (4-f 1 J7;Vtn^h^y^> 
v;v) e^^v- 1 -^;^f-;v] -2, [2, 1-b 

] **-9-v*-^ 

HU& 1 3 7 - 1 3 8 °Co 
[12 9 1] 
»4 1 7 

(S) -2- |4 - [2- (4-?oo7x^) -4-^W7V-^-5 
->f \£'*9i?Z'— 1—4 Ji/*?-M - 2 6 h n- 2 , 

[2, 1-b] ^^V*-^ 
MjS 174. 3-175. 51C 0 
[ 1 2 9 2] 

m$m 4 1 8 

(R) -2- [4- (4-lf7x-^Mf^) e^7y>-l-^V^f;l'] 
-2-^f;V-6-->n-2, 3-vt Kn^>^y* [2, l-b]*3^V 

mMM3 9 6TWk&Ltz (R) -4- (2 6 h n- 2 , 3-v 
tKn/f^r/ [2, 1-b] *3MJ-V-/i'-2-->f ;i^^-;v) ^r/^-l 
-*W>|tert-7f;i'XXf;l' (lOOmg, 0. 2 RZF 
}>V7fr*uWm (2ml) 0«^*MT^T3ll*Mllt#Lfeo KJE&«£*:« 
ETf:tMsL^ M»>f ^>5mn:tJIU Mj-xf-zi/TS > (lm 
U 7. 1 fcinx^ ^DL/co *ft*fc£«ffiTfcTifcfit U SaScS: 

^^;-;V5mH:i)IU 4-7x-;MyX7WK (14 9mg, 0. 
8 2 5V^) > y7; Kn^^ith'J^A (51mg, 0. 8 2 5V 

^),SSl(4 8/il, 0. 8 2 < V<=6;1/) tfJJKKiDx.. Mi&Tfc-r l 5H*H 

jckOfltttU «HfeJ&5fcBill<7> (R) -2- (4-if"7i-/i/-4-*f 
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jl/^/Hf^ 1 -4)\s*1-n>) - 2-^f;V-6--hn-2, 3-i? 

tKn^T/ [2, 1-b] t+tV-;V (6 7mg. J|3^5 7%) £#7t c 

m * 112-114 to 

[1 2 9 3] 

^i-^th^^*fflV> N ^»[I4 1 8 ilW^LT. *»!I4 1 9 

[1 2 9 4] 

H»!I4 1 9 

(R) -2-^f^-6--ho-2- [4- ( 4 — h 'J "7 n ^ ■?-)V< r < "y v 
;W v>- 1 --Ol^-^;v] -2, 3-^tKo^5r/ [2, 1-b] 

Hi* 9 3 - 9 5 to 
[1 2 9 5] 

H»U4 2 0 

(S) -2-^nn-i - [4- (2 6 - — h n- 2 , 

[2, 1-b] ***yV-)\'-2-4 t^7y>-l-^i' 

^EMl«3 9 3"C»jfttfc (S) -4- (2-^fiV-6--bn-2, 3-v* 
tFn^f^r/ [2, 1-b] **4yV-fc-2-4 fr**f-)V) 
-*W>|tert-/f^7iV (1. 5g, 4. Mh'J 
7^tnii2 0ml OM^£^7&ltKT3B#r^#L£ 0 »Sifc«:»ETfc 
TiftHtLfeo J$M*mk*1-VZ' 2 0m 1 £?§#U h 'J^^;VT^ > 3 m 1 > 
4-^f;V7?/V: 0 'J^> (lOOmg, 0. 8 OJKlcJjpx.fe 0 
^TUT^nnTtf^ny K (o. 49ml, 6. 2 5V^) *^k^ 

dv^77^- C&ft* T-isy/J ? ;-)V= 10 0/1) i:i iJiSU 

(s) -2-^nn-i- [4- ;^6--fn-2, 3- 
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ytKn^5T/ [2, 1-b] 2 tf^^v>- 

jl#;> (6 0 0mg, H$4 3%) &#£o 
iH-NMR (CDC 1 3) Jppm: 

1. 64 (3H, s) , 2. 5 0- 2. 7 0 (3 H, m) , 2 . 6 1 (1H, d 
, J = l 5. 0Hz) , 2. 70-2. 90 (1 H, m) , 2. 89 (1H, d 
, J = l 5. 0Hz), 3. 15-3. 55 (3H, m), 3. 60-3. 75 
(1H, m) , 3. 97 (1H, d, J = 10. OHz) , 4. 03 (2H, s 
), 4. 30 (1H, d, J = 1 0. OHz), 7. 55 (1H, s) « 
[1 2 9 6] 
4 2 1 

(S) -2- (4-^nn7x;Jfy) -1- [4- (2-^f;v-6-^hn 
-2, [2, l-b] 2 -4 tf 

£26014 2 OtMKtLfc (S) -2-^nn-i - [4- (2-^;v-6- 
-hn-2, 3-yHKn^5r/ [2, 1 - b] t^W-fr- 2 -4 )V* <f- 
)V) \£s*7i?>- 1 -4 ;V] 3-9 J y (300m g. 0. 8 7$'J*;V) > 4- 
^DD7xy-;V (170mg, 1. 32^'J *)V) . y V A (18 0m 

g. 1. 3 5V^) MDMF (5ml) ©M*6 0ti:t3mWL 

f?*£ H B B U (S) -2- (4-?nD7xMy) -1- [4- (2 

-^f;v-6--fn-2, 3-ytKn^r/[2, 1 - b ] ***T *S-A/ 
-2-4 )V*^-)V) \£s<7 ¥v- 1 -J)V~\ (2 6 0mg, IR?6 8% 

) *#fco 

SIS 1 7 9 - 1 8 0 °Co 
[1 2 9 7] 
H»J 4 2 2 

(S) -2- (4-^nn7x-W)i/77^) -1- [4- (2-^^;w- 



mtE# 2003-3088762 



mm 2002-298259 



^-v: 603/ 



6--hn-2., 3-ytKn^5r/ [2, 1 - b] **iJ-V-/W- 2 ->f ;v 

*l&fl!)4 2 0T«iL£ (S) -2-^no-l- [4- (2-^f-;V-6- 
-hn-2, 3 —VH Kn^f 5 ?V [2, 1 - b] **^V*-;V- 2 ->f ^ 
)V) TdUVl/- 1 — f;V] .x*y> (3 0 0mg> 0. 8 7 $.^4 
-^nnft7x7-jv (190mg, 1. 3 2 5 V *)V) HJfe^iJ 4 2 

1 fcR&O^lSKJ: >K fi-feJ&5fcO (S) -2- (4-^nn7x^H^77 
- i - [ 4 _ ( 2 -^;v-6-~ hn-2, Kn>f5^/ [2 

, l-b] t^fy*>-^-2-^^^f;v) tf^^-^y- i -^f;v] jc^ / > ( 
8 0 m g . JR^s 2 0%) 
M * 1 4 2 - 1 4 5 "Co 
[1 2 9 8] 

'%MWA 2 3 

(S) - (4-^nn7x-jl/) - [4- (2-^f^-6--hn-2, 3- 
yUKn^r/ [2, l-b] Hr^V-fr- 2 ->f ^yy>- 

i ^ >o^at 

HifeM3 9 3T«3tL^ (S) -4- (2-^;V-6--J>n-2, 3-v 
tKn/f ^r/ [2, l-b] ^-^r^V-^- 2 — f ;v^?-;v) fcf^v^-l 
-*^>Htert-7*fmf^ (3 0 0mg, 0. 8 2^'J^) 

bV7^n»a (6mi) <&»<&j»*M»Tfc-c 3 mmmwLtz 0 zu&m&n 

2m K 14. 3 *iPx.7t 0 Sk^TKT 4 - * n n&fl^v ;w 

(150. 7mg, 0. 8 6^'J^) £#n;L. laTCtl^H^L^o R 

•x^WdJ: lfrfe!&5&|&SO (S) - (4-^nD7i-;v) - [4- 

(2->f;v-6-xhn-2, 3 -vt: Kn-f =■ ^y* [2, 1 - b] **"9- V* 
-^-2 -<r;v^;v) tf^9 v>- l ->f (2 8 2m g, JR^8 

5%) 
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604/ 



173-174to 
[1 2 9 9] 

[1 3 0 0] 

^»J4 2 4 

(4-tf7jL — y/I/) - [4- (2-^f;i^-6--fn-2, 3-vt:Kn^ 

5^'/ [2, l-b] ^^r^^-;v-2 1 -^f;v] 

M * 116-118 "Co 
[13 0 1] 
2 5 

[4- (2-^f;v-6--fn-2, 3-yEKn^r/[2, 1-b]* 
it 

HM$I3 0 6-eSi£L^2 - (4-ter t-rh + '/J&^-^bf^^V 
-1-4 fr) ^fJl/-2-^f^-6--hn-2, 3-vtKn/f5r/ [2 
, l-b] **-9-V-;i/ (142mg, 0. 3 „ >'J7^tnft® 

(lml) S^'fb^^W (1ml) OS^i^SfiTt:Tll^ra#Lf; 0 

TS> (2 m K 14. 3 55'J^) &inx.fco ^T^T^b^ W-Y ;V ( 

54// U 0. 4 6 5'j^V) *2fl]x., saT*c-cii^ma#L^o 

4kJ^U>K£ *)#IRU 3&fo*W7K 7jc, *^«tt*OJH*wj5fci£U M^-h 
U -7 A »c £ 19 1 tttifi L tz o ft fti £ »EET £ tii L £ 0 £ yxf 
^x-r/HiiOftiU m-fe^^^O [4- (2-^f;v-6--hn-2 
, [2, 1 - b] **-9-V-;u- 2 ->f tf^^ 

•^-l-'OV] -y^—fr*?;* (7 2mg. P5 0%) fcftfco 
HL* 145-148. 7 r 0 
[1 3 0 2] 
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^-v : 605/ 



w&'t&m&Bm&m^ nmw4 2 5 tmnKLx, mmm* 2 6 -mmm 

4 3 3<Dlt&V9Zm7&Ltz 0 
[1 3 0 3] 
H^^J 4 2 6 

(4-^nn7x-;v) - [4- (2-^f^-6-^bn-2, 3-ytKn 
-f3*V[2, l-b] ^-^-9-V-;v-2-^ /i/^/iO ^7v>-i-^;v 
] y *y > 

tt/£ 150. 0-155. 2t fl 
[1 3 0 4] 
4 2 7 

[4- (2-^f;V-6-^fo-2, 3-y'kKn^$y>/ [2, l-b]:* 
2 -4 )V*^)i<) h'^y^-l-^i'] - (ifU v>- 4 -^T;v 

) ^ ?y > 

iH-NMR (CDC 1 3) £ppm: 

1. 62 (3H, s) , 2. 2 5- 2. 7 5 (4H, m) , 2. 61 (1H, d 
, J = 14. 9Hz) , 2. 88 (1H, d, J = 14. 9Hz), 3. 00- 
3. 93 (4H, br), 3. 9 5. (1H, d, J = 9. 8Hz), 4. 30 ( 
1 H, d, J = 9. 8Hz) , 7. 2 6-7. 5 5 (2H, m) , 7. 59 (1 
H, s) , 8. 6 7- 8. 7 2 (2H, m) . 
[1 3 0 5] 

mmm 428 

1- [4- (2-^f^-6--fn-2, 3-yHKD^f5f/ [2, l-b 

BUS 1 7 5. 2-175. 9t: 0 
[1 3 0 6] 

mm 429 

1- [4- (2-^f^-6--fn-2, 3-ytKD^5/V* [2, l-b 
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1 

1 6 6. 8- 1 6 9. It. 
[1 3 0 7] 

mmm4 3 o 

1- [4- (2-^f;v-6--fn-2, 3-ytKn^5^/ [2, 1-b 
] ***yV-)l>- 2 -4 )V*^-)V) 1 -"f/U] -2-7x/^yx 

$ sy 

1 5 8- 1 6 0. 6t 0 
[1 3 0 8] 

n»y 4 3 1 

2- (4-^n7i-)l/) -1- [4- (2->f^-6--fn-2, 3- 
^Kn^^r/ [2, l-b] ^^V-^- 2 t?^v>- 
1 - ;v] ^ y > 

M£ 1 8 4 - 1 8 7 °C 0 
[1 3 0 9] 

3 2 

(4-b*7x^';;V) - [4- (2-^f;V-6--hn-2, 3-vt Kn^ 
[2, l-b] ^^r^V*-^-2-^f;V^^;V) v >- 1 - <T /V] 

*y > 

iH-NMR (CDC 1 3) 5ppm: 

1. 63 (3H, s) , 2. 4 5-2. 8 0 (4H, m) , 2. 62 (1H, d 
, J = 1 4 . 9Hz) , 2. 90 (1H, d, J = 1 4. 9Hz), 3. 28- 
3. 81 (4H, br), 3. 95 (1H, d, J = 9. 8H z) , 4. 31 ( 
1H, d, J = 9. 8 Hz) , 7. 34-7. 5 0. (5H, m) , 7. 55 (1 
H, s) , 7. 5 6-7. 6 3 (4H, m) , 
[13 10] 
HJfcflU 3 3 

[4- (2-^f;V-6-->n-2, [2, 1-b]* 

2 -xf v > - 1 - << ^] - (4 - f 'J 7^tn^ 
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f]V7x-;i/) * $ ; >- 

Hj& 161-162 r 0 
[13 11] 

H»J 4 3 4 

(S) - [4- (2-^f;V-6--hn-2, 3-yt Kn ^ $ ¥y* [ 2 , 1 

-b] t^t7-;i/-2-'f^^f;v) 1 - (4-b 1 ;? 

II»!14 0 (S) - 2-^f^-6-^fn-2- (fcf^v^ 

-l--Ov^;v) -2, 3-^tKn^f5r/ [2, 1-b] **-9-v*-;v • 
~mmM (2, 3 6mg, 0. 8 8 2 5'J^l/) *m-fb^ ^ I- > 1 0 m HCjlri 

U h u jc^t^ > (lmK 7. n^y^v) £ijn;i> ^tSfc Lfco 
tK^T^T4- (f>j7;vin^f;i/) mifc^ > ;i/ (1 9 3m 

g, o. 9 2 6 ^;^) &#nx.> m&TKx lmmmwttzo KfcWLzmmm. 

i&Attl-vy/ *9 J-)\s=*> 0/1) tcj^ffiMU e^^lSalO (S) - 
[4- (2-^f;v-6--fn-2, [2, 1-b]* 

**jrV—fr- 2 ->f tf^'^-l-'f^] - (4-h'j7^tO^ 

f;V7x-;P) (2 6 4mg, 1|Z$6 8%) ***fco 

Sl£ 1 8 3- 1 8 4to 
[13 12] 

#Jfc1-*ffiSIJKJft£ffiv\ HJfeM4 3 4 £|i»KLT, HftffiM 3 5 -Hifcfll 
4 3 8^b#%*K3fibfeo ^IWlU 3 5-4 3 7 <Di\&m\*» 3 2 2t 

^att^2 6 b n- 2 - (tf^v^- i ->f -2, 
3-^Kn/f5^/ [2, l-b] *^v*-;v • r*»#!fc*e>*BiLfco 
[13 13] 

mmmA 3 5 

[4- (2-^f;v-6--hn-2, 3-ytKD^^y [2, l-b]* 
^^V-;v-2--f;vy^;W V^yy- 1 -4 )v] -' (4 -y h ^ry7x- 
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BljS 1 3 5 - 1 3 7 °Co 
[13 14] 
£jfcffl 4 3 6 

[4- (2-^f^-6--hn-2, [2, 1-b]* 

) 

M£ 12 1-12 2 °Co 
[13 15] 
it^S4 3 7 

[4- (2-^f;V-6--hn-2, 3 -v^fc Kn^f 3- [2, 1-b]* 
^MJ-V-zu- 2 -^r;v^^;W l - (3 - h V yjvj-u* 

f;v7x^;v) * ? J y 
H>* 1 2 2- 1 2 4^0 
[13 16] 

mmm 4 3 8 

(S) -2- (4^no7x^) -1- [4- (2-^f^-6--hn-2 
, 3-yt Kn>f 5 *r*/ [2, l-b] a-^MJ-vf-zi'- 2 ->r if ^9 

v>- l --f ;v] y 
MA 189-190t o 
[13 17] 
mMffl 4 3 9 

(S) -2- (3, 4-y^nn7x^y) -1- [4- (2-^^-6- 
-fn-2, [2, 1 - b] Hr*c*y^f-)V- 2 --f f- 

3, 4- (y^nn7xy^y) |i (2 3 4mg, 1. 0 6^J -=e;V) RZf 

mt^*-fr (5ml) £30 frtimMm Lfco ^s^^mjet^t^ 

[13 18] 

miE#2 003-3088762 
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^—5?: 609/ 



— ^l4 0 8t«L7t (S) -2->f;V-6--hn-2- (fcf^ 
1 -<i)V*^-)\s) -2, 3-ytFD^f^V[2, 1-b] 
-;v • nm^is ( 2 3 6 m g , 0. 8 8 £Mtp< fV>10mU:I 

HJxW5> (lmh 7. &;&n;U Lfc 0 * 

= 5 0/1) fc«fci!)«f*U (S) -2- (3, 4-^DD7 

-1- [4- (2-^f;v-6-^hn-2, 
[2, 1-b] :fr3r*9-V-;V- 2 ->f fcf ^7 >>' > - 1 - ;V] 

> (183mg, I1W4 4%) 
1 6 4- 1 6 6 ICo 
[13 19] 

MS1-&ffif§JIfl-£ffl^ H»!J4 3 9 ^IlI^^LT. H»U4 4 0 O-ft^ 

[1 3 2 0] 

H WJ 4 4 0 

(S) - 1 - [4 - {2-*1-)V- 6 h n - 2, 3 -vfc Kn^f 5 ^v* [2 
, l-b] ^-^-9-v*-;v-2-^r;v^^;v) l --f ;v] -4- (4 

-h'J7;vtn>f;i/7x-;i/) r^>-l-^>- 
St * 1 4 5 - 1 4 6 °Co 
[13 2 1] 

mmm 4 4 1 

(S) -3- (4-^nD7x^) -l- [4- (2-^f;>-6--hn- 
2, 3 -vfc Ktf^T ^ 7V [2, 1-b] 2 - >f tf^ 

(3 0 0mg, 1. 6 , 
h V7v*-;V (HOBT) (2 4 0mg, 1. , WSCD (3 5 
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Omg. 1. 8 3 'BLtfmt^^-^y (10ml) ^U^^M^TK 

[1 3 2 2] 

— -ft, HJfcffl4 0 8T?SHiLfc (S) -2-^f;V-6--hn-2- (fcf^ 
7y^-l-^Mf^) -2, 3-v*tKD^5r/ [2, 1 - b] 

(4 3 4mg, 1. 6 V> 1 Om U:I 

«U f'Jxf;V7r/ (3. 3m U 2, 3 fciniU 

A^D7^77^- tCj; t)m$kL, 6fe*N3&ill«> (S) -3 

- (4-^nn7x^) -1- [4- (2-^f;l/-6--fn-2, 3-v 
tKo^f^r/ [2, l-b] ^-^r^V-;v-2--f;u^^;v) tf^9v>-l 
- )V] yn^y > (1 8 Omg, JRs£2 6 %) £#fc 0 
Sl£ 2 2 0 - 2 2 2 TCo 
[1 3 2 3] 

nm-tz>m^wM*m^K mmvu a i traaucb-c, mm 4 42-445 

[1 3 2 4] 

HJfeflU 4 2 

(S) -3- (^Dn7x;;v) -1- [4- (2-^f ;V-6--hn-2, 
3-ytKn^ = r/ [2, l-b] **^f-)V- 2 -J )V* 

>— l— 7 p o^^-i-t> 

tt£ 177-178 "Co 
[1 3 2 5] 
H»J 4 4 3 

(S) -4- (4-^nn7x-^) -1- [4- (2-^f ;v-6--bn- 
2, 3-ytKn^5^/ [2, l-b] 2 ->f vf^ 
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ttjft 146-147 "Co 
[1 3 2 6] 
Hifefll 4 4 4 

(S) -3- (3, 4-^DD7x-A') -1- [4- (2-^^;^-6-- 
hn-2, >r/ [2, 1-b] t^rtV-^-2-^;v^f ^ 

) l ;v] -/n^y > 

ill * 213-215 "Co 
[1 3 2 7] 

^IJfcfcl 4 4 5 

(S) -5- (4-^on7x^) -1- [4- (2-^f;v-6--hn- 
2, 3 -VU Kn^f 5 [2, 1 -b] **W—n'-2 k:^ 

Kj& 108-11 lto 
[1 3 2 8] 
H»8 4 4 6 

1- [4- (2-^f;v-6--hn-2, 3-ytKo^^"y* [2, 1-b 

] k 1 ^7v>-l-'f;>] - 2- (4-M;^ 

) x^y>(7)ii 

HM#!I3 2 2 -C$lj£Lfc 2 - * 6 -•=- b n - 2 - (tf^^v>-l-^ 

-2, 3-yHKn^<r/ [2, 1-b] t^tv-^-Htf^ 
(2 4 0mg, 0. 7 £DMF 5 m 1 C»J»U f'Jxf;l,7 5> 

(0. 2 2mK 1. 5 £flilx.x ^L^o ^TCO^»:p 

-by (140mg, 0. 93<'J^) , WSCD (180mg, 0. 

frKX O&SU [4- (2-^f^-6--bn-2, 

3-yHKn^?r/ [2, 1-b] Hr^V-)V- 2 - ^ )V ^^-)V) tf^^v 
>-i->f/i/] -2- (4-bl7;i/) JL?/> (1 7 2mg, JR2f£6 4%) =H# 
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fflt& 2 13-214 °C 0 
[ 1 3 2 9] 

n^-r^m^wMi^\ mmmA a 6 tmrn-Lx, mMm* a i<D\c^m 

[1 3 3 0] 

447 

(4-yVfiVT^7x^) - [4- (2->f^-6--fn-2, 3- 
ytKn^r/ [2, l-b] t^rtv*-^- 2 
l - >f y * y > 

204-207 t: Q 
[13 3 1] 

mmm a as 

(S) -2- |4 - [3- (4-^nn7x^V) "7°n/N°> - 1 -7. 

1 -4 -2->f.^-6--hn-2, 
^ [2, l - b ] ;v<7)M^t 
#t«!)3 9 3tr^tfc (S) -4- (2-^f^-6-->n-2, 3-v 

tKn>f^r/ [2, l-b] **y-\r-fr- 2 -4)i>* e^vv-i 

-Jli^f >|t e r t-W«t^ (3 0 0mg> 0. 8 2 5'J^^) 
YV7)Varutm (1 0ml) <7>rl£-tf&^TKT 1 m^Wft Ltz 0 &J£ii££ 
ilETCtjIlL, ^tj^fV> 1 0m 1 fc»»Lfco 
f;W7 5 > ( 3 m U 21. 5 2 5'J ^jJDx., ^TKT 1 0 3Mf 

3- (4-^nD7x^) T'n/^-l-^H^V^D'JK (3 0 0mg, 

i. 1 9^v^)v) £}jn£> ^stkt3 bto^l^o ^sm^TR^m. mu 

>/*?J-)V=5Q/\) {ZXnmmL, £-fe^*<£> (S) -2- |4- [3 

- (4-^do7x-;p) T'n/N'v- l -t.^*-;^] e^v^- 1 

=f-M -2-^fJ^-6--^^-2 ) 3 -v^ Kn>f ^ [2, 1-b]* 
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**tV-fr ( 3 3 0 m g , W$ 84%) *#fc 0 
St,* 15 0-151 °Co 
[1 3 3 2] 

0 6X-mm.Ltz2- (4 - t e r t -7 h * s s1i )V#-)l>}£'<9 v ^ 
— 1 — T ^) ^f;v-2-^f;v-6--fn-2, [2 
, l-b] *dr-9-V-;l-£J3v^ HI&M4 4 8 ^IWpliKLT, 4 4 9$.^ 

H«!I4 5 0O^t7£S£:iiL£ o 
[1 3 3 3] 
#I»J4 4 9 

2- [4- (4 -^nn^>4f t?^;^ 1 -^f - 

2-^f^-6--hn-2, [2, l-b]*^V*- 

)V 

2 0 2-2 0 4to 
[1 3 3 4] 

H MM 4 5 0 

2- [4- (4-^nn7x-jv^ry;v^) y>— l 

] - 2-^f;v-6--hn-2, 3-^tKD/f5r/ [2, l-b]**-9- 

Hl6 2 1 5 - 2 1 7 to 
[1 3 3 5] 

mmm 4 5 1 

(S) -2- {4- [2- (4-^nn7x-il/) jl? zs ^)\,* — )V~\ fcT^ v 
>- 1 -2-^f;i/-6--hD-2, 3-yt Fn^f^r/ [ 

2, i-b] ***yv-)v<Dm& 

nnm* 0 8-em&Ltz (S) -2-^f^-6--Fn-2- 

)V**f-)V) - 2, [2, l-b] X^^f-fr • 

(2 3 6mg, 0. 8 ^DMF3mlCiiU V 

(SOOmg, 3. 6 2 5^^) „ 2- (4-7DD7x^jV) 
;w*-;i^n'J K (2 4 Omg, 1 3- (DM^m*., MUT^TfcfemW 



fiilE# 2003-3088762 



#0 2002-298259 



614/ 



^»;v=5o/d ^zx^mmu e feasts o (s) -2- u- [2- 

(4-^n7x-;v) y yd^? i?> - \ - -i )V *^-)V\ -2 

-^f;u-6-^fn-2, 3-/tKn^r/ [2, 1 - b ] **^v*-;v 

(lOOmg, JRS|S 2 6 %) 
Hi * 192-193 "Co 
[1 3 3 6] 

H»!I4 0 (S) -2-^f;V-6--hn-2- (t^7y> 

-l--f;v^^;v) -2, [2, l-b] **-9-y*-;v • 

Zimm^^fflv\ H1M4 5 1 hlWtfttcLT. ^»J4 5 2~|H«!|4 5 4 (Oft 
mm.Lfz 0 tfzniMM3 2 2«Lf:2-^f^-6-^fn-2- ( 
1 -4)V*?-)i<) -2, [2, l-b] 

•9-V'-;v • -mm^^fflv\ H«!I4 5 1 tlWI^tCUT, ^»J4 5 5 O^tJ 

[1 3 3 7] 

H«J 4 5 2 

(S) -2- [4- (4-^nn^/-lf>7W^;l') yd^yVy- 1-4 )V * 
-2-^f;v-6--I>n-2 ) 3-ybKn^^/ [2, 1 — b ] =T 

US 2 1 6 - 2 1 8to 
[1 3 3 8] 
4 5 3 

(S) -2- [4- (4-^OD7x^^>iV*-;l') Vf^9S»-l->f 
- 2->f;i/-6--^n-2, 3-ytFn^r/ [2, l-b 

] ***yv*-)v 

204-206to 
[1.3 3 9] 
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nmm* 5 4 

(S) -2- |4- [4- (4-^nu7x-;i/) V- 1 if 
^77>-l-^^f^ -2-^f;V-6--ho-2, KD/f$ 
?V [2, 1 -b] tf-^Mf-V-/!" 
1 7 6- 1 7 71)0 
[1 3 4 0] 
Hifeflfl 4 5 5 

2- 1 4 - [2- (4-^nn7i-^) y^)V*~ )V~\ \£^<y-Jy- 1 - 
<<)V*i-M -2-^f;v-6--hn-2, 3 -Vfc Kn^f = $ry [2 , 1- 
b] ^-^V-;v 

1 8 2 - 1 8 4 r o 
[13 4 1] 
H»J4 5 6 

(S) -4- (6 h n- 2, [2, 1-b] 

— ;u- 2 -4 tf^? V>— 1 -fc/M^BM - h U "7;v^-n^f-;v^ 

9 4t?*jiL^ (S) -4- (6--hn-2, 3-yt Kn^^ 
V* [2, l-b] ^-^•9-V-;v-2-^;v^f-;v) l -#/M*>B* 

tert-Zf^xXf^ (3 0 0mg, 0. 8 SrM^fl'>2 
mlK»»U h';7^tnft»lmlS:Jn^ li&Ti:t 1 H#K Lfc„ R 

1 ^rJPx.T^fDL^o 

[ 1 3 4 2] 

— 75\ 4- (f'j7;Vtn>f;l/) ^>y>7;Vn-;V (2 9 7mg, 1. 6 
9^';^e;v) ^DMFlmlCiiU 1, 1' -ftfrtf—frit* $ V*S-)l> ( 

2 7 4mg, 1. 6 9^'J*;v) *inix.x ESTKT 1 B#P43f# U 

[1 3 4 3] 

miiE# 2003-3088762 
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fci^HMKU e-fe»5fcBrft<0 (S) -4- ( 
6 -.=. h n- 2 , 3-^tKD^5r/ [2, 1 - b ] V-)V- 2 -4 )V 

( 2 7 3 m g. JR?£ 7 1 %) 

[ a ] d 28 =- 14. 851° mm. I 0 . 404, CHC1 3 ) 
K£ 1 2 5- 1 2 5. 5r o 
[1 3 4 4] 
HJfcffl 4 5 7 

(S) -4- (2-^fJV-6--fn-2, 3-^Fn^f<r/ [2, 1- 

b] ** j ttv—fr—2-4fr*i-fr) v>- 1 -#;i^>^4 - b y)^ 

mmmz 9 3-C«atLfe (S) -4- (2-^f;V-6-->n-2, 3-i^ 
tKD/f^r/ [2, l-b] 2 e^v>-i 

-*^>itert-7"f^f;v(l. 8 7 g, 5. 0 95';*^) *1 
4fc^P> (20ml) K?§filU h U 7)ls*u%m (20ml) £flQx.. 5 55* 
mWLtzfe, IffTillLtJIS^DMF (2 0ml) fc$g#Lfco 4- (h 
'J7Ho^f^) ^^>^;l/T;V=i-;v (l. 9 2 g, 10. 9 ^ U 
MF (20ml)i$l:i, 1' -jjr^-A"^ 5 W-fr (1. 7 6 g. 1 

o. 9*v^e;v) ^Un£M^-e3B#F B m#L/irl^^inx.. MiB-c*maH$L 

tfV7A-C«t> #f,lLf;II«0t;tilU:o mm 

^y'J*m7A^n7f^77^ (n-^^>/T-fe h ^=3/1) K 

KiO, «3tfe*fcfciNill«> (S) -4- (2-^f;V-6--fo-2, 3-v 
tKn/f^r/ [2, l-b] ^4r-9-V-;v- 2 ->f ;i/*?-;v) tf^v^-l 
- * 4 - h 'J 7 ;v t o ^ > y ;l^x^ f ^ (1. 4 8 g. ttf 5 3 
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%) £*#fco 

Sua 1 4 0 . 4-141. 6 r 
7fc^#&E 9 9. 9 % e e 
1H-NMR (CDC 1 3) £ppm: 

1. 62 (3H, s) , 2. 5 2 - 2. 6 9 (5 H, m) , 2. 88 (1H, d 
, J = 1 4. 9 Hz) , 3. 43 (4H, br), 3. 93 (1H, d, J = 9 
. 7Hz) , 4. 28 (1H, d, J = 9. 7Hz) , 5. 16 (2H, s) , 
7. 44 (2H, d, J = 8. 1Hz), 7. 53 (1H, s), 7. 61 (2 
H, d, J = 8. 1 H z) o 
[1 3 4 5] 

mw.m 458 

(S) -4- (2-^f^-6--fn-2, [2, 1- 

b] *3f-9-V-;v- 2 -^T;v^^;v) e^7y>-l-*H'>Sl, 3, 3- 
h 1; ^-^;V-2 -t^rV- 2, 3-yt Kn-iH-^>K-^-5--l'^^f 

(S) -4- (2->f;U-6-->n-2, [2, 1 

-b] *3f-9-v v -;i'-2 tf^9 1 -*;v^>^3 , 3-s> 
2 -t^rV- 2, KD-i H-^f > K-;v- 5 -^f f^x 

^r;V (3 0 0mg, 0. 6 2 5 V -t;!/) J^LtfDMF ( 3 m 1 ) ^rJc-g*'. 
ftTKT^miti- Y 'J (27mg. 0. £iJD;L> |WISJ^Tl~ 

T3 0M1$L/:c Iv^iOMCav^f ^ (9 7mg, 0. 
^e;i0 £Dnx.> MfiTKT 2 m$ffiWLfz 0 fcfcm^7k*Dti?t, II^J^WcJ: 

(S) -4- (2-^f;V-6--hD-2, 3-ytKnV5r/ [2, 1- 
b] **c*y*/-)V-2-j )V*?-)l>) tf^^ 9 J"y- 1 , 3, 3- 

h U 2 , 3 -yt Kn- 1 H-'f > K— 5 

)Vx-*-t)V (14 0mg, 4 5%) £#£ 0 
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<*—5?: 618/ 



MM. 8 0 - 1 0 0 V o 
[1 3 4 6] 

[1 3 4 7] 

^|»J 4 5 9 

(S) -4- (2-^f^-6--hn-2, 3 - S>fc Kn -f ^ *V [ 2 , 1- 
b] ir*yr*S—fr— 2 — * kr^v>- l -tj;v**>1£1 -^^;v- 
2-^-^rV-l, 2, 3, 4-fh9tKn*yj>-6-'f^f^x^f/l' 
US 1 8 9 - 1 9 0 °Co 
[1 3 4 8] 

HJfcfll 4 6 0 

(S) -4- (2-^f;V-6-->n-2, [2, 1- 

b] )\>*?-)]/) ^7y>-l-*^*>®3, 

3£Hffll4 0 (S) -2-^f;v-6--fn-2- (t°^7y> 

- 1 --f - 2, [2, 1 - b] *3^/-;v~ 

ft^ (3 0 0mg, 0. 8 SITDMF ( 3 m 1 ) Ofl^tf^ b U 

xf;V7^y (2 7 0mg. 2. 6 ^jJOx.^fO Lfc 0 3, 5 -v^ 

nn^>y>7)^-JV (I80mg, 1. 0 2 5']^^) ^DMF (3ml) 

fcflWBU i, i' -a/uaK-zusM ^ yv-fr (isomg, i. inn 

07^77^ mi)|SU 6fe*fr**&Se> (S) -4- ( 

2-^f;i/-6--hn-2, 3-ytKn^f>r/ [2, 1 - b] 
^- 2 ->f 1 -*Myt3, 
^t-;u (2 2 0mg. W5 3%) £#£ 0 
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^-v : 619/ 



Mk£ 1 2 9- 1 3 0*C o 
[1 3 4 9] 

^Jfefll 4 6 1 

(S) -4- (2-^f;V-6--hn-2, [2, 1- 

b] *3r-9-v*-;v-2 --f;v^-^;v) ^7y>-l-*i^>i3- (3-b 

^»J3 9 (S) -4- (2->f;V-6--fn-2, 3-v 

tKn^f^r/ [2, l-b] **-9-V-;i/-2 --f ;t^?-;v) tf^^v^-i 
-*H^|ter t-7f^f^ (1. 0 9g, 2. 9 

SJ&M3 4 4<W?£K«]: *K 6£lI8*<7> (S) -4- (2-^^-;i^-6-- 
bn-2, 3-ytFn^5^/ [2, 1 - b] Or **)-*/-)V- 2 ->f /U* ^-^ 
) tf^vv>- 1 -#/l/jH>Hfc3 - (3-MJ7Wn>f;V7x^) -2- 
T-D^^r^-vl/r/^ (9 4 5mg> 6 3%) 
Ifcjft 1 3 6- 1 3 8°Co 
[1 3 5 0] 

ttfc-t&m&mMzm^, mm* 6 1 t»ar, inwiu 6 2~^»u 

4 6 5^t*ML/;o 
[13 5 1] 
4 6 2 

(S) -4- (2-^f^-6--fn-2, 3-ybKn^yy* [2, 1- 
b] ^^-9-V-;v- 2 l [ (E) -3 
z- (3-PJ7^to^fjV7x-;v) ] - 2 -yn^^;i/x^f 

Ittjft 1 4 2- 1 4 3 °C 0 
[1 3 5 2] 
H»J 4 6 3 

(S) -4- (2-^f;V-6-x>n-2, 3-vfcKn^S^V [2, 1- 
b] ^^r^V-;i/- 2 -Jfrff-fr) e^7y>-l-A^>i3- (3-^ 
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^<-v: 620/ 



m & 15 0-151 °C 0 
[1 3 5 3] 

mum 4 6 4 

(S) -4- (2-^f;V-6--fn-2, 3-ytKn^r/[2, 1- 
b] *3MJ-v-j|/- 2 ->f e^7y>-l-*^*>t3- (2, 4 

, 6 - h V 7;vtn7i^;v) - 2 — :/n^.=. ;i/i^f^ • *vW 
It * 1 5 8 - 1 5 9 °C 0 
[1 3 5 4] 
6 5 

(S) -4- (2-^f;l/-6--fn-2, [2, 1- 

b] 2 l -#;i^">-m [ (z) -3 

-^f-^-3- (3-f'J7;vtn^fji/7x-;v) ] - 2 -•/n^.rwvjc^-r 
;v • v W 

Mfc * 1 2 4 - 1 2 5 °C 0 
[ 1 3 5 5] 

mum 4 6 6 

(R) -4- (2-^f^-6--fn-2, 3-ytKn^>r/ [2, 1- 
b] **r*yV—)V- 2--f 1 -j^i/sK^lM --7;v^-n 

> >? ;p jr. x f <T) ®*jt 

«M3 9 6-eM3tb^ (R) -4- (2-^f;V-6--fn-2, 3-v 
tKn^^v* [2, 1 -b] 2 

-i/H*>Stert-7'f^riV (10 6mg, 0. 2 95'J^) 

^»04 5 7 07jfe^i «9> S-fe^O (R) -4- (2-^;V-6-~ 
Yu-2, 3-ybKn^5yy [2, 1 - b ] ***y V~)V- 2 -4 
) y >- 1 - * JV**>I4 - 7 JVt >y Jl/xx (7 9mg, 1|» 

6 6 %) 

[a] D 28=l 9. 7 0° (Mm: 1. 0 6 6, CHC1 3 ) 
Mjft 1 6 7 - 1 6 9 °C 0 
[1 3 5 6] 
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s<-i? I 621/ 



%mm 4 6 7 

(S) -4- (2-^f;v-6--fn-2, 3 - vfc Kn 5 W [ 2 , 1- 
b] ***)-V-)\'-2-4 )V*?-jv) \£*t?5?l/- 1 [3- (4- 

h'j7^n^f;V7x-;i/) -2-7 9 n^-;v] T5 K<P*Bg 

3- (4-h'J7^tQ^Wx^) - 2 -7°n^-)V7^ > (76 1m 
g. 3. 7 8 > 1, 1' -*;^-;V^^r/-;V (6 13mg, 

3. 7 8 WDMF (3ml) 0?j^t7£^TKT*3-^ti#U H. 

[1 3 5 7] 

— nMM3 9 3T$£jtL£ (S) -4- ;v-6-- fn-2, 

[2, 1-b] **t'/~^-2-'f ^f/l/) t^7y 
> - 1 - * J^*>| t e r t - 7f f ^ ( 9 2 6 m 2. 5 2 5';^ 
) , f'J7^tnftt(10ml) %.V t Vi4k*?-\'> (3ml) 
TfcT5f$M»#L;fco &J£$£MJ±T&~-Cfl£,flSU ^DMF3mlt:|i 
U F'jxf;vrr/ (2m K 14. 3 55^^) *lN\Z-tZo £ tLK-tfBO 

n7^77^f - (»f !/>/>^/-;v=2 0/l) KJ: !)*!*U ttft 
•fe^tf) (S) -4- (2->f;V-6-xhD-2, 3-vtKn^f$r/ [ 
2, 1-b] **c*)rV~)V- 2 -4JU*?-fr) v>- 1 -fJ^yffL [3 ' 

- (4-b 1 j7;VtD^fJV7x-Jl/) - 2-7°n^^] 75 K (1. 2g, 
W9 6 %) &#fco 
M * 1 0 5- 1 0 7 r 0 
[1 3 5 8] 

H«!I3 0 6-C*ijiL^2 - (4 - t e r t - 7* > v * 7 v > 
-1-4 J^) ^f^-2-^f;l/-6--fo-2, 3-^tKn^f5r/ [2 
, 1-b] *^"9-V-^*fflvs HJ6M4 6 7 fcH&KLT. ^ife#!l4 6 8~~4 
7 OOftfclfefcMcLfco 
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[1 3 5 9] 

%mm 4 6 8 

4- (2-^f;V-6--fn-2, [2, 

MjA 2 0 1 - 2 0 2. 5 °Co 
[1 3 6 0] 
6 9 

4- (2-^f;v-6-->D-2, 3-^KKn^5r/[2, 

f;V7x^;i/) 75 K 
Ifcjft 2 16-2 1 7°Co 
[13 6 1] 
H»J 4 7 0 

4 - (2-^f;l/-6-^fn-2, 3-ytKD^f5r/ [2, l-b]^^r 
2 ->f ^7y>-l-*HVi (4-^nn-3-h 

2 2 2-2 2 4U 
[ 1 3 6 2] 

£S*feM4 7 1 

(S) -4- (2->f^-6--hn-2, 3 Kn>f 5 ^7* [2 , 1- 
b] *4r-9- % /— ^- 2 tf^^v^v- l -^;i/^^^v^ n^3^> 

11^4 0 8T?$B£L£ (S) -2-^f;v-6--fn-2- (Vf^^v> 
-l--f;v^;v) -2, 3-vt Kn^f 5 jTV [2, 1 - b] ***)rV-)V • 
Zl£lfe£ ( 2 3 6 m g , 0, 8 85'J*;V) &Mt^ > 1 5ml IZMM U 
hi;jc^;V7 5^ (2m K 14. 3 55'JfM *iPx.T^— 4fc £-£/c 0 £fr 
^v^n^v;W V>7*- b (12 0ml, 0. 945'J^) £#P;i, ^ 
ftTKTl B*IBiaE^Lfco RJSifc«:**», ttJftlAtt*^ i DttifrU > 
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y*t>*7A^D7f^77^ (m^^^ix^/^ *y-;v=2 0/1) 
i <9*!i§£U &m&ffilfc<D (S) -4- (2-^f^-6--hn-2, 3-v 
tFn^r/[2, 1 -b] **^V-;v-2 fcT^^-i 
-*W>|y^n/\^>jl/TH' (164mg, 4 7%) £t#fc 0 
M£ 9 8 - 1 0 1 "Co 
[1 3 6 3] 

H»J3 2 2T«tL£2-^f-;v-6-~hn-2- (e^7v>- l->f 
;v^;v) -2, 3 -yn Kn-f 5 *v [2, l-b] tW-^-r^II 
H»0 4 7 1 fcHttfcfcLT, ^SifeflU 7 2-4 7 6 <B*fr&*«:tB6Lfc 

o 

[1 3 6 4] 

4 7 2 

4- (2-^f;V-6--hn-2, 3 -VM Kn-f ^ *V [2, 1-b]** 

;v) r s K 

Hi & 1 6 7- 1 6 8 Vo 
[1 3 6 5] 
HJfcflfl 4 7 3 

4- (2-^f;V-6--hn-2, 3 -yt Kn-f ^ [2, 1-b]** 
•9-V-;i/-2-^;wp«^;v) t?^5 v^- l -#/i"K>Sfe (4-^nn7x-^ 
) 75 K 

BIS i 8 5 - 1 8 8 °C 0 
[1 3 6 6] 

mmm 474 

4- (2-^f;i/-6--fn-2, 3 -*J\l Kn^f * [2, l-b]** 
•9-V-;u-2 ->f tf^v^- 1 (3-h'j7^tn^ 

US 18 3-184^0 
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[1 3 6 7] 

$mW 4 7 5 

4 - (2-^f;l/-6-^hn-2, 3-yfcKn>f^y [2, l-b]*3r 
■9-v*-;v-2-^f;v^f-;w) i (3 , 4-^on7 

2 1 2 - 2 1 4 *C (5MB) o 
[1 3 6 8] 
^»J4 7 6 

4- (2-^f;v-6--fa-2, 3-ytKn^y7 [2, 
) 75K 

It* 2 0 2- 203*0 o 
[1 3 6 9] 
HJfeflU 7 7 

(S) -4- (2-^f;V-6--fn-2, [2, 1 - 

b] ^^V—)V-2-^)V^^)V) t?^9 v>- 1 -#;n#>B6 (4-b'J-7 

4-75 y^^'/h'J K (142m g, 0, 8825 'J N 1, 

1' 5 try—ti/ (14 3mg, 0. 8 8 2 RZfDM 

F (6ml) 0«^fc£fiTKT**«#U RJS&ifcfc Ltz 0 
[1 3 7 0] 

— HifeflU 0 8-C*£L£ (S) -2-^f^-6--hn-2- (t?^ 
7y>-l-^Mf;H -2, 3-^KD>f5r/ [2, 1-b] fr^MJ-V 
(2 3 6mg, 0, SS^J-t;!/) ^^fV>5raU:IiL 
, hVxWr/ (2ml, 14. 3 55V«=e;v) *iPx.T*&-<b$-a:^o - 

y'J*W7A^n7^77^- * /-;v= 3 0/1) 
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U &&ffil*.mgk<D (S) -4- (2-^f;v-6--fD-2, 3 
-yHKn^r/ [2, 1-b] ^) 
- 1 (4- M> ~7)l/5tX2 *^)V7 T 5 K (90mg> JR^S 

2 3 %) *W/to 
Mjft 150-152. 5 "Co 
[13 7 1] 

^*^*WI&JR3H-«rfflv>, HifeflU 7 7 tTO:Lt, HifcflU 7 8 ~mtm 
4 8 l^k^SriijtbTto 
[1 3 7 2] 
Hifefll 4 7 8 

(S) -4- (2-^f^-6--hn-2, 3-ykKn^f5^/ [2, 1- 
b] *3r-9-V-;v- 2 --f v>- 1 (4-^h^r 

Il£ 185. 5-187. 5 "Co 
[1 3 7 3] 

niMM 4 7 9 

(S) -4- (2-^fJV-6--fo-2, = [2, 1- 

b] ^-^•9-V-;u-2-^;v^^;v) ^7y>-l-*W>l (4-b'J7 

MjA 101-103. 6 "Co 
[1 3 7 4] 
HJfefll 4 8 0 

(S) -4- (2-^f;i/-6-->n-2, 3 Kn>f 5 [2 , 1- 
b] 0r**y*/-)V- 2 hL^yify- l -tDV^yW. (4-^nn 
7x-;v) 75 K 
1K£ 1 5 6 - 1 5 9 *C (frM) o 
[1 3 7 5] 

mmw 4 8 1 

(S) -4- (2-^f;V-6--hn-2, 3-^tKn^f5^/ [2, 1- 
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m& 2 o 7 - 2 1 o r c^fl?) o 

[1 3 7 6] 

mnm 4 8 2 

(S) -4- (2-^f;v-6-"bn-2, 3 Kn *V [2, 1- 
b] 2 ->f if^yv^- l -#;w-k>'&n-;*3 l ;v- 

N— (4-h'J7;ktn^f;V7xc;v) 7 5Ftf>$£5t 

«^!I4 7 7l?M3tt/; (S) -4- ;V-6--hn-2, 3-v 

HFn^r/ [2, 1-b] 2 -4 \£^=7i?>-l 

(4-h , J7;i'^D^f;V7xi^) 75 K (2 0 0mg, 0. 4 
4<^^) ^DMF4mn:iiU 7Xf^tb'J^A (2 6mg, 0. 6 6 

5'j^e;v) £#nx.. iST^ti. 5B#ra3i£N^ (0. 5m u 

;^7A^D7f^77^- (MlktrU-y/* 9S-)V= 5 0/1) Kit) fit 
«U a^*^ H B H <7) (S) -4- (2-^f^-6--hn-2, 3-vtlK 

u4 [2, i-b] ^-^•9-v-;v-2--f;^^^-;v) e^y'v-i-* 
;v#>^N-^;v-N- (4-F';7;vtn^f;V7x-^) 75 K (3 5m 
g, JDtffcl 7%) 

1K£ 1 0 0. 4- 1 0 2. 4"C 0 
[1 3 7 7] 

mmm 4 8 3 

(S) - [4- (2-^;i/-6--bn-2, 3-yHKn^5r/ [2, 1 
-b] ^-^-9-^-^-2-^^^^^) ^7v>-l-^JV] - [4- (4- 

Hife^3 9 3-e»5SL}t (S) -4- (2-^f;V-6--fn-2, 3-v 
tKn^f5^/ [2, 1-b] ^-^■9-V-;V-2--r;Vp{^;v) ^7V>-1 
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627/ 



-*M>»t e r t-yf^x^f)U (1. 17g> 3. 3 2$'J€^) , h 
'J7^D»BI (5ml) J$.Tfmt* s f-\>>y (10ml) (DM&yoZmUTlZT 

2mm&WLfz 0 Rfcmzm&T^xmM u ^ti^fi/>i om 1 

»?U h'Jif^Tr/ (5ml, 3 5. 8 7 £t>PA> lfiTi:t 1 

03*£L£ o MET^r^U »DMF1 5mn«U ^^V^ 
A (9 2 0mg, 6. 6 4<'J^V) £ #D £ > T^T^ T 4 - U-H;?^* 
n^f;V7x^;v) fcf^V v>- 1 - *;i/^;v^D'j K (1. 07g, 3. 6 
5 5 'J-t/lO £DMF 10ml KiST L7t 0 IfiT^tl?- 

^/-Jl/=30/l) fcJ:i3«KKU 6fe&5fe£H«> (S) - [4- (2-* 
f;v-6--fn-2, 3-ytKD^5^/ [2, 1 - b ] V-)V- 2 

-^f;v^^-;W \£u~JZ'—i—'i)V\ - [4- (4-h'HHn^f;v7x 

fcf^'j v>- l (5 7 5m g, IR$3 3%) 
S16 179. 1-18 1. 9 "Co 
[1 3 7 8] 
HJfetfll 4 8 4 

(S) - [4- (4-^nn7x;;v) - 1 , 2, 3, 6 —f Y 9 t Kn tf 'j 
v-l--T;u] - [4- (2-^f;v-6-->a-2, 
[2, l-b] ^#-9-V-;v-2-^;w^^;i') l ->f ;v] 

2SJfe0l4 0 8 Lfc (S) -2->f;u-6--hn-2 - (^7y> 

-1--T;v^^;v) -2, 3-ykKn^f^r/ [2, l-b] t^^V-)^~ 
^mil(4 0 1mg N 1. 5 ^DMF8ral«U »'J^A 

(7 5 0mg, 5. 4 ^ V *iPx., Mi&TKT 1 0 MT(:t 

4- (4-^DD7x-;V) -1, 2, 3, 6-rf7tKne>Jy>-l-* 
;Kf-;^D'JK (4 0 0mg, 1. 5 6 * DMF 3 m 1 Cjgffi Lfc 
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if: 628/ 



fcWf&SU $K3tfe&5fcgll«9 (S) - [4- (4-^D7x^v) -1,2 
, 3, 6 -T- h 5t Knfcf'j v>- 1 --f;V] - [4- (2 6 - — h 
n-2, 3-ytFa^5^/ [2, 1 -b] t^V^-fr- 2 -4 
ys^y-jy- l -<f ;* ? y > (380m g, iR^5 3%) fcWfco 
K£ 16 1-16 2 °Co 
[1 3 7 9] 

«t«4 0 8T«fiU (S) -2-^f-;V-6--hn-2- (tf^^v> 
-l--f;v^^;v) -2, 3—VtKD/f§^/ [2, l-b] ^^r^v*-;v • 
Zlttiltt[*fflv», «faJ4 8 4 tlWtfttcLT. 8 5&tm»J4 8 6W 

*frfri»**3iLfco £fcHJfc0l3 2 2T«£L7t2-^;V-6--hn-2- 

(^r/>-l-^Mf^) -2, 3-^t Fn^f 5 yv* [2, l-b] * 

[1 3 8 0] 

Hifcfll 4 8 5 

(s) - [4- (4-^DD7x-ji/) tr^u 1 — r ;v] - [4- (2- 

^f;v-6--ho-2, [2, l-b] ir^V~)V- 

2-J )Vff-)V) fef^^vv- l -4 )V\ *?;y 

H£ 1 5 6 - 1 5 9 °Co 
[13 8 1] 
Hi&^iJ 4 8 6 

(S) - [4- (2-^f;U-6-^fn-2, 3-ytKO/f5r/ [2, 1 
-b] *3f-9-V-;i/- 2 ->f l -"OKI - [4- (4- 

h'J7;Hn^Wi-;v) - 1 , 2, 3, 6 —f V 9 Kn 1 - 

^ ;u] y * / y 

H&& 168. 4-171. 7t 0 
[1 3 8 2] 



ttliE#2 003-3088762 



mm. 2002-298259 



629/ 



H»J4 8 7 

[4- (4-^an7x^;v) fcf^V v^v- l -^f ;v] - [4- 
6-^hn-2, 3-vt:KD^ = /y [2, 1 - b] Hr**rV-)V- 2 ->f> 

ifc /£ 1 8 6 - 1 8 7 °Co 
[1 3 8 3] 

mmm 4 8 8 

(S) -4- [4- (2-^f;l'-6--fn-2, 3 -VV. Kn * jTV [ 2 
, l-b] **-9-v*-;i'-2-'f;i/^;v) tf^y v^- l ->f ;v] fifi^) 

iBi 

(S) - 4- [4- (2 6 h n- 2, [ 

2, l-b] *3-9-v*-;i/-2 --f;v^^;W tr^9f>- 1 ->f/u] £A#Bfe 
tert-/W77JV (3O0mg^ 0. 6 8<V^) *f'J7Wnft 
mi 0m 1 ^SiftfcT 5H#MSB$L£o £j£ift**EET*»U h'JxW^ 

7 B nif;vai--r;vJ: DfihfUfcfcfrV^ S-fe»*0 (S) -4- [4- (2-*f- 
;u- 6 — — b n— 2 , 3-yHKn^^/[2, 1 - b] V-fr- 2 - 

k^7v>-l-'f;i'] (I86mg, 43^7 1%) 

MS 3 8 7 (M+) 
M,£ 2 4 8 - 2 5 2 °C 0 
[1 3 8 4] 
4 8 9 

(S) -2- [4- (2, 6-^7xi^e'J5^>-4->f^) ^7V>- 
1 ->T;v^-^;v] - 2 -t?-*- 6 h n- 2 , 3-yt Kn-f ^ yy [2, 
l-b] ^^V-^gBi 

^W!I3 9 3X~m.rn.Ltz (S) -4- ( 2 - 6 Y n - 2 , 3-v 

Is Kn>f * [2, l-b] **-9-y-;V- 2 ->f k>7v>-l 
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-*^r/»t er t-Wi^f^ (5 0 0mg, 1. 3 6 
it* * V y 2 m 1 Kjgfl? U fV7 )U* u%m 1 0 m 1 Srinx., MUX 3 H#M« 
#Lfco M^lETtiL, t jt^ f k ') if ^7 5: 4 m 1 f 

oimx./co ^$ft££&-C5#*#Lfc&, «ffiT««L7to »aSiDMF5m 
1 K'MML, A-?uu-2, 6-y7x^e'Jv/V (4 0 0mg, 1. 5 
0 5 ';^e;v) > DBU (0. 2m U 1. 3 6m^ fctJIlx., 1 0 ott* 

/^*/-;v= 100/1) KJ: *9*f$£U fi^fl'>-vMV7'ntf/i/x- 
■r/H DttfiffcfcfrV*, Bfe*fr5fcO (S) - 2- [4- (2, 6 -v"7^~;Vtf 
»; 5 v>- 4 ->fA0 tf^^vV- 1 -<ifr*^-fc\ JV-6--fn 
-2, [2, 1-b] (1 13mg, R$l 

7%) £#£o 
MS 4 9 8 (M+H) + 
Mk£ 2 0 2. 5-2 0 5. 4t 0 
[1 3 8 5] 

ttJBi-z&%wM*m^, mmm4 s 9 tmm^^r^ mmvu 9 o<om* 

[1 3 8 6] 

H»U4 9 0 

(S) -2- [4- (4, 6-y7x-jVlf'J v/>-2-'f;v) t>7y>- 
l--f;v^f-;v] -2-^f^-6--fn-2, 3 Kn^f 5 ary [2 , 
l-b] 5j-*-9-v*-;v 

JR^7%, M^t 2 0 1. 2- 2 0 5. 4 °C 0 
[1 3 8 7] 
H»!)4 9 1 

|4- [3- (2-^nn-4--hn^ FV-^- -2-fcKn 
^y- 2 -/f^7°n t'^yV-l-'f^ *^T/itert-7 
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2-^un-4-— hn-lH-^ W~ )V (2 . 0 5 g. 13. 9 S V * 
)V) ^ 4- (2-^f;v-2-i^v7-JMf;v) E>7y>-l-^/v) * 
^r/B6tert-Wx^f^ (3. 14g, 11. 6 5U^) 
m.7kmi-hW& (1. 4 6g, 17. 4 < *l-W-^13m 

I^STCTIIL/Co ^yiJ*TO7A^7f/7 7>f- (n-^ 
^t>/7-thV=2/l) K«fc»)ffi»U e^*l§ H H H cO {4- [3- (2- 
^nn-4--l>o^r/-;v- l-^f;v) - 2 - Kndp 2 f-^y 
DH>] fef^7 v^- 1 ->f ;V( *;WU>it e r t-T'f-^x^f^ (1. 
55g, JDU£3 2%) *»fc 0 
iH-NMR (CDC 1 3 ) 5ppm: 

1.12 (3H, s) , 1. 46 (9H, s), 2. 36 (1H, d, J = 13 
. 9Hz) , 2. 50 (1H, d, J = 13. 9Hz), 2. 6 4-2. 8 4 ( 
8H, m) , 3. 32 (1H, s) , 3. 96 (2H, s) , 5. 46 (1H, 
b r) , 8. 0 3 (1 H, s) 0 
[1 3 8 8] 

mmn 492 

{4- [3- (2-7nn-4-xhn^ = r/-;v-l-^;v) — 2 — Kn 
^y-2-^f;v/ntf;i/] tf^vv^- 1 ;vf *;w^>f t e r t-7 

^(ESfeffil6*eR3iL^:2 -^nn- 1 - (2 2 **y? -)V 
) -4--fD/f5r/-;V (4. 3 6 g, 2 0. 0 S.y f tf^7V f > 
-l-^;l/-*;w^>It e r t-Wx^t^ (4. 44g, 2 2. 0^ 
*)*)\>) £/Bv\ IUfcW3 6 5 tra«o^feJCJ: 0. efe#*ttfi<3 U- [3 
- (2-7on-4-xfn^^v-;v-l-^;i/) - 2 - v. Kn^p v- 2 - 
^f^yntfjv] l *;w^^it e r t -T^l^^r- 

^S- (6. 0 8g, IR^7 2%) £#fc 0 
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[1 3 8 9] 

%mm 4 9 3 

[4- (2-^f^-6--hn-2, [2, l-b]* 

sry-V—fr— 2 - >f ;v.x-f-;v) kf^v v^- l ->f ;w] *^>Stert- 

*M#!I4 9 2«L/; 14- [3- (2-^nn-4--fn^r/-;v 
— 1 — f ^) - 2 -fc Kn+y- 2 - ^f;vyn kf;v] e^7y>-l-'f;H 
*^>Ktert-Wx^f^ (6. 8 7 g, 16. 4<V*fr) *m 
v\ ^»!I3 9 3 tWm<D-fi&K3L *K fi-fe^l§ H s H ^ [4- (2-**f-)V-& 
h n- 2 , 3-ytFn^r/ [2, 1 - b ] **^V*-;V- 2 - -f A/* 
l *^5v|tert-yf;i'iXfJi' (2. 7 
1 g> il»4 3%) £#£o 
1H-NMR (CDC 1 3) 5ppm: 

1. 43 (9H, s) , 1. 60 (3H, s) , 2. 36 (1H, d, J = 14 
. 0Hz) , 2. 5 2 - 2. 9 0 (9 H, m) , 3. 90 (1H, d, J=9. 
7Hz), 4. 27 (1H, d, J=9. 7Hz), 5. 35 (1H, br), 
7. 5 3 (1 H, s) o 
[1 3 9 0] 

MMm 494 

[4- (2-^f;l/-6--ho-2, 3-ytKn^<r/ [2, 1-b]* 

^»!14 9 3 TSiiLfc [4- (2-^f;V-6--hn-2, 3-yHKn 
J$yy[2, l-b] xi-^^y*-^- 2 e^^v>-i--f;v 
] %JU/1§ e r t -r^^^^-r^ (I50mg, 0. 395 & 

vnvyns*u&& (4mi) (om^^muT^x 3mmmnLfz 0 rbwl* 

4mU 28. 7 5y^) £2)Q;i, ^ftl Ltz 0 ^XZfilz, ykftTKX? u 
n^^^->* ; v doomg, 0. 5 9^ij^e;v) fcira*.* Mi&TKT 2 t^Ji 
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£MJEETKTift*l&Lifco JlS^v'J* W7A^n-7h^77^f- (n-^^P 
h >= l/l) ijflHSU WM&ffi-frmMiV) [4- (2-^;v 

-Q--yu-2, [2, 1 - b] ***)r\r-fr- 2 

}£^v>- l -^f;v] *;w^>^>y;vixf;v (6. 5mg 

1H-NMR (CDC 1 3 ) <* p pm : 

1. 60 (3H, s), 2. 53-2. 90 (10 H, m), 3. 89 (1H, 
d, J = 9. 6 Hz) , 4. 27 (1H, d, J = 9. 6 Hz) , 5. 11 (2 
H, s) , 5. 88 (1H, br) , 7. 2 5- 7. 3 4 (5H, m) , 7 . 5 
2 (1H, s) o 
[13 9 1] 

mnm 495 

N— [4— ;v-6--hn-2, 3-vt:Kn^<r/ [2, 1-b 

] *3^v > -;t'- 2->f ;v^^;i/) t?^? v>- l --f ;v] -n- (4-MJ7 

^MM4 9 3 trS&itLfc [4 - ( 2 6 h n - 2 , 3-ytKn 
[2, l-b] *3MJ-V-/l/-2 --T;V^^;V) t?^7y>-l-^ 
] W^Htert-^x^ (4 0mg, 0. 1 U'J*^) , 4 

- h V y )V*u* f^y/^>X7;Vft K (2 4m g, 0. , h 
1 j7;vtnSt0. OSmlMI^f l/> (1ml) ^S^^IfaT^T 
3HW#L/: a I^PmW7X^Jnx.r*fDL. ^fb^l^KJ: «ffiL7c 0 7X 

i^b^f-i^>'/^m^^;v=3/ / i) KJ: 0*K»U 6fe*mtfH<a [4- (2 
-^f;i/-6--fn-2, 3 - vfc Kn>f 5 [2 , 1 - b ] V-;v 

- 2 ->r;u^^^) ^5^>-i-/f^] - (4-f'j7;i'tn^ f^y^y 
y'Jf^) rr/ (l 9m g> i|»4 0%) 



ffi8E4£ 20 0. 3-3088762 
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^-vl 634/ 



ffil£ 189. 2-190. 9t: c 
[1 3 9 2] 



miMM4 9 6 

(S) -1- (2-^nn-4--fD^r/-^-l-^^) -2-^;v 
-3- |4- [ (4-HJ7^D^f;^>y'Jf>) 757] tf^v>- 
1-4 M 7 p n;r/-2-t-;v« 
H«!Jl 2-eS^tLfc (R) -2-^nn-l- ( 2 - * "f-)V- 2 V7 
-4--hD^^/-;v (2 18mg, , tf^v? 

>-l-^f;V- (4-fj7;l/tD^ fM>y'J T~y) 75> (2 8 3mg, 
1. l^V^e^) WDMF (2ml) <D$L&m% 7 0 - 8 OtHCT 7H#Klt^ 

■7b7*77^ - (n-^-^/7-fe h 1/1) t:J:t)itU«fef* 
|g H B B 0 (S) -1- (2-7DD -4--fn^5 l -4 )V) -2 

-7^;V-3- |4- [ (4->'J7WD^f^>y'Jf>) 757] fc:^ 
M 7'u/<iy-2-*~-)V (4 0 2mg, l|^8 5%) £t#£ 0 
[ * ] D 27 = 19- 0 1 0 (^Jg : 1 . 010, CHCI3) 
iH-NMR (CDC 1 3) £ppm: 

1. 18 (3H, s) , 2. 42 (1H, d, J = 13. 9Hz), 2. 57 ( 
1H, d, J = 13. 9Hz), 2. 71-2. 95 (4H,m), 3. 10- 
3. 33 (5H, m) , 4. 02 (2H, s) , 7. 51 (1H, s) , 7. 5 
8 (2H, d, J = 8. 4Hz) , 7. 68 (2H, d, J = 8. 4Hz) , 8 
. 0 5 (1H, s) 0 
[1 3 9 3] 

mmm 497 

(S) - 14- [3- (2-^DD-4--fR^5^/^-l-^l/) -2 
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-M Kn^f-v- 2 - ^f;vynt>] fc: ^ v > - 1 - -OW *;Mr/|te 
r t - 7'^ -r ;i/<7)M3t 
||»!ll 2T«tL£: (R) -2-^no-l- (2-^f^-2-t^rV7 
-4--hn^$r/-;v (2 9. 8g, 1 3 t tf ^ 

7V> - 1 - ^l'-*JW\'5 >ft e r t ^f;V (2 8. 9 g. 1 4 

4 ^ M&M4 9 6 tm^<V-%m-£ *K &&n^£k<D (S) 
- |4- [3- (2-^nn-4--hn^f5^/-;v-l-'f;v) -2-fcK 

n^py - 2 - ^f^n If JV3 fcf^vv^- 1 -J M f!)^^^ >It e r t - 
^)V^7,^r)V (3 6. 6 8 g, JR^6 4%) £*tfc 0 

[ « ] D 27= 17. 7 9 3° (flftE : 1. 006, CHC1 3 ) 
1H-NMR (CDC 1 3) £ppml 

1. 12 (3H, s), 1. 45 (9H, s), 2. 36 (1H, d, J = 14 
. 0Hz) , 2. 50 (1H, d, J = 14. 0Hz), 2. 6 4 -2. 8 4 ( 
8H, m) , 3. 32 (1H, s) , 3. 97 (2H, s) , 5. 47 (1H, 
b r) , 8. 0 4 (1 H, s) o 
[1 3 9 4] 

ttfB-f2>ft%>wM*m*<\ mmm4 9 7 tmm^Lx, mmm4 9 

5 0 Ocolb^%£«^L7to 

[1 3 9 5] 

mm ij 498 

(S) -1- (2-^OD-4-^fD^^/-;V-l-^^) -2-^;v- 
-3- |4- [ (4-f'j7;Vtn^ f^y^^y'jT'V) 7^7] k:^v> 

[ « ] D 27 = 1 2.. 3 2 6° (sftg I 1 . 0 0 6, C H C 1 3) 
!H-NMR (CDC 1 3) 5ppra: 

1. 17 (3H, s), 2. 41 (1H, d, J = 1 3. 9Hz), 2. 56 ( 
1H, d, J = 13. 9Hz), 2. 71-2. 95 (4H, m) , 3. 14- 
3. 29 (5H, m) , 4. 01 (2H, s) , 7. 19 (2H, d, J=8. 
0Hz) , 7. 50 (1H, s) , 7. 62 (2H, d, J = 8. 0Hz) , 8 
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. 0 5 (1 H, s) o 
[1 3 9 6] 

mtum 499 

(S) -1- (2-^nn-4--hn^^r/-;v-l-(iV) -2-^;i/ 
-3- |4- [ (5- M; 7;Vt o ^ f jM> v*7 7 > - 2 - f V >) T 
^ /] bf^^V- 1 --f ;l/f yrm>- 2 
1H-NMR (CDC 1 3 ) <5 p pm I 

1. 18 (3H, s), 2. 43 (1H, d, J = 14. 0Hz), 2. 58 ( 
1H, d, J = 14. 0Hz) , 2. 7 3 - 2. 8 2 (2 H, m) , 2. 86- 

2. 95 (2H, m), 3. 17 (1H, s), 3. 31 (s, 4H), 4. 0 
3 (2H, s) , 6. 82 (1H, s) , 7. 46 (1H, s) , 7. 52 (1 

H, d, J = 8. 7Hz) , 7. 59 (1H, d, J=8. 7Hz) , 7. 83 
(1 H, s) , 8. 0 5 (1 H, s) o 

[1 3 9 7] 

mmm 500 

(S) -1- |4- [ (5-^nD^^V77>-2-^MfI/>) 75 y] 
t?^7 v>- 1 ->f ;M -3- (2-^DD-4--hn^y7-;v-i-^ 
;v) - 2 -^^--/n/^- 2 — sj- — /U 
iH-NMR (CDC 1 3) £ppm: 

I. 18 (3H, s), 2. 42 (1H, d, J = 14. 0Hz), 2. 57 ( 
1H, d, J = 14. 0Hz), 2. 71-3. 00 (4 H, m) , 3. 17 ( 
1 H, s) , 3. 2 3-3. 3 8 (4H, m) , 4. 02 (2H, s) , 6. 7 
1 (1H, s) , 7. 22 (1H, dd, J = 2. 1Hz, 8. 7Hz) , 7. 

3 3- 7. 4 3 (2 H, m) , 7. 50 (1H, d, J=2. 1Hz) , 8. 0 
5 (1 H, s) o 
[1 3 9 8] 

mmm 501 

(S) -1- (2 -^nn-4 -~ hn^f 5 1 --f;v) -2-^^-;u 

-3- [4- (4-HJ7;vtn^fjV7x-;l/7<y) e^v>-l-^;i/ 
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mMmi 2l?Wkm.Ltz (R) -2-*nn-l- (2-^f;u-2-t^y7 
-4--fo^fy*-;v (o. 6 1 0 g, 2. 8 25V^) S 
1 (4-b'J7WD^Wx-Jl/) T5> (0. 7 

6 0g, 3. 0 9 fcffiv*, HJfcffiI4 9 6 Wfll^&tc J: 0> «ftfeH 

#<7) (S) -1- (2-^nD-4--f>o^f$r/-;v-l-^l/) -2-<* 
3 - [4- (4-b'J7WD^f^7x^75y) tf^^v>-l- 
;V] 7'n/^>-2 (1. 12 5g> JR$8 6%) &#fc 0 
1H-NMR (CDC 1 3) Sppml 

1. 15 (3H, s) , 2. 39 (1H, d, J = 14. OHz), 2. 54 ( 
1 H, d, J = 14. OHz) , 2. 6 0 - 2. 9 5 (8 H, m) , 3. 25 ( 
1 H, s) , 3. 99 (2H, s) , 4. 67 (1H, s) , 6. 90 (2H, 
d, J = 8. 6Hz) , 7. 43 (2H, d, J=8. 6Hz), 8. 04 (l 
H, s) o 

[1 3 9 9] 

nmm 5 0 2 

(S) — N— [4- (2-^f^-6--bn-2, 3-yb Kn^rv* [2 
, l-b] #4MJ-v-/i'- 2 -^f;i/^^;v) tr^v^- 1 -^f;v] - (4-h 

H«05 0 lTi^Lfc (S) -1- (2-7 0D-4--fo^^y'-;v 
-1-^;W) - 2 3 - [4- (4-f'J7;l'tn^f^7x-;l/75 

y) ^9-r/-l->f^] -7°n/N°>- 2 -3r-)\s ( 1 . 125 g, 2. 435 

*fflv\ n^4 9 3 tmm.o^mz x *k (s) - [4- 

(2-^f^-6--hn-2, [2, l-b]**^V 

— ;v- 2 --Oi^ *f-)V) ^7y>- 1 -^T;v] - (4->'J7;vtn^f;v7 
^-;V) T5> (0. 7 1 5 g, J|X^6 9%) fcfcfco 
192. 1-195. 3 °C 0 
[1 4 0 0] 
5 0 3 
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^-v ! 638/ 



(S) - [4- (2-^^-6-- hn-2, [2, 1 

-b] ^•^r-ifV-;v- 2 ->f ;v^;v) tf^5 v>- l -4 ;v] A;w^>f t 

e r t --r-f-^^^-r^^^jt 
I1I?J4 9 7T«MU; (S) - {4- [3- (2-^nn-4--fn^ 
1 - 2 - 1 Kn ^ v - 2 - ^ f-^vyo tf^v^-l 

— < *^U>itert-Wi7f;V (3 6. 6 8 g) ^fflv\ 
M4 9 3 tmmoli&KZt), e^m^ B B B <7) (S) - [4- (2-^f-;v-6 
--hn-2, 3-vtKn^r/[2 ) 1 - b ] 2 - << )UJ 

e^5V>- 1 ->f ;w] t e r t (1 9. 

5 1g, 8%) £#fc 0 

3fc3M£JK > 9 9 . 5 % e e 

[«] d 27 = 9- 8 4° (iftj^: 1. 0 16, CHC1 3 ) 
Ifi-NMR (CDC 1 3) Jppm: 

1. 43 (9H, s) , 1. 60 (3H, s), 2. 35 (1H, d, J = 14 
. 0Hz), 2. 52-2. 92 (9 H, m) , 3. 89 (1H, d, J = 9. 

7 H z) , 4. 27 (1H, d, J = 9. 7Hz), 5. 35 (1H, s), 7 
. 5 3 (1 H, s) o 

[14 0 1] 
Hi&M 5 0 4 

(S) -N- [4- (2-^;v-6--hn-2, 3-yt Ka>f 5 VV [2 
, l-b] **y-v-)v-2 yd^-jy-i-^ )V\ - (4-h 

HJ&^!I4 9 6tilLfc (S) -1- (2-7nn-4--fn^yy-;v 
-l-'T/lO - 2 3 - |4- [ (4-F'J7jVtO>fM>y'j7' 
y) 75;] tf^9V>- 1 ->f M ~?u/*y-2-*-)V (8 4 7mg. 0. 

8 5 ^ U M'DMF (4ml) <D T TTM^fc^ b'j^A ( 
69mg, 1. 7 fcJPx., |WISgTKT2. 5R#W«#Lfco £JS 
ifcMtSriP;^ tfffi1-&ttft*aMfcLfco i *t&^ * 7 -;w:i «J 8fcitM&, 7-fe 

J: *)> **fe»5fcft*0 (S) — N— [4- (2 
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-^f;i"-6-->o-2, [2, 1 - b ] V-^ 

-2-^;w^^;v) bT^7 v>- l - (4 - h »; ^i^n^^w^v* 

U t*>) 75> ( 2 4 8 m g, W 6 9 %) £#£ 0 
US 2 0 1 -2 0 2. 3 *C 
> 9 9 . 5 % e e 
[«] D 27 =-6 4 . 6 4° (mm: 1. 0 18, CHC 1 3 ) 
iH-NMR (CDC 1 3) 5ppra: 

1. 64 (3H, s), 2. 55-2. 79 (3 H, m) , 2. 80-3. 20 
(7H, m) , 3. 94 (1H, d, J=9. 7Hz) , 4. 33 (1H, d, 
J = 9. 7Hz) , 7. 44 (1H, s) , 7. 4 8- 7. 6 7 (5 H, m) 0 
[1 4 0 2] 

ft^m^zm^, mmm 5 0 4 tmm^m-z 0 > 5 0 5 ~ . 
%nms 0 7<D^m^m^Ltzo 

[1 4 0 3] 

^IM#fl 5 0 5 

(S) -N- [4- (2-^f^-6--fD-2, 3-yt Kn<f 5 [2 
, 1-b] Jr**)-V-)V- 2 --f;i^^;v) v>- 1 ;v] -N- (4 

II* 188. 4-191. 2°C 
Jt^mm > 9 9 . 0 % e e 

[>] D 27=_ 5 8 . 3 0° («Jg:l. 0 2 4, C H C 1 3) 
iH-NMR (CDC 1 3) Jppm: 

1. 64 (3H, s), 2. 55-2. 77 (3H, m), 2. 82-3. 18 
(7H, m) , 3. 94 (1H, d, J = 9. 7Hz) , 4. 33 (1H, d, 
J = 9. 7Hz) , 7. 1 6 (2H, d, J=8. 2Hz) , 7. 43 (1H, 
s), 7. 55 (1H, s), 7. 58 (2H, d, J=8. 2Hz) Q 
[1 4 0 4] 

mmm 5 0 6 

(S) -N- [4- (2-^f;V-6--bD-2, 3-5>fc Kn-f [2 
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, l-b] ^^V-^- 2 ->f ;v^;v) tf^^vv- l ->r ;v] — N— (5 

363**6* 9 9. 8 % e e 

[ a ] d27= - 8 1. 05° ( c = 0 . 992, CHC1 3 ) 
1H-NMR (CDC 1 3) Sppml 

1. 64 (3H, s) , 2. 59-2. 77 (3 H, m), 2. 86-3. 00 
(3H, m) , 3. 0 5-3. 2 6 (4 H, m) , 3. 96 (1H, d, J = 9 
. 7Hz) , 4. 33 (1H, d, J = 9. 7Hz) , 6. 79 ( 1 H, s) , 
7. 39 (1H, s) , 7. 41-7. 57 (3H, m) , 7. 82 (1H, s 

) o 

[1 4 0 5] 

mmm 507 

(S) -N- (5-^nn^>/77>-2-'(Wfl/>) -N- [4- (2 
-^;i^-6-~hn-2, [2, 1 - b ] 

- 2 — r )v i ->f ;v] rr/ 

3fc3**&J£ > 9 9 . 0 % e e 

[«] D 27 =~8 4. 4 8° 1. 0 18, CHC1 3 ) 

tt£ 211. 5-213. 6 r 
iH-NMR (CDC 1 3) Sppml 

1. 63 (3H, s) , 2. 5 7-2. 7 6 (3 H, m) , 2. 81-2. 95 
(3H, m) , 3. 0 0-3. 2 4 (4H, m) , 3. 94 (1H, d, J = 9 
. 7Hz), 4. 32 (1H, d, J = 9. 7Hz), 6. 67 (1H, s), 
7. 3 0- 7. 4 3 (3 H, m) , 7. 48 (1H, d, J = 2. 1Hz) , 7 
. 5 3 (s, 1 H) o 
[1 4 0 6] 
HifetfO 5 0 8 

(S) -N- (5-^nn^>V77>-2-^f;Mfl/>) — N— [4- (2 
6 h n- 2, [2, l-b] ***f)f-)V 
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0 3T«£L£ (S) - [4- (2-^f;i/-6--hn-2, 3- 
vfc Kn-f 5 ^v* [2 , l-b] fr^Mf-V-/!"- 2 --f;v-^;v) tf^yv^v- 

*;V;^>|ter t-WiXf;V (0. 2 0 g. 0. 5 2 3 5 
V-^v) SO' 5 - ^ d > v'7 7 > - 2 - * 7^f l: F (0. 1 1 3 g. 

o. 6 2 8 * i ; j e;W "kmt^^-v> 4 m l k?#8?u ku -7;v^-ni^mo. 4 

•?*»*Ufeo atKtfe»5MS*0 (S) — N— (5-^nn^>V77>-2-^f 
-N- [4- (2-^f;l/-6--bn-2, 

V [2, l-b] ***rv*-)V-2-4 if^yV-l-'f^] 75 

V ( 0 . 1 3 7 g , JR2£ 5 9 %) #7t 0 

[1 4 0 7] 
5 0 9 

(S) -N- [1- (4-^nn7x^v) xfijf^j — N— [4- (2-^ 
f;p-6--Fn-2, 3-ykKn^f5^/ [2, l-b] ^^^V-;v-2 

mmm5 0 3X-mmLfz (S) - [4- (2-^f^-6--l>n-2, 3- 
yt: Kn>f 5 [2, l-b] ***rv*-)V- 2 -4 fcf^v 7 ^- 
l-^v] *;V;^>|tert-7fiHXfiV (2 0 0mg, 0. 5 2 5'J 
^e;v) , F'j7^tnil2mlMM>fV> (4ml) Orl^tJfc^T 

i#*i¥U bi;jcf-;vT5> (4m K 2 8. 7 5'J^;v) £#D;i. 4»fPL/io * 
^0li:4-^nn7-bh7xy> (9 7mg, 0. 6 3-$'j^;l/) 

4m iKmrn^tzmwiZtinz-^ 4wmnmMffi.Ltz 0 &i&m*^^mu m& 

TKxmBLtZo 5Sat«r'>V 77 y;V77 ^ A ^ ^77^ - (n-^*^/ 
T-fch>=3/l) K«fc l9fflmt7>:o «^^*^b h h O (S) — N— [1- (4 
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i-Z?: 642/ 



-^no7x-;v) -N- [4- (2-^f;V-6--fn-2, 

[2, 1-b] t^rtV-;V- 2 - 4 )V* \£^.y^J 
y- 1 -J )V\ 7r/ (3 9mg,JR$l 8%) =H#£ 0 
164. 6-166. 5r o 
[1 4 0 8] 

ttj&-t&m&EM*m\<\ mmms o 9 tmmzLx* mnms 1 o~hm#u 

5 1 3<Ott&toim£Ltzo 
[1 4 0 9] 
fUfctfl 5 1 0 

(S) — N — [4- (2-ff-)V- 6--fn-2, 3-vfc: Kn^f ^V" [2 
, l-b] *^r-9-V , -/u-2->f l --f ;v] -N- [1 
- (4 - I> V 7 )V-*u *^-)vy j.^i;t*>] 
Hi * 1 6 7. 9- 1 6 9. 4t 0 
[14 10] 

mmm 5 1 1 

(S) — N— [4- (2-^f^-6--fn-2, 3-i^fc Kn^5fV [2 
, l-b] jj-*-^V-;i/- 2 --f;v^^;W l -4 /u] -N- [l 

Kj& 177. 8-180. 1 "Co 
[14 11] 

nmw 5 i 2 

(S) -N-v* OAdryij ^>_ N _ [4 _ (2-^f;i/-6--fn-2, 
3-v^tiKn^ = ^y [2, l-b] **-9-V-;V- 2 
Vy- 1-4 fr] T5. y 

178. 6-179. 3°C 0 
[14 12] 

mnm 513 

n— (2-^ywr><^y°i-vry) -n- [4- (2-^f^-6-^hn 

-2, 3-v£Kn^ = rv* [2, 1 - b ] Hr^V-fr- 2 -A fr* 
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643/ 



166. 6-169. 6t: 0 
[14 13] 

n mm 5 1 4 

(S) -N- [4- (2->f;V-6--hn-2, [2 
, 1-b] ***)rV-fr- 2 -4 )\>*?-)V) e^yV-l-^V] — N— (4 

£fttfll5 0 (S) — N— [4- ( 2 - * ^)V- 6 b n - 2 , 

[2, 1 - b] 2 ->f tf^v 

-N- (4->'J7;vto^f;^yv'jf>) T5> (10 0 
mg, 0. 2 3^;^V) MTHF (4ml) tf>r&^%^> 2kJfrTteT>tC*ffc 
*7ff f-^A ( 1 3 m g, 0. 3 4 £#n£, lSTi:t3 0M 

m7A^n7>^77^- (n-^^-9->/ / ^m^^^= 2/1 ) 
*U tt«fe»*ftft«) (S) -N- [4- (2-^;V-6--hn-2, 3 
-y'E Kn-f 5 ?V [2, 1-b] ^•^/-/l'- 2 -4 tf^9'^> 
-l--f;v] -N- (4-fV7^n^f;V^y^;v) 7r/ (32mg, Jfc 
^3 1 %) «r#^ 0 
K£ 131. 3-135. 5t 0 
[14 14] 

mmm 515 

(S) -4- (2-^f^-6--hn-2, 3-^tKn^fv* [2, 1- 
b] ^-^■y-V-;^- 2--T )V*?-)V) \£^<y-y>-l-4 ■ ~mm.iM.<D 

mm 

mMM5 0 3 -ZM&Ltz (S) - [4- (2->f^-6--bn-2, 3- 
ytFn^yy [2, l-b] ^-^•9"V-;i'- 2 ->f tf^^v^- 
l-^fjk] *JMr/^tert-7frat^ (3 0 0mg, 0. 7 8 5 'J 
^e;V) . I«2m lS^^y'-^ (4ml) <DfB&Qll& 5 0tCT3 o^-tK 
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s<~-i? : 644/ 



;i/^f>B^U 5iifei&5fcgJi<Z> (S) -4- (2-^f^-6-->n-2, 
3-^fcKn>f5r/ [2, 1-b] ^-^^V-;v-2-^f;v^^-;i/) 
>- 1 -^;VT5 >Zl4am^ (2 6 5mg, W9 1 %) £#*r 0 

M a 17 ex: um) » 

[14 15] 

^tifll 5 1 6 

3- [3- (2-^nn-4--l>n^r/-;v-l-^^) 
y-2-^f;l'7'Dlf;l/] -5- (4 - h V y)V*u* Y ^-i/y^ — )]/) -3H 
- [1, 3, 4] ^^•9-> ? TV-;V-2-^VOM3t 

2-^nn-4--fn-iH-^^/-^ (2. 2 1 g. 14. 985V 
^e;v) i:3- (2-^f;v-2-t+v7-;v^f;v) -5- U-b 1 ;?;^ 
n^f^y7x-;v) -3H- [1, 3, 4] tW7'/-^-2-*> (2 
. 3 7 g. 7. 4 C0^^y-;V (2 5ml) mm&KRWbkmi- V 

VVA (1. 3 2g, 15. 73 5';*^) fcflnx^ 8l$min*^«Lfco BcS 

t*fe7^7 7^0 3- [3- (2-^nn-4--fn^f^7'-^-l- 
-f;v) - 2 -t Kn^v- 2 -^^;v-7°n -5- (4-hV7;vtn^ h 
^v-7jl^;W -3H- [1, 3, 4] tHy7^-2-t> (3. 2 7 
g, Jfcsg9 4%) Srftfco 
iH-NMR (DMS0-d 6 ) p p m I 

1. 53 (3H, s), 3. 67 (1H, d, J = 8. 8 Hz) , 3. 81 (1 
H, d, J = 8. 8Hz) , 4. 49 (2H, s) , 7. 4 2 - 7. 6 6 (2 H 
, m) , 7. 8 6-8. 0 9 (2 H, m) , 8. 54 (1H, s) , 10. 98 
(1 H, b r) o 
[14 16] 

ttfc-r&&§£wM*m^\ mmms 1 6 tmffiKLx, yzmKm-rmnws 1 

[14 17] 
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645/ 



[*6] 






R 


•HNMR 5 




517 




CDC1 3 


1.59(SH, s), 3.78(1H, d, J=8.5Hz), 3.86(lH, d, 
J=8.5Hz), 4.29(1H, d, J=15.lHz), 4.57<1H, d, 
J=15.lHz), 7.6K2H, d, J=8.lHz), 7.79(2H, d, 
J=8.lHz), 8.06(1H, s), 9.17(1H, br). 


70 


518 




CDCI3 


1.6K3H, s), 3.79 (1H, d, J=8.5Hz), 3.85(lH, d, 
J=8.5Hz), 4.27(1H, d, J=15.0Hz), 4.56(lH, d, 
J=15.0Hz), 7.33-7.63 (7H. m), 7.78(2H, d, 
J=8.4Hz), 8.06(1H, s), 9.02(lH, br). 


82 


519 


-O* 


CDCI3 


1.62(3H, a), 3.75(1H, d, J=8.5Hz), 3.83(lH, d, 
J=8.5Hz), 4.27(1H, d, J=15.0Hz), 4.54(1H, d, 
J=15.0Hz), 7.34(2H, dd, J=1.8Hz, 8.6Hz), 
7.63(2H, dd, J=l,8Hz, 8.6Hz), 8.03(lH, s), 
9.05(1H, br). 


57 


520 


-O- 


DMSO- 


1.5K8H, s), 3.66(1H, d, J=8.8Hz), 3.79(lH, d, 
J=8.8Hz), 4.48(2H, s), 7.24-7.4l(2H, m), 7.84- 
7.96(2H, m), 8.52(lH, s). 


64 


521 




CDCls 


1.56(3H, s), 2.41-2.53(2H, m), 2.81-3.00(2H, m), 
3.56(1H, d, J=8.5Hz), 3.63(lH, d, J=8.5Hz), 
4.22(1H, d, J = 15.0Hz), 4.42(1H, d, J=15.0Hz), 
7.12(2H, d, J=8.4Hz), 7.26(2H, d, J=8.4Hz), 
7.55(1H, br). 7.97(1H, s). 


92 


522 




DMSO- 
d e 


1.53(3H, s), 3.63(1H, d, J=8.8Hz), 3.77(lH, d, 
J=8.8Hz), 4.43(1H, d, J =15.0Hz), 4.5l(lH, d, 
J=15.0Hz), 6.58(1H, d, J=15.9Hz), 7.43-7.55(3H, 
m), 7.64(2H, d, J =8.5Hz). 7.5l(lH. s). 


89 


523 




CDCI3 


1.56(3H, s), 3.72(2H, s) , 4.25(1H, d, J=15.lHz), 
4.44(1H, d, J=15.lHz), 4.59(2H, s), 6.85(2H, dd, 
J=2.3Hz, 6.8Hz), 7.29(2H, dd, J=2.3Hz 6.8Hz), 
7.98(1H, s), 8.49 (1H, br). 


; 98 



114 18] 

mmm 524 

3- (2-^f;v-6--fn-2, [2, 1-b]** 

2 ->f -5- (4 - h V 7)V*U* b^/7x-;V) -3 1 

H- [1, 3, 4] tW7/-^-2-t>Oli 
mmms I 6X-m^Ltz3- [3- (2-^nn-4--fn^r/-^- 
-2-tKD^i/-2-^WDfe>] -5- (4-fV7Wn 

n^fy7x^) -3H- [1, 3, 4] tW77-^-2-t> (3. 

2 7g, 7. 0 5^'^;V) <D 1 , 4 (7 0ml) mW>Zft$ifflft 

t. ^thyjA (o. 3 7 g , 9. i7 5y^) ztiu*., 3mmmmM 

£U1E# 2003-3088762 
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^-v: 646/ 



/-^T»ff|tftU Sfe@#<7)3- (2->f;i/-6--hn-2, 3-ytF 
n>f5^V[2, l-b] ^^-9-^-^-2-^ -5- (4-hV7 
;V*n^ f^ry7 -3H- [1, 3, 4] t+t^TV*-^- 2 — * > 

(1. 4 3g, JR$4 8%) 
II* 1 9 0 - 1 9 1 °Co 
[14 19] 

5 3 1 (Dit^m^m^tzo 

[1 4 2 0] 

5 2 5 

3 - (2-^f^-6--M3-2, [2, l-b]** 

*yy'~-)V- 2 -4 frtf-ju) -5- {A-V)y)Viru^^-)vy^=.)V) -3H 
- [1, 3, 4] t^tv7V-;i/-2-t> 
ltt£ 2 3 0 - 2 3 1 °C 0 
[14 2 1] 

526 

3 - (2->f;v-6--hn-2, 3-ytKD^f5r/ [2, l-b]** 
*yV-)V-2-4 )V*?-)V) -5- (e7x^-4-^;V) -3H- [1, 3 
, 4] t^rt^r^^-2-t> 
2 4 8 - 2 4 9 °C 0 
[1 4 2 2] 
5 2 7 

3- (2-^f^-6--fn-2, 3-^tFn^^7* [2, l-b]** 
*fV-)V-2 -4)V^^)V) -5- (4-^DD7x^) -3H- [1, 3, 
4] **-9-vTV*-;l-- 2 -*> 
llfcjft 2 2 1 - 2 2 2 °C 0 



taiE# 2003-3088762 



#M 2002-298259 



^— v : 647/ 



[1 4 2 3] 

$mm 528 

3- (2-^f;i/-6--hn-2, 3-ytKn^$r/ [2, l-b]** 
•^V-^- 2 -4)\<*<f-)V) -5- (4-7WD7i-;V) -3H- [1, 3 
, 4] t^rty7 , /-;K2-i> 

1 8 8 - 1 9 1 °C 0 
[1 4 2 4] 

5 2 9 

3 - (2-^f^-6--M3-2, [2, 1-b]** 

•9"^-^-2->f )V -5- [2- (4-^nn7x^;i/) fcf~;v] -3 

H- [1, 3, 4] tWTV-;i/-2-t> 

2 4 9 - 2 5 2 °Co 
[1 4 2 5] 

gSJfeW 5 3 0 

3- (2-^f^-6--fD-2, [2, 

2 — T;v^-^-;v) -5- [2- (4-^nn7i-;v) j.^] -3 
H- [1, 3, 4] tW7V-;i/-2-t> 
116 1 3 9 - 1 4 0 °C 0 
[1 4 2 6] 
5 3 1 

3 - (2->f^-6--fn-2, 3-ytKn^^r/ [2, 1-b]** 
■*)-V-)V-2-4 )V*?-)V) -5- (4-^no7x^y^f;v) -3H- [ 
1, 3, 4] t^-Vi/TV*-)^- 2 
6 4 - 6 6 V Q 
[1 4 2 7] 

mmm 532 

3 - (2-^f;v-6-^Fn-2, 3-ytKn^>r/ [2, 1-b]** 
*}-V-)V- 2 - 5-7x-;i/-3H- [1, 3, 4] t^rfyTV* 
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648/ 



2-^DD-4--bn-lH-^^V-;V (170mg, 1. 
)V) „ 3- (2->f;V-2-t^ry7-^f^) -5-7x-JV-3H- [ 

1, 3, 4] tWT7*-;v-2-t> (3 10mg, 0. 9 )V) , %i 
gfotefc-?- h'J^A (120m g, 1. 43nnol) (2ml) 

iETt:tilLfco mmtl, A-V***yy (10ml) KvtflfU Tkmit 
i-YW^ (5 5mg, 1. 38<'J^) ZINtL, ifiTt:t 1 mmffimk, 

Mb /Co ^*^^y-;v^?>#^ H B H L. «*o3- (2-^^;i/-6- 
3-ytKn^^r/ [2, 1 - b] jJ-^t^V-^- 2 4 )V* ^fl, 
) -5-7x-jV-3H- [1, 3, 4] tW7 , /-/l'-2-tV (12 7 
mg, JR3g3 2%) £#fc 0 
tt£ 2 2 5- 2 2 7 *C 0 
[1 4 2 8] 
§€*fe#!i 5 3 3 

5- (4-^nn^>i?;v) - 3- (2 6 h n- 2 , 3-vtK 

n^f^y* [2, 1-b] ***)rV*~-)\'-2-J )V*^)V) -3H- [1, 3, 
4] t^ffy7/-;v-2-t>« 
4 -^^;i/^>-tf y^;v^>^2 2 - t*->7-Wf^t;v 

(3. 98g, 18. 9^ i ; j e;V) , 5- (4-^no^>y» -3H- [1 
, 3, 4] t^fy7y-;i/-2-t> (5. 5 g, 2 6. ^ * 

M*W^ (3. 4g, 24. 6S';^;V) „ a^fcth'^A (3. 4 g, 2 

2. 6 8^J^) „ DMF (4 0ml) (DU^^MMT^X 2 1 B#rati#L 
fco R/fcifcKTJcfcinix., Sf^-x^WcJ: J9 2HI»tBL^o mffl8*&tnt, 3 III 

ML, JM&*-f^«r5. 4 7 gf /; 0 
[1 4 2 9] 



{iSliEiff 2003-3088762 



#M 2002-298259 



I 649/ 



^<7)H-fe#^;K7)9 2 . 3g (11. 025V^) , 2, 4-y-fn 

- 1 H--r ^ fy-^ (2. 2 6 g, i4. 3 ^ y-=e;v) , mfc-r vw& (i 

. 8 1 g. 2 2. 0 7 < V^fr) RZ/^fy-fr (2 2 m 1 ) <^rJI£-$7& 8 

^) -3 - (2-^f;v-6-^>n-2, 3-yt Kn-f 5^/ [2, 1-b 

1 ***y*/~-)V-2-J -3H- [1, 3, 4] t+tyT^-iV- 
2-*> (2 4 0m g> 9%) £#*r 0 

151-153 "Co 
[1 4 3 0] 

mmm 534 

5- (4-7 , n^7x-^) -3- (2-^f;l/-6--hn-2, 
n>f^^v [2, l-b] **^V-;i/-2 -^f;up{^;i/) -3H- [1, 3, 
4] t^t^7 x /-;v- 2 -7ty<r>w& 

^»J4 1 -CiRjSLfc* * >^;^^>^2 -*?-JU- 6 h n- 2 , 3 -v 
tKn-f^y [2, l-b] ***)-V-)V-2 -^f^^f^f^ (1. 0 

2 g, 3. 6 7 5'JO) „ 5- (4-'/n^.7x^) -3H- [1, 3, 4 
] *W7 , /-^-2-*> (6 8 0mg, 2. 8 2 > IftBft* V 
A (5 8 0mg, 4. 2 5'J*;V) „ 3 7ftthV7A (890mg. 5. 94 

S^DMF (15ml) Ofi^* 1 0 0 iCfcT 3 Bf M«#L^o R 

iiS-y'J *W7A^o7 b^77<f- {^it^^-vy/^m.^)^= 9/ 

1) »wiO«*U fl&'felfcfcO 5 - (4-7*D*7x-;v) -3- (2-^ 
;v-6--hn-2, 3-^t:Kn^r/ [2, 1 - b ] 2 - 

>f;i/^^;V) -3H- [1, 3, 4] tH^77*-;V-2-t> (17. 4m 
g> JR*2%) 
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^—>*: 650/ 



Wl& 2 3 1 -2 3 3t 0 
[14 3 1] 
5 3 5 

5- (4-7 , n^7x^^) -3- (6--fn-2, 3-yHKn^5r/ [ 

2, l-b] **-9-v-;v-2 -3H- [i, 3, 4] ***yv 

TV-)l'-2-*y<Dm3k 

V [2, l-b] (3. 28g, 12. 

4 6<V^V) S.^5- (4 -rn*7x-^) -3H- [1, 3, 4] 
5?7 , /-^-2-t> (1. 5 g, 6. 2 2<'J^;V) ^liSM 5 3 4 <D 

I»*^5- (4-7*n^7x^;v) -3- (6--fn-2, 
3 Kn>f 5 *v [2, l-b] ^-^-9-y-;v-2 -3H- 
[1, 3, 4] t+t^7/^-2-t> (3 12mg, ^12%) fc&fc 

o 

It* 2 6 4 "C o 
[1 4 3 2] 

t»j5 3 5 tmn^Lx, nam 5 3 

&*BftUfco. 

[1 4 3 3] 
Hife^0'5 3 6 

3- (6--hn-2, 3 -yt Kn^f ^ [2, l-b] ^^r^V-^- 2 
--f;W^^-;V) -5- (4-h'J7Wn^F^y7x^V) -3H- [1, 3 
, 4] *Hvr'/-^-2-t> 
Mjft 2 0 4-2 0 7t o 
[1 4 3 4] 

mmm 537 

3- [2- (2-^f;V-6--fo-2, 3-*^KKD'f5r/ [2, l-b 
] **^V-;v-2--f;i/) ^-^;u] -5 - (ey v>- 4 ;v) -3H- [ 
1, 3, 4] ^•^•9-^TV-;i/-2-*>0«jt 
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^-v I 651/ 



5- (kfV -3H- [1, 3, 4] t^t^TV-^- 2 — 

■*> (I50mg, 0. 925 V^;V) „ Tfcfgf h V ^ A (4 1mg, 1. 0 
3 MDMF (1. 5ml) (Dfi#«S:lfiTt:t 1 B#F^ti#U^o 

£OS$i&~> H»J4 2-e«iiLfc.* * 2 - (2-^^-;v-6-- h 

n-2, 3-y^Kn^5r/ [2, l-b] **-9-v*-;v- 2 --f ;v) 

(2 0 0mg, 0. 6 95'Jt;v) , H^-fbf-bV^A (140mg, 

0. 9 3 5';^) OlWDi, 5 0 - 6 0t:iCT6B#^ti#L7^o K^^M 
yS^MU 7K£jJD;U S^m^^-^^2|ilttaiL^o ^$l*B£^;b-^ 7K-e3®^ 

->';77^;V7J-7A^nv l>^77^ - C^b^f-l^/If*^-^ 2 5/1) 
Ki^ffiMU fife#^<^3- [2- (2-^fJV-6--fn-2, 3-vt 
Kn^f^v* [2, l-b] **-9-v*-;v- 2 --f;v) -5- (tfijv 

>_ 4 _^ ;l/ ) _3H- [1, 3, 4] iHy77-^-2-t> (13 7m 
g. JR^5 6%) *ntz 0 
It£ 147-149 "Co 
[1 4 3 5] 

mm 5 3 7 tisptmcL-c, ^«U5 3 s^b^ 

[1 4 3 6] 

mmm 538 

3- [2- (2-^f;l/-6--hn-2, 3-y'HFo^r/ [2, l-b 
] ^^•9-y-;v-2 -5- (t:7y>-2-^^) -3H- [ 

1, 3, 4] t^fy7y-;v-2-t> 
HL£ 2 0 9- 2 1 2t o 

[1 4 3 7] 

nmm 539 

(R) -3- [3- (2 nn- 4 -~ h n^r 5 ?V-)V- 1 -i^u) -2- 
^ Kndpv- 2 -^^^ynif;!/] -5- ( 4 - h V 7)V3ru * Y *5/7 
) -3H- [1, 3, 4] **-WTV-)ls-2-*y<Dmik 
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^-v: 652/ 



5- (4-f'J7Wn^h^y7x-;l/) -3H- [1, 3, 4] Jr^V 

7v*-^-2-t> (o. 68g N 2. 7 6 ^ v Rvmmm 1 2 x-m^L 

tz (R) -2-^nn-i- ( 2 - ^ 2 -Jr* ->7 -4-- 
hn^^V-A, (0. 5 0 g, 2. 3 ODMF (5ml) Sgjfcfc 

^gfe* U ?A (0. 3 8 g, 2. 7 6 ^ini, 1 6 BtWIt^L 

1) Ki^ffMU fi-feT^e;i/-7TX<7) (R) -3- [3- (2-^nn-4- 

- h n ^ yy~- ;v- i - ^ ;u) -2-liKn^y-2-^WDt>] -5 

- (4- MJ 7^tn> hdpv-7i-;v) -3H- [1, 3, 4] tW7V 
-)V-2-*y (1. 0 6g, teSi^) *&fc 0 

iH-NMR (DMSO-d 6 ) Sppml 

1. 53 (3H, s), 3. 67 (1H, d, J = 8. 8Hz), 3. 81 (1 
H, d, J = 8. 8Hz) , 4. 49 (2H, s) , 7. 4 2 -7. 6 6 (2 H 
, m) , 7. 8 6 -8. 0 9 (2 H, m) , 8. 54 (1H, s) , 10. 98 
(1 H, b r) o 
[1 4 3 8] 

mm\ 540 

(R) —3— (2-^f;i/-6--fn-2, [2, 1- 

b] -**c*yV-)V- 2 -J)V*^-)l<) -5- (4- h V 7Wn^ f+y7x- 
)V) -3H- [1, 3, 4] t^fy7V-;i'-2 -^"X^M^t 

»^!I5 3 9-e^3tL/i (R) -3- [3- (2-*nn-4--M3>f$^ 
\-4 ;v) - 2-bKn^y-2->f^7°an>] -5- (4-h'J 
7Hn^Jry7x-jH -3H- [l, 3, 4] tW7y-^-2~t 
> (0. 8 7 g. 1. 885 U^e;W Ol, 4-v*3^> (18ml) 
7Ri$ii#T\ 7km / iti- Y U * A (9 8mg, 2. 4 45'J€;l/) ^^n£> 5B#F*1 

M^f^VI«if^=9/l) Ki^fSiU 7-tf-l I JV^V7 4 n 
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^-v: 653/ 



/^-/lofrfcHttftU fi-fe*fr5fcfgrS<& (R) -3- (2-^f^-6--fu 
-2, [2, 1-b] fr^MJ-V-.ft'- 2 ->f *->l>) - 

5- (4-f'j7^tn^F^y7x^) -3H- [1, 3, 4] ***fVT 
V-)\>-2-*y (0. 3 2g. J»4 0%) £#£o 
^t^*fiflf 9 8. 2 % e e 

[«] D 26 =-l 2. 4 3° (#Jg: 0. 6 6 8, CHC 1 3) 
nfcj^C 1 4 6 - 1 4 8 "Co 
[1 4 3 9] 

mmm 5 4 1 

3- [3- (2-^nn-4--fn^$r/-^-l-^;v) 
v- 2->fJV/ne;l'] - 3 H-^> VJr*c^f-)V- 2 ><7)m& 
2-^an-4--fn-iH-^^7-;V (5 0 3mg, 3. 4 15^ 
, 3- (2-^f;v-2-t^v7-JMf;i/) -3H-^>v*t^rtv^ 

;W-2-*> (7 0 0mg, 3. 4H V *)V) S-)V (7ml) MMU 

tMth'j7A (3 3 6mg. 4. H'J^) &#0x-> 8 BtFtti&l it Lfc 

ACJ;i)^IU:t, «JE«iftLfco itifcfcWEETfcTiftB U #r 
j^7A^ov^77^- (Ift^fv>/^^y-;v=3 0/i) 

fIM*0 3- [3- (2-^nn-4--hn^^^V-;l/-i->f 
;W - 2 -fc KD + i/- 2 - ^f;V7 p n tf;v] -3H-^^VtW^-2 
-t^ (6 16mg, 1%) 
1H-NMR (CDC 1 3 ) <J p pm : 

1. 31 (3H, s) , 3. 04 (1H, s), 3. 87 (1H, d, J = 14 
. 7Hz) , 3. 98 (1H, d, J = 14. 7Hz), 4. 13 (1H, d, 
J = 12. 5Hz) , 4. 24 (1H, d, J = 14. 5Hz), 7. 08-7 
. 3 1 (4H, m) , 8. 0 4 ( 1 H, s) o 
[1 4 4 0] 

ttiB"t2>m%wM*m\<\ mmms 4 1 tmn^Lx^ ^Km-t^mms 4 
2 Rtfnnm 543 ^b-&««r«jt t£ 0 



fflSE# 2003-3088762 
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^-v: 654/ 



[14 4 1] 

im7\ 




mm 
m 


R 


'HNME 6 


(%) 


542 


CI 


CDC1 3 


1.32(3H, s), 3.14(1H, s), 3.87(1H, d, J=14.7Hz), 3.95 
(1H, d, J=14.7Hz), 4.1K1H, d, J=14.4Hz), 4.25(1H, 
d. J=14.4Hz), 7.10-7.23(3H, m), 8.03(lH, s). 


35 


543 


F 


CDC1 3 


l.ll(3H, s), 2.66(lH,s), 3.86(1H, d, J=14.5Hz), 
3.94(1H, d, J=14.5Hz), 4.16(lH, d, J=14.3Hz), 
4.24(1H, d, J=14.3Hz), 6.89-7.00(lH, m), 7.29 (lH, 
dd, J=2.7Hz, 8.8Hz), 7.37(1H, dd, J=4.4Hz, 8.8Hz), 
8.0l(lH,s). 


33 



[1 4 4 2] 

mmm 5 4 4 

3- (2->f;l/-6--fn-2, 3-^KKn^5r/[2, 
t^^- 2 ->f )v*?-)v) - 3H-^^VtW-;v- 2—*y<r>m3k 
mifeM 5 4 1 fjRSi Lfc 3 - [3- (2-^nn-4-rhn^f^r/-;V- 

l-^;v) -2-tKn^v-2-^Wne;i'] -3H-^>v*t^t7- 
;l/-2 (6 1 5mg, 1 . 7 4^ V ^V) , Tkitlt^ h'J«7A (76. 6 

mg, 1. 9 , 1, 4-^^^ (15ml) Ol^^l^ 

HH-MJ*Afc£»)*Sj!fcLfc&, jjtEijILfc. il^iJITCtliL, 5iSg 
^v i ;77^;W7j^A^n-Tbi7*9 7'f- (Sjt^f i/>/^^y-;i/=3 0/1 
) tcifjffiJRU &feJ&5fctf>3- (2-^f-^-6--fn-2, 3-^fcKn 
4 5.9**/ [2, 1-b] •***yV-)V-2-4 -3H-^>v*t^ft 
*S-)l>-2-*> (2 0 9mg, JR^3 8%) 
fflUSt 222. 7-224. 3°C 0 
[1 4 4 3] 

ttJ£1"£ffi3&JiU&£fflv\ ^&$J5 4 4 tlWMfKLT, ^W!15 4 5S^Jfe 
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^-v: 655/ 



^5 4 6<D4k&V0t:mkLtio 
[1 4 4 4] 
5 4 5 

5-^nn-3- ( 2 -* *f-)V- 6 b n- 2 , = r/ [2, 

1-b] 2 -3H-^^ < /t^rt , /-^-2-t 

> 

M jft 207. 6-207. 9°C 0 
[1 4 4 5] 

mmm 5 4 6 

5-"7;v*n- 3 - (2-^f;v-6--hn-2, [2 
, l-b] ^-^r-9-V-;v- 2 -^f;P^-^;v) -3H-^>/tW-iV-2- 

M A 246. 2-246. 8t 0 
[1 4 4 6] 

$ktfcW 5 4 7 

5-7'nt-3- (2-^fJl/-6--fn-2, 3 -yh Ko^ 3- [2, 
l-b] *#-9-V-/l'-2-'f >P*?-/10 -3H-^>/t^rt , /-;V-2-t 

2-^nn-4--I>n-lH-^yy*-;i' (3. 2 2 g, 21. 8 S V 
;v) , 5-70^-3- (2-^f^-2-t^ry7-;Mf^) -3H-^> 
V'-***rV~)V- 2-*y (6. 2 g, 21. „ f^^hV^A ( 

1. 97g, 2 4 5'J^V) , x^y-jl/ (5 0ml) Or!-£%£ 8 P#PMH&1 

mi±mm u i , 4 - > e o m 1 u TK^bf- >V7A ( 

5 2 8mg, 13. 2 itox., 7 0 - 8 OrfcT 1 7H#WimLfc 



mfE# 2003-3088762 
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^-v: 656/ 



6--hn-2, 3-ytKn/f5r/ [2, 1 - b] **^f-)V- 2 

-3H-^>yt^ftV*-;V-2-t> (1. 8 2g, i|X^3 7%) £ 

116 243-245. 5°C 0 
[1 4 4 7] 

^l»J 5 4 8 

5- (2 -^nn- 4 > u4 = ^ry- 1 ->f^^f-;v) -3- (4-fc 
Kn* v if 7 jc-;u- 3 -4 )V) - 5 - ^ V; ^> - 2 ><^«at 

2-^nn-4--fn-lH-^r/-iV (1. 3 g, 8. 7 8 
) > 5-7x-;i/-3- (2 2 -t^rv7-^^f^) -3H-^> 
V*^r-9-y*-;W- 2 (2. 4 7 g, 8. 7 , ftSth'J^A 

( 7 9 2 m g , 9. 6 -^/P) £0^* -/ (30ml) 1 0 

p*ffljn*fc*atLfco sjfcifcfcMKissu m±TKxwm\^tz 0 mttttuax. 

l/>/^^;-^=10/l) £J:l)i»*U S-fe©^c0 5- (2-^nn-4 
h n/f 5 l -j)V**f-)V) -3- (2-KKn*'>-5-bT7x 

-5-^W^rt > / , Jy>-2-t> (1. 8 2g,J)X^6 1%) & 

iH-NMR (DMSO-d 6 ) 5ppm: 

1. 55 (3H, s) , 3. 85 (1H, d, J = 9. 5Hz), 3. 98 (1 
H, d, J = 9. 5Hz) , 4. 46 (1H, d, J = 14. 9Hz) , 4. 5 
6 (1H, d, J = 14. 9Hz), 6. 99 (1H, d, J = 8. 4Hz), 
7. 27 (1H, t, J = 7. 3Hz) , 7. 3 6 -7. 5 7 (6 H, m) , 8 
. 5 2 (1 H, s) , 10. 0 6 (1 H, s) o 
[1 4 4 8] 

mmm 549 

3- (2->f;v-6-^hD-2, 3-ybKn^5T/ [2, 1-b] 

ffiliE# 2003-3088762 
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^-v: 657/ 



H«|J5 4 8^?tL7t5- (2-^nn-4--bo^ ^V*-;V- 1 
frff-fr) -3- (2-kKn^y-5-li*7x-'J^) - 5 f-frit*^/ 
'Jy>-2-t> (1. 2 3g. 2. 8 8 , 7KMtf'J^A (12 

7mg. 3. 16 5 MDMF (10ml) <£>^tf£ 1 0 0ti:t4 

*yj^7A^nvf^77^ - (»fP>/^^/-^=2 0/l) KX 

^ **M U ^^©*IS H H H <7) 3 - (2-^f;V-6-^bn-2, 3 - v £ Kn 
^5^/ [2, 1-b] 2 --f;l/^;v) -5-7x^^-3H 

-^>V^^r-9-y-;V-2 (1 7 2mg, JR* 1 5%) £#7c 0 
II* 2 5 4-2 5 4. 6to 
[1 4 4 9] 

mmm 550 

3 - [2- (2-^f^-6--hn-2, 3-^tKn>f [2, 1-b 

] 3-*-9-v-;v-2 ^) -3H-^>yt^y-;v-2-t>(i9 

2 -^V^^W / > (2 4 0mg, 1. > jmit~r Y ') V 

A (6 7mg, 1. 9 5$';^) MDMF (10ml) Ojg^SrgSTfc 
T 3 0 t rco RjSifcfcllifcfl 4 2 Lfc ^ 9 >M 2 - (2 - 

^f;v-6--hn-2, 3 - Kn-f 5 *V [2 , 1 - b ] 
2--f;V) xf;vx^f^ (5 0 0mg. 1. 7 5 V >=&;V) fcflnx.* 5 0-6 0 

„ x^y-^^^B a f^ct{;j; ^»*0 3- [2- (2-*?-;l/- 
6-x>n-2, 3-*^Kn>f§r/ [2, 1 -b] -tr^V-fr- 2 ->f;l/ 
) -3H-^>^H s /-^-2-t> (3 2 0mg. 5 6%) 



ffifiE# 2003-3088762 
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^-v! 658/ 



S4 jflC 1 9 3 - 1 9 5 TCo 
[1 4 5 0] 
%mm 5 5 1 

3- [5- (2-^nn-4-->n^5^/-;i/-i-/f;v) - 4 - £ K^df 
v- 4 ^W^^l/] - 3H-^>^Hy-iV- 2 SHfi 

3- [3- (2-^fJV-2-t + V7-;V) 7°ntf;l/] -3H-^>yt^ 
^f-)V-2-*V (3. 8g, 16. S^V^e^) »J5 4 1^ 

S-fe^c7)3- [5- (2 on- 4 h n>f ^ ^y'-;V- l - 
>f^) - 4 - 1 Kn^r v - 4 - ^ W>f ;v] -SH-^^^+tV-;!/- 

2- *> (3. 5g, 6 8%) 
!H-NMR (CDC 1 3) <?ppm: 

1. 20 (3H, s) , 1. 49-1. 70 (2 H, m) , 1. 88-2. 07 
(2H, m) , 2. 68 (1H, s) , 3. 81-3. 93 (2H, m) , 4. 
00 (2H, s) , 6. 98 (1H, d, J = 7. 3Hz) , 7. 09-7. 2 
6 (3 H, m) , 8. 0 0 (1 H, s) o 
[14 5 1] 
5 5 2 

3- [6- (2-^Dn-4--fn^r/-il'-l-^;v) 

3- [4- (2->f;v-2-t^fy7-/i/) -3H-^>yt4t 
V-;V-2-*> (1. 2g, 4. 8 6 5'J€;V) HJfcfll 5 4 1 O^ft 

^i'J> 6fef*<03- [6- (2-^nn-4--fn^r/-;i'-l-^ 
;W -5-tKD^'>-5-^fiVA^y;v] - 3 h--^> 2 

(1. 2g. 6 2%) £#£ 0 
iH-NMR (CDC 1 3 ) 8 ppm: 

1. 16 (3H, s), 1. 38-1. 58 (4 H, m) , 1. 67-1. 86 
(2H, m) , 2. 15 (1H, s) , 3. 87 (2H, t, J = 6. 6Hz) 
, 3. 98 (2H, s) , 6. 98 (1H, d, J = 7. 8Hz), 7. 08- 
7. 2 6 (3H, m) , 8. 0 1 (1H, s) 0 

mtE# 2003-3088762 
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^- v : 659/ 



[1 4 5 2] 

mm 5 5 3 

3- [3- (2-^f;W-6--hn-2, 3-vt Kn>f 5 [2 , 1-b 
] ^-^riJ-V*-;V- 2 -^T;V) yntf;i/] -3H-^>V*t^ftV-^-2-t> 

^ifefll 5 5 1 T«i L/c 3 - [5 - (2-^nn-4-- Fn^ ^V'-iV- 
l-^f;v) -4-tKn^->-4-^f;M>f;v] -3H-^^7iW- 
;l/-2-*> (3. 5g, 9. 2<n;v) fcfflv^ H»fl 5 4 4©^:i 0 
> tffet*<7)3- [3- (2-^;V-6--hn-2, 3-ytKD^^y 
v* [2, l-b] *#-9-V-/u-2->f/i') 7°nif;i/] -3H-^>Vi#t7 
-;l/-2 (2. 4 g, 11X^7 6 96) £t#7c 0 
Hi * 18 0-181 °Co 
[1 4 5 3] 

mrnm 554 

3 - [4- (2-^f;v-6-^hn-2, [2, l-b 

] 2-^f;v) -3H-^>7t^rty-;i'-2-t>© 

HM#05 5 2 -eM3tt7c3 - [6- (2-^nn-4--hD/f>fv*-;V- 

1- ^OV) -5-tKn^y-5->f;^^ry^] -3H-^WtW- 
;i/-2-*> (1. 2g. S^^V) H«J5 4 4<7)^ICJ: r> , W 
m&&3i<D3- [4- (2-^f^-6--fn-2, 3-yt:Fn^5r/ [ 
2, l-b] ^-^-9-^-^-2-^^) -3H-^V7t^/-JV- 

2- *^ (7 8 Omg. JR5jS7 2%) 
M * 1 5 5 - 1 5 8 'Co 

[1 4 5 4] 
HJfeM 5 5 5 

1- [3- (2-^nn-4-^fn/f = r/-;v-l-^^) -2-t Kndf 
v-2-^^;V7°ntf;v] - 3 1 , 3-vtKn^>^$r/-;V 
-2-^>«0^3t 



ffiSE#2 003-3088762 



#M 2002-298259 



l-^^-;i/-3- (2-^f^-2-t^V7-^^f;l') -1, 3-yHF 

n^^yvr ^ ^y*_;v_ 2 (i. 4 i g, 6. 4 6 5 i ; j e;v) ^|v\ | 

MM 5 4 1 (DIj&K X n , el, O 1- [3- (2-^nn-4-^fn 

^^^7-^-1-^1/) - 2 - t: Ka^y- 2 -^^;i^y°n tf;v] -3-*f- 
3-ytFn^>vM^y-il/-2-t> (1. 2 3g, ^$6 3% 

) *#fco 

1H-NMR (CDC 1 3 ) p pm : 

1. 23 (3H, s) , 3. 47 (3H, s) , 3. 94 (1H, d , J = 12 
. 4Hz) , 4. 03 (1H, d, J = 12. 4Hz), 4. 06 (1H, d, 
J = 1 1 . 9Hz), 4. 17 (1H, d, J = 1 1 . 9Hz) , 4. 79 (l 
H, s), 7. 00-7. 21 (4H, m), 8. 09 (1H, s) G 
[1 4 5 5] 

W31-&ffi§&]E$|-£/]?V^ mm\5 5 5 t»U, ^t'^i-^l»J5 5 
6~»J5 6 5<7)^t/^^5tL7^o 
[1 4 5 6] 
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I 661/ 



6 5 





R 


R' 


l H NMR d 


(%) 


556 


^ J \ 


H 


1.23(3H, s), 1.5l(9H, s), 1.75-1.89(2H, m), 
2.17(2H, s), 2.20-2.4l(2H, m), 2.75-2.9l(2H, m), 
3.90(1H, d, J=14.2Hz), 4.16(1H, d, J=14.2Hz), 
4.25-4.50(3H, m), 7.00-7.23(4H, m), 8.09(lH, s). 


78 


557 


Me 


6-C1 


1.24(3H, s), 3.45(3H, s), 3.94(2H, s), 4.06(lH, d, 
J=14.4Hz), 4.18(1H, d, J=14.4Hz), 6.96(lH, d, J= 
8.4Hz), 7.06(lH, d, J=1.9Hz), 7.16(lH, dd, J=1.9 
Hz, 8.4 Hz) T 8.08(lH, s) 


69 


558 


Me 


6-CF 3 


1.26(3H, s), 3.51(3H, e), 3.95(lH, d, J=8.5Hz), 
4.03 (1H, d, J=8.5Hz), 4.14(1H, d, J=14.3Hz), 
4.2l(lH, d, J=14.3Hz), 7.13(1H, d, J=8.3Hz), 
7.31(lH, s), 7.48 (1H, d, J=8.3Hz), 8.07(1H, s). 


61 


559 


Me 


5C1 


1.23(3H, s), 3.47(3H, s), 3.91(1H, d, J=14.8Hz), 
3.99 (1H, d, J=14.8Hz), 4.05(1H, d, J = 14.0Hz), 
4.17(1H, d, J=14.0Hz), 6.97<1H, d, J=8.4Hz), 
7.06(1H, d, J=1.9Hz), 7.14(lH, dd, J=1.9Hz, 
8.4Hz), 8.07(1H, s). 


56 


560 


Me 


6-F 


1.24(3H, s), 3.46(3H, s), 3.90(lH ( d, J=14.8Hz), 
3.97 (lH, d, J=14.8Hz), 4.06(lH, d, J=14.3Hz), 
4.17(1H, d, J=14.3Hz), 6.79-7.00(3H, m), 
8.08(lH, s). 


63 


561 


Et 


6-C1 


1.21(3H, s), 1.36(3H, t, J=7.2Hz), 3.84-4.20(6H, 
m), 6.98(1H, d, J=8.4Hz), 7.06(lH, d, J=1.8Hz), 
7.15 (1H, dd, J=1.8Hz, 8.4Hz), 8.08(lH, s). 


77 


562 


isopropyl 


6- CI 


1.24(3H, s), 1.55(6H, d, J=7.0Hz), 3.93(2H, s), 
4.06 (1H, d, J=14.3Hz), 4.17(lH, d, J=14.3Hz), 
4.55-4.75 (lH, m), 7.05(1H, s), 7.18(2H, s), 
8.09(lH, s). 


69 


563 


Me 


6-NMe 2 


1.23(3H, s), 2.96(6H, s), 3.42(3H, s), 3.89(lH, d, 
J=14.8Hz), 3.99(1H, d, J=14.8 Hz), 4.05(lH, d, 
J= 14.3 Hz), 4.16(1H, d, J=14.3Hz), 6.39(1H, d, 
J= 2.2Hz), 6.60QH, dd, J=2.2Hz, 8.6Hz), 
6.92(1H, d, J =8.6Hz), 8.10(lH, s). 


mm 


564 


n-hexyl 


6-C1 


0.87(3H, t, J=6.9Hz), 1.161.39(9H, m), 1.64 - 
1.82 (2H, m), 3.80-3.93(4H, m), 4.05(1H, d, 
J=14.3Hz), 4.17UH, d, J=14.3Hz), 6.97(1H, d, 
J=8.4Hz), 7.06 (1H, d, J=1.8Hz), 7.14(lH, dd, 
J=1.8Hz, 8.4Hz), 8.08 (1H, s). 


55 


565 


Me 


6C0 2 Et 


1.25 (3H, s), 1.42 (3H, t, J=7.1Hz), 3.50 (3H, s), 
3.93-4.11 (3H, m), 4.20 (lH, d, J=14.3Hz), 4.40 
(2H, q. J=7.lHz), 7.07 (lH, d, J=8.3Hz), 7.75 
(lH, d, J= 1.5Hz), 7.94 (1H, dd, J=1.5Hz, 8.3Hz), 
8.07 (1H, s). 


48 



[1 4 5 7] 

mmm 5 6 6 

1 -*?-)V- 3 - (2-^f^-6--fn-2, 3-vtKn^5fy [2, 



fcHSE#2 003-3088762 
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: 662/ 



1-b] )V— 2-4 -l, 3 -yk Kn^^yvf $ yy- 

;v- 2 -3r><DWtfk 

5 1 - [3- (2-^nn-4--fn^y^- 

l-«f;V) -2-HKn^ry-2-^f;V7'nt'^] - 3-^^-1, 3-v 
tKn^>v'^r/-;l'-2-i> (1. 2 3g, 3. 3 7 
. mmM5 4 4 ct> £ *K SfeK^O 1 - 3 - (2-^^;V- 

6 --hn-2, [2, 1 - b ] ^3r-9-V-;i/- 2 - -f ;v 

^•f^) -1, 3 - y t: K n ^ > ^ / v - ;l/ - 2 - 1 > (5 6 3mg, 
5 1 %) £#£ c 

14*2 03. 2-204. 4 r o 
[1 4 5 8] 

^•jS1-^tB^H^^ffiv^ HM$|5 6 6 tmm^LX^ ^IM5 6 7 ~*»U 
5 7 6 0-fb^^M^L^o ■ 
[1 4 5 9] 

mmm 5 6 7 

1- ( 1 - t e r t -7* Ky*;^*-^^'J y > - 4 - ^l') -3- (2- 
^f;V-6--bn-2, 3 Kn>f 5 *V [2 , 1 - b] t^^S-A'- 

2- 4 )V*-f-)V) -1, 3-yEKn^y^^y-;v-2-ty 
M & 2 1 8 - 2 1 9 . 1 °Co 

[1 4 6 0] 
HJ&0II 5 6 8 

5-^nn-i-^f;v-3 - (2->f ;l/-6--fn-2, 3-y't Kn^f 
5^V[2, 1-b] ^-^r-9-y-;l/-2 -4)\/*?-)V) -l, 3-^fcKn^> 
V>f S 2 

Itt * 2 6 1. 9- 2 6 5. 4 r 0 
[14 6 1] 

$kMM 5 6 9 

1 3 - (2-^f;l/-6--fn-2, 3-ytKo^^v* [2, 

1-b] ^^r-^V-;v-2 — f;u^f-;v) - 5-h'J7Wn^f^-i, 3- 
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v : 663/ 



HuS 232. 4-234. 7 °C 0 
[1 4 6 2] 
Hifcfll 5 7 0 

ji/-3 - (2-^fiV-6--fn-2, 
5^7 [2, 1-b] **4)-f-)V-2-4 )l>**f-)]/) -1, 3-ykKn^y 

7-f ^ vv-)]y- 2-*y 

Hj& 261. 3-263. 3°Co 
[1 4 6 3] 
HMtf!) 5 7 1 

5-7 )V$-u- l 3- (2-^f;v-6--fn-2, 
>f 5/7 [2, 1-b] **U-7-/i'- 2 ->f -l, 
> 7>f 5 /7- /U- 2 - * V 
K/ft 244. 2-249. 8°C o 
[1 4 6 4] 
mMM 5 7 2 

5-^dd-1 3 - (2-^f;l/-6--fn-2, 3-vfcKn^f 

5/7 [2, 1-b] ^^-9-7-;l/-2-^;v^^-;v) -1, 3-ytKn^> 
7>f 5 /7-;i/-2-^-> 
Hl£ 240. 9-245. 6 r o 
[1 4 6 5] 
HJfefll 5 7 3 

5-^nn-i-/fy7nkf;v-3- (2-^f ;V-6--hn-2, 
Kn>f^/7[2, 1-b] 3r**yV-)V-2-4 )V*J-)V) -1, 
n-^>7>f 5 /7-;v- 2 
Ii£ 240. 5-244. 8to 
[1 4 6 6] 
HJfcflO 5 7 4 

5-^fJV7^-l-^f^-3- (2-^f;v-6-^fn-2, 3-v 
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I 664/ 



fcKn^^V [2, l-b] *3M?-V-;v-2 -f -1, 3-yt 

lfej& 264. 6-268. 3 °C (^») 0 
[1 4 6 7] 
5 7 5 

5-^on-l- (n-A^yjV) -3- (2-^f;v-6--fn-2, 3- 
Kn>f^r/ [2, l-b] 3r**yV—)\'- 2 -^f;v>^;i^) -l, 3-v 
t: Kn^^vM 5 ^V-;V- 2 
1K£ 168. 1-169. 3 *C 0 
[1 4 6 8] 
mM&i 5 7 6 

5-if^y*H^-l-^f]V-3 - (2-^f^-6--fn-2, 3 
-ytKn^r/[2, 1 - b ] 2 - - 1 , 3- 

Hu£ 265. 8-266. 7 "Co 
[1 4 6 9] 
5 7 7 

1- (2-^f^-6--fn-2, 3-^km5/7 [2, l-b]** 

1- (2-^f;i/-2-t^y7-;v^f;v) -3-7x-;v-i, 3-vt: 
Kn-^VW 5 r/-;V-2-t> (7 5 8mg. 2. 7 5V^l/) *fflK || 
MM 2 0 0 ©^ftfc <t 0 , e-fe^l§B B H 0 l - (2-^f;v-6--hn-2, 
3-y'tKD^^V[2, l-b] sj-^-fr:/-/!/- 2 ->f )V* *f-)V) -3-7 
^-;v-l, 3 - y t Kn^ > y^f ^ - 2 - 1 > (70rag, JR$i3 

%) *»fc 0 

It * 2 3 4 . 5 - 2 3 4 . 7 °Co 
[1 4 7 0] 

W*&i-&W»lRfi-«rfflv>, H»J5 7 7 fcRI&K LT\ 7 8<D4h&® 
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[14 7 1] 

Xtfctt 5 7 8 

1- (4-7Wn7x-^) -3- (2-^f;v-6--hn-2, 3-yt 
Kn^5T/ [2, 1 -b] ^-^■9-V-;i/-2 - l, 3-yHF 
n^w^r 5 2 

254. 1-254. 7to 

[1 4 7 2] 
5 7 9 

1- (2-^f^-6--hn-2, 3-ytFn^^v'[2, l-b]** 
•9-V-;i^-2 — nv*?-)\s) - (3-e^'Jyy-4-^f^) -1, 3-ytK 

5 6 7 -em^t Lfc l - (l-tert-r b^y*;i/^-;m^'J v> 
-4-4)ls) -3- (2-^f;i/-6--hn-2, 3-ytKn^^r/ [2 
, l-b] ^-^r-9-v*-;v- 2 -l, 3-ytKn^yy^r/ 
-;V-2-t> (3 7 1mg,0. 7 , 1- V 7 nffi-R 1 m 1 R 

m&itti-vy (i omi) ori^n^mfiT^T 2\%mmwL?z 0 Kfomzm, 

#fffl£ £i§ «9 M L7kffi-tZ> Zt\,z£l), tK1tfe*fr5fc&lltf> 1 - (2-^^-6 
--Mj-2, 3-ytKn^f^y* [2, 1 - b ] ***rV-)V- 2 — i)V* 

-3- (tf^V^^-4 — f;v) -l, 3 -vt Kn^>vM" ^ 
-2-*> (2 5 5mg, W8 6%) £#£ 0 
it * 1 9 2. 3 - 1 9 8. 8t o 
[1 4 7 3] 
HJfeM 5 8 0 

4- [3- (2-^f;v-6-^-hn-2, 3 - Kn^f 5 /y* [ 2 , l-b 
] ^r^V—)V—2—^)V^^)V) -2-^-^rV ■- 2 , 3-^Kn^yy^5 

*JfcW5 7 9-C»3&L^l- (2-^f;i/-6--hn-2, 3-vHKn-f 
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666/ 



5 7V [2, l-b] ^-^r^V*-^- 2 -^T;v^^;i/) -3- (k^'Jy>-4 
-^f;V) -1, 3 -y t Kn^>^ ^ T/-^- 2-t > (9 0mg, 0. 2 
3 S^'fk^^^V (5ml) MTICTb'Jif^T 

5 > (75mg, 0. > ^ n n > ( 1 2 6 m g . 0 . 

7 4^n;v) ojiii^n^, m&Tizx 3mmmwLtzo Kfcfczfrs $&mm-w 

7X^ Ifrfn^TfcoiiR izffi& U «^ * v A H J: i) L MJEziii t 
£<> itTfcfcMJETfc-caMSU v V * 7)Vjj 7A7nvl>777^- (n 

-^t>/7tf>=l/l) KiOttSU &M*^4- [3- (2 
-^f;i/-6--hn-2, [2, 1 - b] 

- 2 —4 )V*?-)V) -2-^^7-2, S-ytKn^y^^y-jP-i- 
;v] tf ^ v > - 1 - tj > yJl/XX 7- ;v (25mg > JR^2 1%) 

St* 181. 7-184. 6t 0 
[1 4 7 4] 

m$m 5 8i 

1 3 - [3- (2-^nn-4--fn^5yy*-;i/-l-^^) 

-2 -fc Kn^y-2-^f;V7*nt:>] ^ ^y; v>- 2 -*><7>St]& 

l-^>v;i/-3- (2 ->f 2 -i^rv7-;v^f ;v) ^r/'Jy> 
-2-^->(680mg > 2. 7 6 5V «:fflv\ HI^| 5 4 1 O^i: i 

•K ^-fe^lSHO 1 3 - [3 - (2-7nn-4--fn^f^ 

l - 2 -ti Kn^fy- 2 - ^f;i/7°n t?;v] ^^y*'Jy>- 
2-*> (5 8 0mg. JR^5 9%) &#7c 0 
1H-NMR (CDC 1 3 ) Jppm! 

1. 18 (3H, s), 3. 17-3. 54 (6H, m), 4. 07 (2H, s 
) , 4. 37 (2H, s), 7. 17-7. 40 (5H, m) , 8. 13 (1H 

, S) o 

[1 4 7 5] 

£tliE# 2003-3088762 
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^-v! 667/ 



[1 4 7 6] 




m 


TO 

(solvent) 


'H NMR, (5 


(%) 


582 




1.19(3H, s), 3.16-3.52(6H, m), 4.06(2H, s), 4.33(2H, s), 
6.93-7.09(2H, m), 7.18-7. 30(2H, m), 8.13(lH, s). 


43 


583 


Br 

CDCl* 


1.19(3H, s), 3.16-3.55(6H, m), 4.05(2H, s), 4.3l(2H, s), 
7.14 (2H, dd, J=2.0Hz, 8.6Hz), 7.46(2H, dd, J=2.0Hz, 8.6 
Hz), 8.13 (1H, s). 


64 


584 


DMSO-d R 


1.03(3H, s), 3.02-3.27(4H, m), 3.39-3.55(2H, m), 3.73(3H, 
s), 4.03(2H, s), 4.29(2H, s), 6.90(2H, d, J=8.6Hz), 7.17(2H, 
d, J=8.6Hz), 8.48(1H, s). 


69 


585 


'XX,, 

DMSOd 6 


1.04(3H, s), 3.05-3.25(4H, m), 3.36-3.48(2H, m), 4.03(2H, 
s), 4.22(2H, s), 7.28(2H, d, J=8.3Hz), 7.4l(2H, d, J=8.3Hz), 
8.48(lH. s). 


60 


586 


CDC1 3 


1.16(3H ,s), 1.59-1.84(4H, m), 2.00-2. 18(2H, m), 2.89-3.02 
(2H, m), 3.09~3.50(8H, m), 3.61-3.80(lH, m), 4.00(1H, d, J 
=14.3Hz), 4.09(1H, d, J=14.3Hz), 7.18-7.36(5H, m), 8.12 
(1H, s). 




587 


DMSOd 6 


1.03(3H, s), 3.05*3.23(4H, m), 3.30-3.50(2H, m), 3.75(3H, 
s), 3.77(3H, s), 4.02(2H, s), 4.20(2H, s), 6.47(1H, dd, J= 
2.2Hz, 8.3Hz), 6.56(lH, d , J=2.2Hz), 7.06(1H, d, J=8.3Hz), 
8.48 (1H, s). 


58 



[1 4 7 7] 

mmm 5 8 8 

l-^>v;v-3- (2-^f^-6--hn-2, [2 
, 1-b] 2 <i ^ rvv Vy- 2 -*><Dm7& 

iMfl 5 8 1 1« Lf: 1 > y ;V - 3 - [3- (2-^nn-4--hn 
-i ^ fr*S—)V- 1 -<i)V) - 2 - \l Kn^v - 2 tf;i/] 4 < 

i?>-2-*> (5 8 0mg, 1. 4 7?'J^V) 5 4 4 <D-fr& 

K£*K fiM*i H H H <?)01-^>y>-3- (2-^f^-6--hn-2, 
3-vl;Kn^r/[2 ( 1-b] Zr^V—fr- 2 -4 -Y ^ W 

W>-2-*> (3 9 5mg, J|»75%) H#£o 
Ul^; 180. 2-180. 9°Co 
[1 4 7 8] 
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: 668/ 



H»!I5 8 8 tlWtft^LT, Mm®} 5 8 9 

5 9 4<nik&<%]*m&Ltzo 
[1 4 7 9] 
HM#!i 5 8 9 

1- (4 -7;v*n^>v;v) -3- ;i/-6--fn-2, 3-yt 

Ku^^V [2, 1-b] **^V-;V-2 --f )V^^-)V) 4 < yv*i)iS>- 

WL& 1 8 2. 5- 1 8 3. 3 °C 0 
[1 4 8 0] 

mmm 590 

1- (4-rn^>^;i/) -3- ;l/-6--hn-2, 3-vfc:K 

n-f5^y [2, 1-b] ^-^^V-^- 2 ^^y''Jv>-2 

M,£ 205. 7-208. lto 
[14 8 1] 
H»fl 5 9 1 

1- (4 h^pv^>v;v) -3- (2-^f^-6--fn-2, 3-vt 
Kn-^^^y [2, 1-b] **4TV-)V- 2 -4 ^5r/'Jy>- 
2 

It * 158. 6-160. 5 °Co 
[1 4 8 2] 

mrnm 592 

l-(4-^DD/^y» -3- (2-^f^-6--hn-2, 3 — v t: K 
n>f$*V[2, 1-b] ^3^v*-;l/- 2 -A )V* ^;v) ^f^^/>Jy>-2 

H£ 208. 7-209. 8°C 0 
[1 4 8 3] 

mmm 593 

1- (1 -^>v ? ;vtf^';> ? >-4--f -3- (2-^f;v-6--bn- 
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2, 3-ytKn^5/y* [2, 1-b] t^^S-fr- 2 -<< <i 5 

ifi-NMR (CDC 1 3) Sppm: 

1. 41-1. 72 (7H, m), 1. 97-2. 10 (2H, m) , 2. 88 
-2. 95 (2H, m) , 3. 0 8-3. 3 0 (4H, m) , 3. 43-3. 7 
0 (4H, m) , 3. 81 (1H, d, J = 15. 0Hz) , 3. 91 (1H, 
d, J = 10. 3Hz) , 4. 51 (1H, d, J = 10. 3Hz), 7. 13 
-7. 3 1 (5H, m) , 7. 4 7 (1 H, s) 0 
[1 4 8 4] 

mmm 594 

1- (2, 4-vVh^fy^>i;;V) -3- ;l/-6--hn-2, 3 

-ytFn^r/ [2, l-b] ^-^•9-y-;v-2-W;v^^;v) 4 

1H£ 175-175. 4 r o 
[1 4 8 5] 
H»IJ 5 9 5 

1- (2-^f;v-6--fn-2, [2, l-b]** 

-9-y*-;v-2 --r;u^^;w) -3-7x-H5 V>- 2 -* ><0SHg 

1- (2-->if^-2-t^y7^Mf;i') -3-7x-;V^^y*'jyy 
-2-t> (3 0 0mg, 1. 2 9 5'J^V) ^\ I»J2 0 0O»<t 
^ (2-^fJV-6--fn-2, 3-ytKn/f^y 

[2, l-b] **-9-V*-;l/- 2 --f -3-7x-H^7'Jyy 
- 2 -*> (5 9mg, J&3£2 6%) 
Mt£ 194. 8-197. 4*C 0 
[1 4 8 6] 

%im\ 5 9 6 

1- (2-^f^-6--hn-2, 3-ytFn^f5r/ [2, l-b]** 
*yV-)V-2-'( >f ^ ^>/>; 2 -*>?>Mji 

tSJfcfll 5 9 4 "Ciilifi Lfc 1 - (2, 4 -v^ h*v^>v;l/) -3- (2 

i±iliE#2 003-3088762 
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f;v-6--hn-2, 3-ytKn^r/[2, 1-b] ***yV-)V-2 
-4)V*?-)V) <i 5 W) S»-2 -*y (lOOmg, 0. 2 4<'J*;i/) . 
h y 7WnSi2m 1 XVM^f l'> (2ml) ^iS^fc^STUT 1 R# 

1- (2-^f^-6--bn-2, 3-ytKn^f5yy* [2, 1-b]** 
^V*-;V-2-^;V^^;V) ^^r/'Jy>-2-t> (5 0mg, lR!g7 8% 
) 

14 * 224. 8-229. It ) 0 
[1 4 8 7] 

H»J 5 9 7 

3 - (2-^f;V-6--fn-2, 3-yliKn^$r/ [2, 
-9-y*-;v- 2 ->f t^rt/'J v > - 2 -*><dWLt& 

3- (2-^f;v-2-t^y7-Wf;v) 2 (2 

. 8 7 g , 18. 2 3 5'J * „ 2-^oo-4--fn-lH-'f5 ^V- 
;V (2. 7g, 18. 2 3 5 V-=e;W N S^^M^A (1. 6 4 g, 2 0. 0 
5 5V<=e;v) ^O^y-^ (3 0ml) Ofi^*«r 1 0WFBJn«fc3KI£Lfco R 

iflLfco »«[*aftBETK:Tab»U £t^£l, 4-yt^rt>5 0ran:ISIL 

^ h * a (6iomg> 15. 25^v *)v) fcjnx^ i^tJnife«aE 

ffTi:tIIL, »y'J*^>)!/7A^n7^77^- (Mk^f 
^y-;v=20/l) K«fcD*MftU fiM*0 3- (2-^;v-6--h 
n-2, 3-^tKn>f5r/ [2, 1 - b] 2 -4 fr* 

tWJy>-2-t>' (1. 5 4 g. W4 0%) 
iH-NMR (DMSO-d 6 ) Sppm: 
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1. 59 (3H, s), 3. 46-3. 71 (4H, m), 4.11-4. 30 
(4 H, m) , 8. 1 5 (1 H, s) o 
[1 4 8 8] 

mrnm 5 9 8 



5 —TV Y**f-fr— 3 - [3- (2 -^nn-4-- hn-f = i 
;v) - 2 -k Kn^rv- 2 - ^fiV^n *3r-9- y >- 2 xdUM 
2-^nn-4--hD-lH-^< ^V-ZU (3 5 0mg, 2. 37^J€ 
;v) „ 5-7vF^f;v-3- (2-^f;i/-2-t^v7-;Mf;v) 
yjy>-2-t> (5 0 0mg, 2. 3 75V^) , ftitfV^A (2 1 
4mg, 2. 6H'J^V) TkXfz-ZS-fr (5ml) <T>®&%1* 7 0 VlZX 8 

3- [3- (2-^nn-4-»fn^^ v ^ ;1/ _ 1 _ /f ^) -2-tKn^ 
v-2-^^^7 P nn°;v] ^*-9-yy^>-2-*> (6 4 0mg. W7 5% 

) 

iH-NMR (CDC 1 3 ) 5 p pm : 

1. 23 (3H, s), 3. 17-3. 35 (2H, m), 3. 43-3. 61 
(2H, m) , 3. 6 7-3. 8 4 (2 H, m) , 4. 01-4. 16 (2H, 
m) , 4. 6 8-4. 8 1 (1 H, m) , 8. 0 4 (1 H, s) 0 
[1 4 8 9] 
HJ601I 5 9 9 

5-Ty^fjK3- (2-^f;v-6--fn-2, 3-ytKn^^/ 
[2, 1-b] ***)-V-)\<- 2 --i)Vff-)V) ***)rWyy-2-*><om. 

m 

$zfigm5 9 SXm&LtzS-TVVff-fr- 3 - [3- (2 n n- 4 
hn-f $ yv-fr- 1 ->f^) -2-tKn^y-2-^f;U7'nt:>] 

y;y>-2-*> (ig, 2. 78 5';^) &i, 4-mt>iomi 
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fc»#U imiti-}-') (130mg, 3. 2 fcinx.* 8 0V 

7 4- {mt^^Vy /tm.^^=2 0/1) K£i9*»§£U Y»fe^*lt H B H 

W5-7yK^f^-3- (2-^;i/-6-~hn-2, 

V [2, 1-b] **V-*S-)V— 2 -4)V*^-)V) v>-2 ( 

4 6mg. i|3^5%) £#£ 0 

MS 3 2 3 (M+) 

mmm eoo 

1- [3- (2-^nn-4-^FD^r/-^-l-^f^) -2-HKn^ 
y-2-^f^7°ne^] -1, 4-ytKn^>v* [d] [1, 3] ***y~J 

1- (2 2 -3-3r->7-;v^;v) -l, 4 - Kn^yy* [ d 
] [1, 3] *$r*Yi/V-2 (5. 1 3 g. 2 3. 0 4 
, 5 4 1 O^feU i «9 > #8tfeHM#»0 1- [3- (2-*nn-4-- 

fn/f $ l -j)V) -2-tKn^ry-2-^fiV7 p nt:>] -1, 

4-5>fc KD^yy* [d] [1, 3] ***)r*Jy-2-*y (1. 5 4g, W 
3 6%) &#7t 0 

iH-NMR (CDC 1 3 ) S p pm : 

1. 23 (3H, s) , 3. 96 (1H, br) , 4. 0 4-4. 2 0 (4 H, 
m), 5. 28 (2H, s) , 7. 00-7. 07 (1 H, m) , 7. 11-7 
. 24 (2H, m) , 7. 3 0- 7. 4 3 (1 H, m) , 8. 07 (1H, s) 

o 

[1 4 9 0] 

•$mm 6 o i 

1- (2->f;V-6--hn2, 3-Vl:KD/f5^/ [2, l-b]**-* 
y-;v-2--Y;v^^-;v) -l, [d] [l, 3] 

>-2-*><Dmm 
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mMW6 0 OTm&Lfz 1 - [3- (2-^nn-4-^fo^5r/-;v- 
l-^f;v) -2-tKn^y-2-^Wnf;i'] - l , 
[d] [1, 3] **-y-iJ>- 2 (1. 54g, 4. 2 0 
v\ i»J5 4 l&fS-felUfcO 1 - (2-^f;V-6--hn2 

, [2, 1-b] •Z**fv*-)V-2 -4 )V*^-)V) - l , 

4-ytFD^>V'[d] [1, 3] **W>-2-*> (0. 5 8 g, 
4 2%) &^£ 0 

2 3 0 - 2 3 1 °C 0 
[14 9 1] 
H»J 6 0 2 

1- [3- (2 -^nn- 4 h u4 5 y*S-)V- 1 -2tKn^y 
- 2 -^^;vyntf;v] -3, 3-y'7^tn-i, 3 -vfc Kn > K-;U- 

2 -^><7)S£jt 

3, 3-v-7;i^n-i- (2 -p*^- 2 -l, 3 
-ytKn^K-;l/-2-*> (1. 14g, 4. 7 6^;^) ^ 
MM 5 4 1 <£>?5&tcj: *K [3 - (2-^nn-4-^fn^f^ 

1 -2 t ^^nk:^] -3, 3-v"7;v 

tn-i, 3 -VM. h'uj > K-;i/- 2 

( 9 6 8 m g, 5 3 %) £#£ 0 
iH-NMR (DMS0-d 6 ) Sppml 

1. 09 (3H, s), 3. 73 (1H, d, J = 14. 5Hz), 3. 87 ( 
1H, d, J = 14. 5Hz) , 4. 13 (1H, d, J = 14. 4Hz), 4 
. 21 (1H, d, J = l 4. 4Hz), 5. 39 (1H, s), 7. 20-7 
• 26 (1H, m) , 7. 33-7. 37 (1 H, m), 7. 57-7. 64 ( 
1 H, m) , 7. 6 7-7. 7 1 (1 H, m) 0 
[1 4 9 2] 

ttB-t2>&mm®-*mi<\ m.mm & o 2 tmmzLx. ^t^m-t^mne 0 

3 -mmm 6 0 4 <Dit&m*mm. l?z 0 

[1 4 9 3] 

ffifE# 2003-3088762 
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674/ 



[*1 0] 




mmm 


R 


*H NMR (CDC1 3 ) 6 


603 


Me 


1.21(3H, s), 1.38(6H, s), 3.77(lH, d, J=14.8Hz), 3.87(lH, d, J=14.8Hz), 
4.05 (1H, d, J=14.3Hz), 4.15(lH, d, J=14.3Hz), 6.9l(lH, d, J=7.7Hz), 
7.02-7.31 (3H, m), 8.07(lH. s). 


604 


H 


1.24(3H, s), 3.64(2H, s), 3.79(lH, d, J=14.8Hz), 3.89(1H, d, J=14.8Hz), 
4.09 (1H, d, J=14.3Hz), 4.19(1H, d, J=14.3Hz), 6.93(1H, d, J=7.7Hz), 
7.12(1H, d. J=7.5Hz), 7.25-7. 35(2H, m), 8.07(lH, s). 



[1 4 9 4] 

mmm 6 o 5 



3, 3-v7Wn-i - (2-^f;v-6--hn-2, 

V [2, 1-b] 2 -4)1>*^)V) -1, 3-ytKD^>K- 

3feSt^6 0 2-e«j6L7tl - [3- (2-^nn-4-afn^r/^- 
l-j)V) -2tKn + v-2-ptf;^n^] -3, 3-^7;V^n-i, 
3-vt:KD^>K-;V-2-t> (9 0 3m g> 2. 3 4^'J^) £ffiV\ 

- 6 _- hn _2, 3-ytKn^/y[ 2) l-b] *^y—^-2— f 
)V*1-)V) -l, 3-yHKnr/K-^-2-t> (77mg,JR$9%) * 

Ifcjft 2 0 2-2 0 6°C o 
[1 4 9 5] 

^i-^>tb^fi-^Mv\ mmm 6 o 5 fcraaucL-c, ^»J6 0 

[1 4 9 6] 

^»!I6 0 6- 

3, 3 l - (2-^f;l/-6--hD-2, 3 - v Kn 4 $ 
[2, l-b] *^V-;i/-2--f;i^-?-;i/) -i, 3 - y t Ko^f > K-;i- 
- 2 -*y 
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^^v: 675/ 



iH-NMR (DMSO-d 6 ) £ p p m I 

1. 25 (3H, s) , 1. 37 (3H, s) , 1. 78 (3H, s) , 3. 9 
6 (1H, d, J = 15. 1Hz), 4. 00 (1H, d, J = 10. 7Hz) 
, 4. 22 (1H, d, J = 1 5. 1Hz), 4. 57 (1H, d, J = 10. 
7Hz) , 7. 04-7. 17 (3H, m) , 7. 24-7. 31 (1H, m) 
, 7. 4 4 (1 H, s) o 
[1 4 9 7] 
6 0 7 

1- (2-^nn-4--hn/f^y-;i/-i-/f;v) -4- (1-jh^;u- 
1 H-y- h 5 - >- 2 -*-/KZ>»bfi 

1 5 - [2- (2-,>!f;i/-2-t^y7-;v) -x.^-;v] - 1 H- 

X h 9 V*-;V ( 1 . 0 4g, 5 . 5 9 5V *ffiv\ H»J 541 CO^SC 

i ^ * 9&t&i&Wto<0 1 - (2-^nn-4--hD/f^y-;v-i-^fjv) 
-4- (l-xf;v-lH-f f5V-;l/-5-^V) -2-^^^7^>-2 

(1. 15g, W6 9%) 
iH-NMR (CDC 1 3) ■£ p pm I 

1. 29 (3H, s), 1. 56 (3H, t , J = 7. 3 Hz) , 2. 04- 

2. 22 (2 H, m) , 2. 91-3. 11 (2 H, m) , 4. 10 (2H, s 
),4. 24 (1H, b r) , 4. 34 (2 H. q , J = 7. 3 Hz) , 8 
. 0 9 (1 H, s) o 

[1 4 9 8] 

ttSi-&ffif§^#£JBv\ mmms o 7 kRiiat, ^i:^t^iM6 0 

8 RtfUJfcfll 6 0 9 <OVc&® £§£jf L fco 
[1 4 9 9] 
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*<"-V 676/ 



[in] 



mmm 


R 


'HNMR (CDC1 3 ) d 




608 


H 


1.26(3H, s), 2.02-2.08(2H. m), 2.96-3. 17(2H, m), 3.80(lH, 
s), 4.04(2H, s), 7.42-7.46(2H, m), 7.60-7.62(3H, m), 8.03(1H, 
s). 


60 


609 


CI 


1.26(3H, s), 2.08-2. 12(2H, m), 2.96-3. 15(2H, m), 3.85(lH, s), 
4.07(s,2H), 7.40-7.44<2H, m), 7.56-7.6l(2H, m), 8.04(lH, s). 


66 



[1 5 0 0] 

HWfl 6 1 0 

2- [2- (1 -jl^jv- 1 H-x h 57-^- 5 -4 )l>) - 2 - ff- 

)V-e--yu-2, 3-^bFn^f^7[2, 1 -b] **^V*-)\/<7>Wk 
m$m 6 0 7 TU&Ltz 1- (2-^nn-4--fn^ ^v*-;v- l -4 
)V) -4- (l-xfji/-iH-f>77-^-5-^H -2-*^)U7*?> 
-2-*-)\s (1. 15g, 3. 4 95V*;V) ^lv\ I»J5 4 40^: 
<fc ^ WrfefSmSII^ - [2- (l-xfjV-iH-tf77-;V-5-^ 
jr^-fl/] -2-^f;V-6-->n-2, Kn/f^r/ [2, 1- 

b] (6 8mg, IR^7%) £#£0 

II* 135-137 1 0 
[15 0 1] 

me i ztDik&wzgamLtzo 

[1 5 0 2] 

HM#!I6 1 1 

2-yf;l/-6--ho-2- [2- (l-7x-^-lH-f F77-;i/-5 
--f;w) -2, 3-^tKn^f^7[2, 1-b] 

158-159 "Co 
[1 5 0 3] 
HM#!l6 1 2 
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^-vl 677/ 



2 - |2 - [ 1 - (4-^nD7i-;V) -1H-7 h 5 -4 /U] ^ 

f-M -2-^f^-6-->n-2, 3 -vt: Kn-r = yy" [2, 1-b] 

St* 1 9 8 - 2 0 0 "Co 
[1 5 0 4] 
mMW 6 13 

3- [2 - (2-^f^-6-"hn-2, [2, 1-b 

] /V- 2 —4/1/) j^/V] -5- (4-b'j7;l'*n^f;M>y'j 

t*>) f77V^>-2, 4 -v*>tf)§!B£ 

^J6$I4 2 -CjRjtLfc.* *>*;!/* ;/&2- (2 6 bn-2, 

3-$>fc Kn>T5*V [2, 1-b] ^-^V-;!/- 2 -4 ?V) 

(2 8 0mg, 0. 9 6 5 RZ?5- (4-b'j7;Vtn^f;^>i;ij 

r>) f7yjy>-2, 4-v**> (3 2 0rag, 1. £fflv> 
, £%ftl5 3 7^:i 19, «*feJ&5fc©3- [2- (2-^/V-6-~h 
d-2, 3-ytKn^^r/ [2, 1-b] ^^V-^- 2 -4 /V) J^/W 

1 -5- (4 - h 7;V^-n^^-;i/^>^ij ?-TV~ 1 Jv>-2, 4-^* 
> ( 2 6 0 m g, 5 8 %) £#£ 0 1»£ 2 5 7 - 2 5 8 . 5 V Q 

[1 5 0 5] 
H»J 6 14 

1- [3- (2 -^nn-4 hn>f 5 1 -4;i/) -2-tFo^f 

y-2-^f^7nif;v] kTni;v>-2, S-v^x^Mii 
1- (2-^f;v-2-t^V7-Wf;v) 5-v^> ( 

1 . 9 6 g> li^v *=)v) %m\,\ mmm 5 4 1 «t $ , &&ft3a&£ 

*>1- [3- (2-^nn-4--fn^r/-;P-l-^;v) -2-tKn 
^rv-2-^f;v7nt>] t'D'J^y-2, 5-v^> (5 8 9mg, 
6%) 

] H-NMR (DMSO-d6) Sppm: 

0. 96 (3H, s) , 2. 68 (4H, s) , 3. 48 (2H, s) , 4. 0 

2 (2H, s), 5. 19 (1H, s), 8. 34 (1H, s) « 
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678/ 



[1 5 0 6] 

52ttK|Ufe«6 1 6 0-ft:^4r«gLfco 

[1 5 0 7] 
[*1 2] 

OH 

a 

0 





R 


'HNMR £ (CDC1 3 ) 


(%) 


615 




1.2K3H, s), 3.48(lH, s), 3.79(lH, d, J=14.6Hz), 
3.90(1H, d, J=14.6Hz), 4.0l(lH, d, J=14.9Hz), 4.16(lH, 
d, J=14.9Hz), 7.75-7.93(4H, m), 8.06(lH, s). 


71 


616 




1.21(3H, s), 4.09(1H, d, J=14.4Hz), 4.18(1H, d, 
J=14.4Hz), 4.05(lH, d, J=14.3Hz), 4.15(lH, d, 
J=14.3Hz), 4.42(1H, d, J=14.0Hz), 4.49(1H, d, 
J=14.0Hz), 7.60-7.74(2H, m), 7.81-8.12 (2H, m). 


55 



[1 5 0 8] 

$mm 6 1 7 

1- (2-^f^-6--hn-2, 3-ytKn-f^r/[2, l-b]*4r 
■9" -2 tfoUv*>-2, 5-*J*>V>mM 

MM®} 6 l 4 Lfc l - [3- (2-*un-4--hn^f5 

l->f/i/) -2-fc Kn^rv-2-^f-;vyntf;v] fcfnVv^-2, 5-v* 
>(5 8 9m g> l. 8 ^ffiv\ HJfcM 5 4 4 O^&K J: <9 . 6£l 

(2->f^-6--fo-2, [2, 1 

-b] **-9-v*-;v-2->f tfnijv>-2, 5-v>> (2 3 2m 

g> 3 4%) ^t#fc 0 
1$ M. 202. 5-203. 4t: 0 
[1 5 0 9] 

ttBt&th^nzm^, mmm6 1 7 iiw^L-c, mmm6 1 s^o'His 

#16 1 9©ft£**«$6Lfc 0 
[15 10] 



fcBSE#2 003-3088762 



#H 2002-298259 



^-v: 679/ 



HJfeW 6 1 8 

2- (2-^f;l/-6--fn-2, [2, 

US 264. 6-268. 3 "Co 
[15 11] 

mmm e 1 9 

2- (2->f^-6--fn-2, 3-vtKn^5yv* [2, l-b]*3r 
•9-v*-;v-2-^;v^^;v) -1, l-yt^y-l, 2-v^Kn [d] ^> 

yfT'/-^- 3 
tt/ft 2 4 3 - 2 4 5 V 0 
[15 12] 
6 2 0 

1- (2-^nn-4--hn/f^/-;i/-i-/f^) -2- (e'Jy>-3 

3- (2-^f;i/-2-t^y7-;V) (7. 4g, 5 4. 7 5 

£ffiv\ £Jfcfl|5 4 1 19, (2-*nn-4- 

-fn^^y*-;v-i-^;v) -2- (fcf V 3 ->T fr) -7°u/S>-2 

(3. 3 g , W¥ 2 4 96) £t#/z 0 
iH-NMR (CDC 1 3 ) S p pm : 

1. 65 (3H, s), 4. 19 (1H, d, J = 14. 2Hz), 4. 27 ( 
1H, d, J = 14. 2Hz) , 5. 82 (1H, s), 7. 2 4-7. 3 0 ( 
1H, m) , 7. 6 8 -7. 7 2 (1 H, m) , 8. 5 0- 8. 5 3 (1 H, m 
) , 8. 6 8 (1 H, d, J =2. 3 H z) o 
[15 13] 

mmm 6 2 1 

2- ^f;i/-6-^>n-2 - (kf'J 3 - 4 )V) -2, 3-ytFn^5 
V V [ 2 , 1 - b ] * ^-9- V- JSUt 

H»J 6 2 0 -CKii Lfc 1 - (2-^nn-4-~hn-f=- ^yv_ ;v _ j _^ 
;W -2- (kfi;v>'-3->OW -7 p n/-?>-2-^--;i/ (3. 3 g. 11. 
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^-vl 680/ 



7 < >; *)v) £ #v\ nam 544 o-xmz. x 9 , ^^^ji,^ 2 - 

-6--FD-2- (fcf V *J>- 3 ->f ;V) -2, 3-ytKa^5r/ [2, 
1-b] ^^•9-V-;l/ (l. 8g, JR$6 3%) &#£ 0 
2 1 2 - 2 1 4 °Co 
[15 14] 
Uttftl 6 2 2 

tKn^f^y [2, 1-b] V-;i/<£«£ 

^Jfe0l6 2 1 t?«jtL^2 6 h n- 2 - (tfy v>- 3 --f ;v 

) -2, 3-v*fc Kn-f ^ [2, 1-b] tW-^ (8 0 0mg, 3. 
3^';^;v) WWC^^-VV (2 5 ml) Oig^l^ ^TfcTm-^nn 
(lg, 4'. 0 6^ 9^) £#D;U £»TfcTi|*««f|iLfco RJ£ 

flfc£«JE*$au 2 o %mmmi- v >; ^atK^^ f&jfnmw;^ J&fttfttt 

ffiTtc-rjftjSti-^dtm: i). SM*02->f;i/-6-->n-2- (1- 
*#->fcfi; v>-3--f ;V) -2, [2, 1-b] 

(3 3 0mg. 3 9%) £#£ 0 
iH-NMR (DMS0-d 6 ) <J p p m : 

1. 92 (3H, s) , 4. 51 (2H, s) , 7. 4 2 -7. 5 3 (2 H, m 
) , 8. 14 (1H, s) , 8. 20-8. 24 (1 H, m) , 8. 42 (1H 
, s) o 

[15 15] 

mm 623 

1- (2-^f;>-6--hn-2, Kn>f5y/ [2, 

■9- V- ;v - 2 - /u tf ^ v^>-4-t > o^it 

1- (2-^fW^rV7-^^f;V) tf^U i?>— 4 (2. 2 g, 1 

3^>;^e;v) ^jfcflis 9 7<dJ?&k X 0 > SBI-fe^o l - (2-*?- 

;u_ 6 _-jsn-2, 3-^Kn-f5r/[2, 1 - b ] 2 - 

<i)V*?-)V) v>-4-*> (5 0mg, iR2gl%) £#£ 0 
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^-v: 681/ 



UM. 1 2 4- 1 2 6 °Co 
[15 16] 

mmm 6 2 4 

4- [3- (2-^nn-4--hn^^/-;v-l-^f;v) -2-tKn^r 
2 —*3-j\s-fu\>n/\ -l - (4- h 'j 7)Vitu*?- )v^yp)V) ^5$; 
>- 2 -*>0«H£ 

4- (2 -^^-;w-2 -*^'>9 — ;v^^;v) -l- (4 - h -7;v^-n^ ^ 
/WOSJ/U) t^7y>-2-t^ (1. 6 g, 4. 9 3->j^e;v) Srfflv^ 
^15 4 lO^Ci^ flKSTfe©**) 4 - [3- (2-*nn-4-~hn^ 
1 ->f/u) -2-tKn^y-2-^f;vynt 1 ^] - l- (4-f 
>J7;vtn^fM>y;V) t'^7y>-2-t> (lg.iR*p43%) 

o 

1H-NMR (CDC 1 3) Jppm: 

1. 18 (3H, s), 2. 45 (1H, d, J = 13. 9Hz), 2. 57 ( 
1H, d, J = 13. 9Hz) , 2. 72-2. 98 (2H, m), 3. 19- 
3. 44 (3H, m) , 3. 55 (1H, d, J = l 6. 5Hz), 4. 00 ( 
1H, d, J = 14. 3Hz) , 4. 10 (1H, d, J = 14. 3Hz), 4 
. 64 (2H, s), 7. 37 (2H, d, J = 8. 2Hz), 7. 61 (2H 
, d, J = 8. 2Hz), 8. 02 (1H, s) Q 
[15 17] 

j#Jfr-r&ffi*K#*ffivs «^J6 2 4 fcRIJfcfcLT, »J6 2 5^t^»5 

[15 18] 

SSJfcfll 6 2 5 

1 - t e r t 4 - [3- (2 - * nn - 4 - — hD^f> 1 

iH-NMR (CDC I3) (Jppm: 

1. 16 (3H, s), 1. 44 (9H, s), 2. 41 (1H, d, J = 13 
. 8Hz), 2. 51 (1H, d, J = 13. 8Hz), 2. 6 5-2. 8 8 ( 

ffilE# 2003-3088762 
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^-S>: 682/ 



3H, m) , 2. 9 3-3. 0 9 (1 H, m) , 3. 12-3. 28 (2H, m 
), 3. 99 (1H, d, J = 14. 3Hz) , 4. 08 ( 1 H, d, J = 14 
. 3 H z) , 8. 05 (1H, s) o 
[15 19] 
gjfctil 6 2 6 

4- (2-^f;v-6--hn-2, [2, l-b]** 

;v— 2 — 4 -l - (4-HJ7;vtn^fM>y>) tf^9 

v> - 2 -*><7)i^ 

*J&#!l6 2 4?«iU4- [3- (2-^nn-4--bD^f>^/-^- 
l->f;i/) - 2 -fc Kn^rv- 2 - ^f;v/n tf;v] - l- (4 - MJ 7;i/*n 
^^w^v;!') ^5 5?>-2-*^ (lg, 2. l^';-=e^) £ffiv\ #g#fc 
#15 4 40:£ftKJ: 0. tffef*W4- ^-6--fn-2, 3- 

ytKn^^r/ [2, 1-b] ***)rV-fr-2->(fr*?-fr) -1- (4- 
bV7iVtn^fM>>?;v) tV7y>-2-t> (2 0 6 m g, W¥2 2 % 

) zntto 

M jft 8 8 - 9 3 °C 0 
[1 5 2 0] 

MjS-r^tB^M^^ffiv\ ^»0 6 2 6 fcRMfcfcLT\ H»J6 2 7 <Dik%m 

[15 2 1] 

&%0f 6 2 7 

l-tert-7*f;V-4- ( 2 -j* 6 h n- 2 , 

?V [2, l-b] **-9-V~-;V-2 ->f>U>^^) bf^9^^-2-^> 
K£ 193-194 iCo 
[ 1 5 2 2] 
HJfefll 6 2 8 

l-tert-7f;i/-4- [2- (2->f;i'-6--fn-2 ) 3-v£K 
v4<?v*[2, l-b] **-9-\A-;i— 2-^;v) xf;i,] t?^v>-2- 
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683/ 



mMW4 2X-mm.Lfz**>7s)V*>m.2- (2-^f;V-6-^fn-2, 

[2, 1-b] ***rV-)\s-2-'i)V) xf^xxr^ 
(2 9 Omg, 15 V*^) . - t e r t -y^)V\£^Vy- 2 

(2 0 0mg, 1. 2 8^;^) . h'jxf;V7^ (242mg. 2. 39 
3;<;^;V) , B^it^V^A (2 5 0mg, 1. HLZf DMF (3m 

£fc?#-U llTnyAta «9^L7tm> ^JEigilLfCo U 
^v'J^^^^A^nvf^y?^ (Mfc^^VV/^ 9 S—fr= 2 0 
/l) ta»)iSU Sfe^^l- t e r t -f^-)V-A- [2- (2-^^ 
;V-6-xfn-2, [2, 1 - b] X^^S-fr- 2 - 

>f;V) je.^] tf^9^>-2-^-> (27mg, JR^8%) &f§fc„ 

1 5 3 - 1 5 4 "Co 

[ 1 5 2 3] 

WJfrtfcffiMCfl-fcffivs H»J6 2 8 kra«HLT, H»!)6 2 9 Ofl^tJ 

[ 1 5 2 4] 

HJ&fll 6 2 9 

4- [2- (2 -^f-;l--6 hn-2, [2, 1-b 

] #*-9-V-/l/-2 -^f;W -l-7xx;ve^7y>-2-t> 
116 1 9 9 - 2 0 2 o 
[1 5 2 5] 
UtttfO 6 3 0 

1- t e r t 4 - [3- ( 2 - ^ 6 h n - 2 , 

D'f^V [2, 1-b] 2 -4)V) 7°nt:°;i/J tf^9$»-2 

^iM3 9-C»3&L^^ * >^;U^>^3 - (2 6 hn-2, 

[2, 1-b] ^-^r^y*-^- 2 ->f ^n^x^r 
^ (3 0 0mg, 0. 9 8 5U^J1/) HI^6 2 80^:i»), 6fe 

mtE# 2003-3088762 
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S*01-tert-W-4- [3- (2->f;v-6--bn-2, 3- 
yHKn^^v* [2, 1-b] )V- 2- 4 )V) y°u\£)V] 

>-2-*> (15 0mg, JR$4 2%) £#£ 0 
1 4 7 - 1 4 9 V (5m) o 
[ 1 5 2 6] 
fffiM 6 3 1 

1- (^>X^^r/-;v-l-'f^) - 3- (2-^nn-4--hn^5f 
v*-;v- l -^f ;u) - 2 -^^-^-7 0 n/\°>- 2 -^-^oiBi 

1- (2-^f;P-2-t^y7-Wf;i') -lH-^vX^^r/-^ ( 
3 5 0mg, 1. 8 6 5V^) Hjfeffl} 5 4 1 <Wj£&c J: \) , fife^ 

*§fH<7)l- (^>X/f - 3- (2-^nn-4 h n 

5 yv—fr- 1 --fAO - 2 -^-^;l/^n^v- 2 (I35mg, JR 
$22 %) fcftfco 

iH-NMR (DMS0-d 6 ) 5ppm: 

0. 99 (3H, s) , 4. 06 (1H, d, J = 14. 2Hz), 4. 23- 
4. 45 (3 H, m) ,• 5. 44 (1H, s), 7. 14-7. 32 (2H, m 
), 7. 57-7. 77 (2 H, m) , 8. 15 (1H, s), 8. 36 (1H 
, s) o 

[1 5 2 7] 

ffi#«*Hr/IV\ HJfefll6 3 1 fcpl^at, £Jfc09 6 3 2<Di\&W 

[1 5 2 8] 

HMM 6 3 2 

1- (>f ^ yv—fr— 1 -3- (2 no- 4 h n>f 5 *T*/-)V 

-1-4 )V) -2-^^-)Vfu^>-2-^-)V 
^-NMR (CDC 1 3 ) a p pm : 

1. 19 (3H, s) , 3. 8 6-4. 0 5 (3 H, m) , 4. 13 (1H, d 
, J = 1 4. 2 Hz) , 6. 87 (1H, s), 6. 89 (1H, s), 7. 4 
7 (1 H, s) , 8. 0 8 (1 H, s) o 
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[1 5 2 9] 

mmm 6 3 3 

1- (2->f;>-6--bn-2, 3-ytKD^yy'[2, l-.b]** 
•9-y*-;u- 2 - 1 H-^>X^ * ^V-;v?)Mit 
£ffitil6 3 lt?«atLfel- (^>X-f ^^V-^-l--f^) -3- (2- 
hn/f ^ y*S—fr- i ->f ;v) - 2 - ff-)\>-?u/*> - 2 
(135mg, 0. 4^i;^e;v) Srfflv^ HJfc« 5 4 4 O^rffiHJ: •) , fi-fe^- 
*^ B a B^) 1- (2-^f;v-6--hp-2, 3 - v t Kn >f 5 *V [ 2 , 1 - 
b] **^f-)V- 2 --T;v>^;W -iH-^>xV<r/-;v (7 2mg, 
iR^6 0%) 

M <5 250. 3-251. 9°C (#JB) 0 
[1 5 3 0] 

Mj^-r^mwm-^m^\ $mw6 3 3 fcraaucL-c. »j6 3 4<7>it&® 

[15 3 1] 

HJfeflJ 6 3 4 

1- (2-^f;V-6--hn-2, [2, 1-b] 

Hfejft 245. 5-247. 8°C 0 
[1 5 3 2] 

mmm 6 3 5 

(S) -1- (2-^nn-4--hD^5r/-^-l-^f;V) -3- (3, 
4-vt Kn- 2 H-^y V >- 1 -f ;V) - 2 - ^ f^yn;^- 2 -;}- — ;v 

$mmi (R) -2-^nn-l- (2-^f JV-2-t^rV7 

-;^f;l/) -4--hn>f^/-;i/ (lOOmg, 0. 4 6 , 1 

, 2, 3, 4-f f7tKn^/ij> (122mg, 0. 92< y*^) S.tFD 
MF (1ml) <Dm&®*8 0°C\,ZX8mmmWLtzo RJfciftfcMfcRU * 
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BE»*BU »S*y'J*m5A^D7h^7^- (n-'MMf-V/ffsBti. 
^=1/1) Uif?»«U ttfe*>f>i'tf> (S) -1- (2 -^nn-4 -- 
hn/f^r/-;v-l-'f;v) -3- (3, 4-^tKn-2H-4/'J>-l 
->f;V) - 2 -^^^7°n/N 0 >- 2 (1 3 4mg, 4X^8 3 %) 

O 

1H-NMR (CDC 1 3) Jppm: 

1. 24 (3H, s) , 1. 9 4- 2. 0 4 (2 H, m) , 2. 39 (1H, m 
) , 2. 7 9-2. 8 5 (2 H, m) , 3. 2 7-3. 4 2 (4 H, m) , 6. 
6 6 - 6. 7 2 (2 H, m) , 6. 9 7- 7. 0 8 (2H, m) , 8. 04 (1 
H, s) o 

[1 5 3 3] 

M&i-zmmmn&m^ mm 6 3 5 tmmz-Lx^ ^M^-tnmme 3 
6 -mmme 3 s«ti^$iU;o 

[ 1 5 3 4] 
[*1 3] 




mmm 


R 


VHNMR <S (CDCls) 


(%) 


636 


00 


1.18(3H, s), 2.51(1H, d, J=13.9Hz), 2.66(lH, d, J=13.9Hz), 
2.82-2.98(4H, m), 3.76(1H, d, J=14.9Hz), 3.88(lH, d, J= 
14.9Hz), 4.03(2H, s), 7.00(lH, dd, J=2.3Hz, 7.7Hz), 7.06- 
7.20 (3H, m), 8.0l(lH, s). 


87 


637 


-co 


1.20(3H, s), 2.55(1H, d, J=13.8Hz), 2.7l(lH, d, J= 13.8Hz), 
3.81(1H, d, J=14.8Hz), 3.9l(lH, d, J=14.8Hz), 4.05(4H, s), 
7.10-7.23(4H, m), 8.00<1H, s). 


93 


638 


00 


1.11(3H, s), 1.67-1.78UH, m), 2.37(1H, d, J=14.0Hz), 2.51 
(1H, d, J=14.0Hz), 2.57-2.82(4H, m), 3.69(lH, s), 3.95(4H, 
s), 3.99(2H, s), 8.06(1H, s). 


100 



[1 5 3 5] 

mmm 639 
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(S) -1- (2-^f^-6--hn-2, 3-ytKn^>y7 [2, 1- 
b] -4)1>*<}-)V) -l, 2, 3, 4-fh7liKo^y'J> 

mmW6 3 5T~mgLtz (S) -l - (2-^nn-4--bn^^/-^ 
-1--TA-) -3- (3, 4-/tKn-2H-^r/'J>-l-^l') -2-^ 
f-;l^n^>- 2 (13 4mg, 0. 3 8 3 
9 30^:^1}, (S) -1- (2-^f;V-6--bn-2, 3 

-yU'n^r/[2, 1-b] **V-v*-)V-2-4 -l, 2, 

3, 4-f h7kKD^;>j> (6 4mg, 5 4%) £t#£ Q 
Mj£ 1 6 8- 1 7 2 r o 
[1 5 3 6] 

^•jsi-^ai§iJi#^ffl^ A ^»«6 3 9 tmmzLx, mmme a o-mmm 
6 4 2<Dik&mzmmL?z 0 

[1 5 3 7] 

«M 6 4 0 

S) -2- (2 6 -- b n- 2 , 3-7tKn>f>r/ [2, 1-b 
] ^*-9-v*-;u- 2 ->f ;i^^;v) -i, 2, 3, 4 -x h 7 Kn>f y + 
y 

MM 153-155. 3t 0 
[1 5 3 8] 
6 4 1 

(S) -2- (2-^fJV-6--hn-2, 3 - V\L Ktf-T 5 *V [ 2 , 1- 
b] ^^-9-v*-;U- 2 -2, 3 - Kn- 1 H--f V ^ > K- 
;w 

iH-NMR (CDC 1 3 ) £ p pm : 

1. 68 (3 H, s), 3. 01 (1H, d, J = 1 4. 5 H z) , 3. 24 ( 
1H, d, J = 14. 5Hz), 3. 92 (1H, d, J = 9. 6Hz), 4. 
08 (4H, s), 4. 50 (1H, d, J = 9. 6Hz), 7. 13-7. 2 
1 (4 H, m) , 7. 5 0 (1 H, s) „ 
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[1 5 3 9] 

HJfeW 6 4 2 

(S) -8- (2-^f^-6--fn-2, 3-yt Kn^^/ [2, 1- 

b] *^*y-^-2->f -i, 4 8 -nf-* t? n [ 

4, 5] t**> 

Hi* 166. 5-168. 2°C 0 
[1 5 4 0] 

mmn 6 4 3 

(2S) -^f;k-6--hn-2 - [ (2 S) - ( 4 - b V ~7)V*u * h * *> 
7x;Jpy^^) kfo ij l -2, 3-yt Kn^f ^fV 

[2, i-b] )v<Dm.m. 

mm®} 1 2 -emikLfz (R) -2-^Dn-i- (2 2 -*^rv^ 
-4--hn^^y_ ;V (6 4 5m g> 2. 9 7 „ ( 

S) -2- (4-h 1 j7Hn^l«^y7x;^y>f;V) t'n'Jy^ (930 
mg, 3. 5 MDMF ( 1 5 m 1 ) (DM.^®)* 8 0 V \ZX 8 B#r^ 

tl#L/Co Z<7)Kfcmz7mT^Xfrmiki-Y V W (l 5 4mg, 3. 865 

y^ne^x.— r;[/^«bffjSSU &fe*fr5|CO (2S) -^f-^-6 
-^hn-2- [ (2 S) - (4-F'j7Wn^ F^y7x7^y^f;k) kf 
nyy>-l-^Wf;v] -2, 3-ytKn^^y' [2, 1-b] *^r-9- 
V*-;]/ (5 0 5mg> JR2g4 1%) 
iH-NMR (CDC 1 3) d p pm : 

1. 42-1. 52 (1 H, m) , 1. 59 (3H, s), 1. 6 1-1. 79 
(2H, m) , 1. 8 7- 1. 9 9 (1 H, m) , 2. 50-2. 6 1 (1 H, 
m) , 3. 03-3. 17 (2H, m) , 3. 06 (1H, d, J = 14. 7H 
z) , 3. 20 (1H, d, J = 14. 7Hz) , 3. 7 2 - 3. 7 9 (2 H, 
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m), 3. 92 (1H, dd, J = 9. 2 Hz, 3. 7Hz), 4. 58 (1H 
, d, J = 9. 5Hz) , 6. 8 0- 6. 8 8 (2 H, m) , 7. 15-7. 1 
9 (1 H, m) , 7. 4 2 ( 1 H, s) o 
[15 4 1] 

mmm 6 4 4 

4- [3- (2 -^nn-4 h u4 $ l -4^) -2-HKn^ 

2-^nn-4--)«n-lH-^r/-;i' (8. 3 9 g, 56. 8 8 
> 4- (2 2 -^-^rv^-;v^^;u) *^kV7y>-i-* 
WHtert-Wxxf^ (15. 3 8 g. 5 6. 8 8 M 
ffsgH-Hj »>A (5. 13g, 62. 575 'J^jV) CD 1 --/n^V-^ (1 0 
0ml) tfO»^»«:l 0f$Win&«5lLLfco ^I^lfaidL, «£ETi:T 

7^t> «JEE»iftLfc 0 il?:IETi:tg|L, ffiy'J*W7A^D7 
h^57-f- (»fV>/ftt^f^=5/l) Ci«lU mm&irj 
[3- (2-^nn-4--fn^^v*-;v-l-^;l/) -2 -UK 
- ^f;vynt';i/] *^^7v> - 1 -*;Wf>it e r t -7'^- 
;v^X-r;V (6. 2 5 g, J&i£2 7%) *#fc 0 
iH-NMR (CDC 1 3) <?ppm: 

1. 14 (3H, s), 1. 48 (9H, s), 1. 69-1. 90 (2 H, m 
) , 2. 4 0-2. 5 5 (1 H, m) , 2. 66 (1H, d, J = 14. 1Hz 
) , 2. 7 5-2. 9 8 (5 H, m) , 3. 3 0-3. 5 9 (4H, m) , 3. 
9 6 (2 H, s) , 8. 0 6 ( 1 H, s) 0 
[1 5 4 2] 

nmm 6 4 5 

4- (2-^^-6--hn-2, 3-ytKn^5r/ [2, l-b]** 
•9-y'-;v- 2 -4 l -#;w-K>^t e r t-^;v 
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m&M6 4 4"C*3ILfc4- [3- (2-^on-4--fn^^/-;v- 

*>itert-Wx^T^ (6. 2 5 g. 14. 9 65U«^) S:fv\ 
4 4<O^^CJ: &feJgfcfc<0 4- ;v-6-->D-2, 3 

l-b] **-9-V-;v-2-'f 

v > - 1 - * ;VsK>g£ t e r t - 7*f;Vx^fJV ( 3 . 0 7 g > JR^S 5 4%) 4: 
1H-NMR (CDC 1 3) ^ppm: 

1. 47 (9H, s), 1. 59 (3H, s), 1. 68-1. 79 (2 H, m 
), 2. 63-2. 90 (5H, m), 3. 06 (1 H, d, J = 15. 1Hz 
) , 3. 2 5-3. 5 0 (4 H, m) , 3. 91 (1H, d, J=9. 7Hz) 
, 4. 33 (1H, d, J = 9. 7Hz) , 7. 54 (1H, s) 0 
[1 5 4 3] 

mm 6 4 6 

4 - (2-^f;v-6-^Fn-2, 3-v?tKD/f^r/ [2, 

6 4 5 t«l/; 4 - ( 2 - ^ ^-)V- 6 -~ h n - 2 , 3 - Kn >f 
^^V*[2, l-b] ***TV-)V-2-'l )V**f-)V) ^t^77>-l-* 
^>Kt er t-Wx^fA' (2 5 0mg, 0. 6 5 5 ^V^) l^h 
»;7^*nft« (10ml) Ofi^*MfflTKTi&ftfl£#L;fco Rj£ifc&*JBE 

TfcraMBU 1 om icffff u f'jxf^rr/ (o. 

2 7ml, 1. 9 6 5 V ^e;v) fciPx., IC^no^^^v (0. 19ml 
, 1. 3HV*;v) *Jmi % MTt-T3l*lwa^tfeo KJSifcfc***!!*., 

o ttifc*«ETKTiIi«U ^glry 'J * 7 A ^ f ^7 7 ^ - (mt 
^fV>/itxfjv=i/i) KJ:!)«NRU IWSfesi-'f /i/*»fc 0 »<b*Lfc 
jM/ufcROft^McaMBU IS5fiiaaft/ftBli^/i'#«[*in£* £ fc J: «9 # 
fctL^fNIfcilNKU efc»3fajgh&<a 4 - (2-^f;V-6-xhn-2, 3- 
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ytKn^r/ [2, 1-b] X^^S-JU- 2 -4 ^-)V) *^fcf^>? 
y-l-ij)V^>W.^<y : y^^^7-)^mM. (2 4 6mg, 1R^83%) 

o 

life * 1 1 5 - 1 1 7 °Co 
[1 5 4 4] 

mmm 647 

2- [4- (4 -kf^-'J *>=&tf^ l -2 
-^f;v-6-^fo-2, [2, 1-b] 

HM^I 6 4 5 T»mm.Lfz 4 - ( 2 - * ^)V- 6 fn-2, 3 Kn -f 

5^/ [2, l-b] **-9-V-/i'-2->f>i/*?-/i/) 

Hotter t-7f^f^ (3 4 6mg, 0. 9 15'J*;V) MhV 
7;i^nltm (i 0ml) «I^tf^lSTt:tMIffLf;o ££J£&£«J±T 
CtitL, ^S^i^b^ fV>10ml Kigfll U h'jxf;l,7^ ( o . 2 
7ml, 1. 9 6 ^JPx.^o MJET^TMiU ?/-;H 

OmlCiUl/io ClOvt^tc, 4-7x-;M>X7;VftK (4 9 6mg, 
2. 725 > v7; f'Jt Kn**&?- > >; h/A (1 7 lmg, 2. 7 

, (0. 17ml, 2. 72 5'J ^E;V) OUtCiPx., MSTIC 

tk xmm u y'j*w7A^n7f^77^- rn.it* * v >/& 

Wt*m>= 5/1) HJ:f)«H!tU IM*(7)2- [4- (4-e7x^'j;M 
f-;W 1 — -2-^f;U-6--hn-2, 3- 

yt Kn^f^r/ [2, 1 - b ] ^-^r-9-y-;l/ (251mg, 1R^6 2%) 

tt£ 1 3 8- 1 4 2. 2to 
[1 5 4 5] 

Hife^J 6 4 8 

1' - tert-7Ky*;^'-ji/-2, 3 - yt Kn - 6 h n -j* \£u 
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[-f [2, i-b] ***yv*-)v-2, 4' omm. 

2, 4-^-fn-iH-^f5r/^ (1. Og, 6. 3 , 1- 

6 -T-T-^tin [2, 5] t^^>-6-*^f>it e r t-7f 
(2. 0 g, 9. MMth'J^A (6 12mg, 7 

. 5^;^) (7mi) ^izr i ommmmMffi>Ltzo Kfcm* 

-x^lg^bL-CSfel&^O 1 * - t e r t -7 b *->#;V**-;U- 2 , 3- 
vt: Kn-6 hn-j^tfn [^f^r/ [2, 1-b] 2 , 4 

' -tf^y>»] (5 8 6mg. 11X3*2 9%) *Wfz 0 
Mi& 2 3 0 - 2 3 2 °Co 
[1 5 4 6] 
H»J6 4 9 

4- (2-^nn-4--l>D^^r/-;V-l-'f;v^f;v) -4-HKni|r 
vkf^ij v>- 1 - 77 e r t -7'^;^^7 i ;K7)^ 

2-^nn-4--hn-lH-^^r/Hl/ (3. 1 g. 2 1. O^'J^l" 
) > l-tH-6-7f-Xt'n [2, 5] t^r/-6-*H'>|ter 
t-7f^7;v (4. 4g, 2 1. OSy-t/U) &^tm7fc3t^ > 'j ( 
1. 9 4g. 2 3. H'J*^) (2 0ml) 6 B#P^»^1 

'^^^^•^A^n^h^-^y^- (M.ikfl-l's'/* ? J ~)V= 10 0/1) 
&-<fc *9 *f m LTm-fevft^gO 4 - (2-^no-4-^hn^>r/-^-l 
->f ;i^^^;v) - 4 - fc: Kn^rvkT^i; v>- i -7>;w1^^ t e r t 

(5. 4g, 1R|7 2%) 
iH-NMR (CDC 1 3 ) d p pm : 

1. 45-1. 71 (5H, m), 1. 46 (9H, s), 3. 03-3. 14 
(2H, m) , 3. 9 0-4. 0 3 (2 H, m) , 4. 02 (2H, s) , 7. 
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9 1 (1 H, s) o 
[1 5 4 7] 

mmm 6 5 o 

4- 12- [4- (2-^an-4--hn/f^V-;v-i-/f;v^f;v) - 

ij)U^yMt e r t -•/•f-;VJ-X-r^^^3t 

2-^nn-4--fn-lH-^^v*-;V (1. 2 9 g, 8. 7 
;v) ^ 4- |2- (1 -^-^r-9--6 -T^lfn [2, 5] * ? ? > - 6 - J )\/ 
) - 2 vj^;W t:V7y>-l-*;Kf>it e r t-7fraf;i/ 
(2. 9 7g, 8. 7 6 ^ RZF%m&mi- h V (8 0 9m g> 9. 

6 (10ml) ^i:t5 vzmmmwMLfzo K&mz 

> ^y'J*yiV*7^^n7f^77^- {Wfcff-vy / * ?;-)V= i 

0 0/1) -fcJ: l9ffl^LT^rft4»S^4- {2- [4- (2-^nn-4- 
-fn^5 1 - 4 -n Kn^vtf^'j l 

1 -2-t^f7if;V| 1 -7j;l^>@t t er t-7"f^x^r^ 
(2. 5 8 g, 1R^6 1%) 

1H-NMR (CDC 1 3 ) Jppm: 

1. 45 (9H, s) , 1. 53-1. 71 (4H, m) , 2. 44 (4H, b 
r) , 2. 9 6 -3. 0 4 (1 H, m) , 3. 10-3. 27 (2H, m) , 3 
. 35-3. 48 (4 H, m) , 3. 90-3. 96 (2H, m), 4. 05 ( 
2H, s) , 4. 32-4. 37 (2 H, m), 8. 04 (1H, s) 0 

[1 5 4 8] 

6- (4-b'J7Wn^fjV7x-;i/| - l tfn [ 

2, 5] *??y*m^\ 5 0 fciBittat, ll»J6 5 l^b-S-trS- 

[1 5 4 9] 
6 5 1 
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4- (2-^nn-4-^fn/f^r/~;i/-l-^;Mf;u) -1- (4-h 

JR^ 5 4 % 
iH-NMR (CDC 1 3) Sppm: 

1. 60-1. 66 (2 H, m), 1. 82-1. 93 (3 H, m), 3. 10 
-3. 22 (2H, m) , 3. 6 2 -3. 6 7 (2 H, m) , 4. 07 (2H, 
s) , 6. 95 (2H, d, J = 8. 7Hz), 7. 50 (2H, d, J = 8. 
7Hz), 7. 99 (1H, s) o 
[1 5 5 0] 

mmm 652 

1' - t e r t-7'h^y*;V/f-;l/-2 > 3 - V t Kn- 6 - — h n tfn 
W^^/ [2, 1-b] ^^-9-V-;U-2, 4' -t^'Jy>] (DUM (HJfc 
W 6 4 8 O^k^OSU^JftiS) 

^Ufeffl 6 4 9 T?S*jt L/c 4 - (2-^no-4--fn^< ?V*-)U- 1 
)V*?-)V) - 4 - 1 Kn^ry t^ij y'V - l - *;Wf>f t er t-^f^ 
-r;l/ (2 6. 7 g, 7 4. 0<V*fr) £l, 4-i?**c*y> (2 0 0ml) K 
»#Lfc 0 £0»«fc;*?frT\ *3Hfc?-H;*A (3. 6g, 8 8. 8 

) fcjn*., 8«FiBJraiRaiiiELfco RBmammmL, mtKikfr. 
u-^itui 6. 4 g*ntz 0 ic^it^ij^fi/^-eiajL, % 

^^^^/-;V«rJnx.^'ffc^fi : ^oTZ:^fc LT2. 7 g £?#fc 0 — 
^-^Sr^-t^ S-fel&^O 1 ' - tert-7 h^fy*;^-;V- 2 , 
Kn-6--hn-*kfn [2, 1-b] **-9-V-/i'- 2 

, 4' -^'Jyy] (19. lg, JR^7 9%) *Wtz 0 
WkA 230-232 "Co 
[15 5 1] 

mmm 6 5 3 

4- [2- (2, 3-ytKn-6--hn-^E°n [^f^y* [2, 1-b] 
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^7y>-l-*^'f>tt e r t -^^^ir;^!^ 

||«J6 5 0T«iL*:4 - 12- [4- (2-^no-4--Fn-^f^ 
V-;u- 1 -4 - 4 — Kn^yb'^'J v>- l -4 )V\ -2— 

y.xf-;M E^7y>*W>tt e r t-WiXf ;v (2. 5 8 g, 5. 
3 $ (3 0ml) izmffiLfZo - ^^7R<%T7fcSrffcf- 

h'J^A (254mg. 6. 3 6 £#n£> ^iP^lgtEL^o 

T7X, Itm^^^-e^m, ^EEft^U S^*<7)4- [2- (2, 3-yt 
Kn-6--hn-xen [^^^V[2, 1-b] ^^-9-^-^-2, 4' - 
\£f)*?>] -l' — f;v) -2-t^yxfji/] ti^-^y- l 
ter t-rf^xxf^ (9 9 6mg, 1X^4 2%) 
Hi* 211. 0-213. Oto 
[1 5 5 2] 

^•JSi-^tBfl^^fflv^ ^»!I6 5 3 tmmzLX, H»!I6 5 4 <Dib&® 

[1 5 5 3] 

H WJ 6 5 4 

2, 3 -yt Kn- 6 h n- 1 ' - (4-HJ7iVtn^f;V7x-;V) - 
*tfn [>f5^V[2, 1-b] 2, 4' -e^'J^'/] 

S-fe»*^ iR^ 7 9 % 
MS; 3 6 8 (M+) 
ffl>& 249. 2-250. 1°C 0 
[1 5 5 4] 

mmm 655 

2, 3-yt Ko-6--hn-*fcfn [>f$^y [2, 1-b] ^^V-;^ 
-2, 4' -fcT^'Jv'^] • h >; 7;i/^-nf^g^<^»5i 

H»J6 5 2T«iL*: 1 ' - tert-y^y*^«-2, 3-vt: 
Kn-6-xfn-^tfn |>M*V[2, 1-b] **-9-V*-;V- 2 , 4' - 
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(4 2 g . o. 13^) zmttT-'vy doomi) izmmL 

s *»TF'J7/l/!j-nSi (6 0ml) frflfTLTiDx., Lfco 

-;K S^m^^T-^LTMJI^L, 7«fe&5fc0 2, 3 -yt Kn - 6 - 

-hn-^kfn [^T^^V[2, l-b] ^-^-9-^-^-2, 4' -fcf^yyv 

] • hU^^nS^Bfta (4 3. 6g. J&sg9 9%) £#£ 0 

MS 2 2 4 (M+) 

II* 1 9 6- 1 9 813 

1H-NMR (DMSO-d 6 ) S p p m : 

2. 0 6 -2. 3 2 (4 H, m) , 3. 12-3. 35 (4H, m) , 4. 24 
(2H, s) , 8. 21 (1H, s) , 8. 88 (2H, bs) 0 
[1 5 5 5] 
6 5 6 

1' -T^)V-2, 3-ytKn-6--fn-^k?n ^?r/[2, 1- 
b] fr^Mf*/— /U— 2, 4' -H°^iJv>] 0$£j£ 

^Jfrftl 6 5 5 -QWIk Ltz 2, 3 - v t Kn - 6 h n fcfn [-f ^ [ 
2, l-b] **-9-V-/l<-2, 4-fcf^'J2>>] h'j7^n^Sfi (8 5. 
5mg, 0. 2 (5ml) KJ&iS U h 'Jxf;V7 

^> (7 4// l) S^T^rfJ^niJ K (2 0^ l) fcJn*., 1 ^P^M?ST'ii# 

6fe»*0 1» -7-fc^;w-2, 3 -yk Kn- 6 h n-xfn [/f 5 
[2, l-b] **-9-V*-;i—2, 4' -fcT^Vf>] (3 7. 8mg, JR^S 5 
6%) £#fc 0 
MS: 2 6 6 (M+) . 
SI* 232. 0-234. 0t o 
[1 5 5 6] 

nmm e 5 7 

1' - (4->';7^n^f;i/7x-;i/7-tf;H -2, 3-vfcKn-6- 
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-hn-xkin [/f^r/ [2, 1-b] 2 , 4' -fcf^Vv 7 ^ 

] omat 

H*fe#!l6 5 5t«£L*:2, 3 - v>fc Kn- 6 h u-* tfn [>f 5 *V [ 
2, 1-b] ^^-9-V*-;W-2, 4-t?^Vv>] f'J7;vtniit (3 0 0 
mg, 0. 8 9 5';^) *mtff-Vy (5ml) U h'Jxf;>7 5 

> (0. 4m L 2. 665 i;^E;V) («, a, a — Y *) -7;v^n- p - h 

V^S^n'JK (2. 7m U 1. £J0/L, 1 ^P^STjjt 

= 2 0 0/1) KJ: !955«f3£U 8Mb* f- V>-^T V^n t^wc-T^J: 0 ^ 
fiftfcfrv^ «JR&, «EEf£«-f *£fcKJ:iK Sfe^*^ 1 ' - (4-h'J7 
iVtD^f;V7x-^7^rfJV) -2, 3 - yt Kn- 6 h n-^tfn [4 
5^V*[2, 1-b] **iTV-)V-2, 4' -kV'J^V] (143mg. JR. 
$3 9%) *&tZo 
MS : 4 10 (M+) 

1 8 5. 0- 1 8 7. 0t o 
[1 5 5 7] 
^fefll 6 5 8 

1' - (3, 4-y^nn7x;^y7-bfJV) -2, 3-yHKn-6--> 
n-*fc?n [>f§r/ [2, 1-b] *^r-9-y-^-2, 4' -tf^^v>] O 
*Ut 

^»U6 5 5T«tL£2, 3-vtKn-6--hn-xtfn [^f^V [ 

2, i-b] ***yv-)v-2, 4' f'j7^nftsat (30 

Omg, 0. 89 5U*^) > (3, 4-y?UD7x^) (2 9 4mg 

^ 1. 2 4m5 ItniVSCD (2 5 5mg, 1. 245 'J^V) &DM 

F (5ml) tflSCTl. 5B#Ktll&#Lfco KJ5&»ft»C^ V ^ )V y- )V * 

»U Sfe&*or - (3, 4-^nn7x;^>7W) -2, 3-v* 
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Kn-6-- hn-xtfn [>f$*V[2, 1-b] ^^-9-^-^-2, 4' 
- 'J V>] ( 9 6 m g , JR5£ 2 5%) &#£ 0 
M j& 218. 0-220. 0*C o 
[1 5 5 8] 

mm 6 5 9 

2, 3-vfcKn-i' -^^;u_ 6 _- hn-j^tfn [>r$*V[2 f 1-b 
] **-9-V-;v-2, 4' -t>'J^>] <7)$£5i 

m2fc#J6 5 5*CilitLfe2 f Kn-6-— hn-^ifn [>f 5 *V [ 

2, 1-b] t^ty-;v-2, 4' -^'J^>] h';7;vtni^M7'J 
-<tLX%bti2>2, 3-yt Kn- 6 h n-^ tfn [^^V[2, 1- 
b] t^/-^-2, 4' -^'jy>] (2 5 0mg. 1. 

(5ml) KJKjfLfco £<?»i^f£K> 3 7%*;ur^f KKi 
ifc (0. 25mK 3. 3 5 5 V „ ->T/hn Kn/t7tth'J7A ( 

210mg> 3. 3 -=E;V) R^WBIfc (0. 19ml, 3. 3 5 5 V -t/lO 

x^-e|g H H H L, 6fet*^2, 3-ytKn-r -^f ;v-6--hn-7lf 
n [>f$*V[2, 1-b] ^^-9-y-;v-2, 4' -fc°^';v>] (16 0m 
g> JR3g6 0%) *»fc 0 
MS I 2 3 8 (M+) 
US 237. 0-239. 0t 0 
[ 1 5 5 9] 

mmm e e o 

1' -^>-*£>*;i/*^;i/- 2, 3-vt Kn-6--fn-^t:n [>f * y-/ 
[2, 1-b] ^^r^V-;^- 2, 4' -e^y^V] OSit 

5 5-C^itUfc2, 3 - Kn- 6 - — h n -7s fcf n [>f $ [ 
2, l-b] ^-^•9-V-;v-2, 4' -tf^»;v>] f'j7;^n^fj| (19 
7mg, 0. 8 8 *mt*3-l'> (5ml) KJKiBU H;j^;1/7 
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5 > (0. 36ml, 2. 6 4$'J^) ^>^>7;v*-HnVK (0 
. 2 8 m K 2. 10 5 V^V) £tjn£. £ifi-C3 0^m#L^ o RXSftKSM 

x;v*-;i/-2, 3-vtKn-6-xfn-xtfa [^^v* [2, 1^-b] 
^^r^V-;V-2, 4' -e^Uv^] (2 1 Omg, JR2£6 6%) &#£ 0 
MS! 3 6 4 (M+) 
iH-NMR (DMSO-de) 5ppm: 

1. 99-2. 18 (4H, m) , 2. 4 9 - 2. 6 3 (2 H, m) , 3. 40 
-3. 54 (2H, m) , 4. 10 (2H, s) , 7. 65-7. 81 (5H, 
m) , 8. 2 1 ( 1 H, s) o 

[1 5 6 0] 

MBir^m^WM^m^K MMffl6 6 0 tRii:U, $mM6 6 1 <Dik&® 
[15 6 1] 

$mm 6 6i 

1' ? >X)l>*-)]/-2 , 3 - Kn- 6 Kn-x tfn [^f ^ ^v* [ 

2, 1-b] 3r**yV-)V-2, 4' -tf^V^>) 
iH-NMR (DMSO-d 6 ) £ppm! 

1. 9 8- 2. 2 2 (4 H, m) , 2. 94 (3H, s) , 3. 04-3. 13 
(2H, m) , 3. 43-3. 51 (2H, m) , 4 . 1 6 (2H, s) , 8. 

17 (1 H, s) o 
[1 5 6 2] 

mmm 6 6 2 

1' -^>^^*y 2 , 3-vkKn-6--ha-^k?n [>f 

<W* [2, 1-b] **-9-V-;l/-2, 4' -\£*v)i?>] <T>U^k 
mmW 6 5 5 T«at L/c 2 , 3- vt:Kn-6--fa-xeD [>f $ [ 

2, 1-b] **-9-V-;V- 2, 4' -tf^Vv^] fV7^nS»jfi (2 5 
0mg> 0. 7 ^mt^^-Vy (5ml) fcJKi&U h'Jxf^T 
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5 > (0. 4 0 m K 2. 9 6 5 V %.ZP? u u -J)V ( 0 . 3 2m 

K 2. 2 2 5 &#Px., ^St?3 O^m^tfco 5J&%L*ft&T\zxWt 

1U ag$-y'J*m7A^n7f^77^ (Mfc^^-V^/pt^y-;!/ 
= 2 0 0/1) tc J: l)^«IU mft^t^-^ vynf^x-T;^ ij ft 
JMbfcfrv^ *STOL WtEffi&tZ £ £ i t) , fife^o i ' > * 
v*;l/^-;v-2, 3 - yt Kn- 6 h n-* tfn [-T5^V[2, 1-b 

1 ^^■9-V-;V-2, 4' -fc?^i;v>] (2 2 4mg, JRsg 8 4%) 
Hl£ 175. 0-177. OVo 

[1 5 6 3] 
HJ&fll 6 6 3 

1' - (4-b'J7;i'tD^f-;i/^>> f ;vt^y*^-;i') -2, 

n- 6 h n-^tfn [^f<r/ [2, 1-b] 2 , 4' - 1: 

mtkne 5 5t?*iiL7t2, 3-yt Kn-6-- hn-^ifn 5 [ 
2, 1-b] ^-^■9-V-;U-2, 4' -t?^';>^>] h ij -7fr*uWfl&& (3 3 
g. 9 7. 6 5';*^) £DMF (2 0 0ml) tc!l?§ U f'Jxf;i/75> ( 

2 0mK 0. 15^V) *t\\z.TW$LtZo <€-£^4- Y t; 7 )V*u *<f-)V< 
y*J)VT)VU-)\, (2 5. 8 g, 0. 15^) „ 1, 1' -ii )V^=-)V^Jy( ^ 

(2 3. 7 g. 0. 15^) £DMF (10 0m) Ki&JSU 3 Bflffl 
^ffl-eaS^ L * ip x. > 7 0 W 2 B^ra^# t fc 0 * «JES* L T 

-r- (»f w>/Sixf;i/=io/i) KiO^HtfflNRU I^m^if-^- 

- ( 4 - f !J 7 ^ t n ^ f > y jv t y ^ ;i/^'x -2, 3 
-vtKn-6--hn-^en [>f5^/[2, 1-b] ^^^V*-;v-2, 
4' (37. 2g, JR$9 0%) 

IK jS 189-190 ^Co 
[1 5 6 4] 

ttJ£1-&ttS3&/l^£JBv\ |H»0 6 6 3 *»U6 6 4 25ta f Hifc 
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me 6 5 (Dit&i&ozmm Ltz a 

[1 5 6 5] 

mnm 6 6 4 

1' - [ (4-f'J7;^n>f^-» ^Vy^t^ry*^*^;!'] -2, 3- 
Kn-6--hn-xt°n [>f$*V[2 f 1-b] v*-;v- 2 , 4 

!H-NMR (DMSO-d6> * P P m I 

1. 75-1. 95 (2 H, m), 2. 10-2. 25 (2H, m) , .3. 25 
-3. 48 (2H, m) , 4. 0 0-4. 2 0 (4 H, m) , 5. 14 (2H, 
s) , 7. 13-7. 30 (2H, m) , 7. 3 3 - 7. 5 5 (2 H, m) , 8 
. 18 (1 H, s) o 
[1 5 6 6] 
H»J 6 6 5 

1' - (4-*;K^7 5 /^>v;i^^v#;i/tff~;v) -2, 3-ytKn- 
6 h n-x tfn [^f^V [2, 1-b] **1J-V > -/l'- 2 , 4' -kT^V 

1H-NMR (DMSO-d 6 ) 5 p p m I 

1. 85-2. 10 (4H, m), 3. 15-3. 40 (2H, m), 3. 65 
-3. 85 (2H, m) , 4. 16 (2H, s) , 5. 03 (2H, s) , 7. 
33 (2H, d, J = 8. 5Hz) , 7. 58 (2H, d, J=8. 5Hz) , 
8. 1 5 (1H, s) , 8. 2 7 (1H, s) 0 

[1 5 6 7] 
Hifefal 6 6 7 

2, 3-v^Kn-6--bn-xt°n [>f$*V[2, 1-b] **^V-;V 
-2, 4' -t>'jy>] -1' -*^*>i7x -;VT5 KOS!B£ 

§fe&&#!!6 5 5-eMatL7^2, 3 - v t: Kn - 6 > n -j* tfn [>f 5 [ 
2, l-b] ^-^r-9-V-;i/- 2, 4' -tf^'Jv>] f'J7;utni^l (10 
Omg, 0. 3 0 5U*;V) *DMF5mU:ISU > U xf;i/7 * v ( 43 
^ K 0. 3H V*)l>) W7x-;K Vv7*- h (34// K 0. 3H 
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&3in;L, M?a-e3 05Mf#L£ o ^ra^^n^m^Lr, #f£tj^& 

-^=100/1) ^j: ^^i*f^L, mtt^msx ^sit H H H ^^fv\ to^-m 

^ [ 2 , 1 - b ] **-9-y*-;V- 2 , 4 ' - fc^i; v>] - l ' 
m-7^-^T^K (90mg, iR^8 8%) 
MS; 3 4 3 (M+) 
M jS 229-232*0 0 
[1 5 6 8] 

4-^Vy7>tt , 'Jy>Iii'fVy7>^>y>^K H»!J 6 6 7 ^: 
I^SUc LT, 6 6 8 6 6 9 (Dik^tmfe Lfz Q 

[ 1 5 6 9] 

mmm 6 6 8 

2, 3-ytFa-6--Fa-Xt'D [-f^V[2, 1-b] **-9-V*-;v 
-2, 4' -bf^';v>] -1' -*J^^t4-t°'Jy>T^ K 
2 1 7 - 2 1 9 °C 0 
[1 5 7 0] 
6 6 9 

2, 3 -vt: Kn- 6 h u-x tin [>f5^/[2 f 1-b] ***tV-)\< 
-2, 4' — tf-^V -1' -*;v^^|^>v;i^r^ K 
H!j£ 2 4 4-2 4 7°C 0 
[15 7 1] 

rnmm 6 7 o 

4- (2, 3-yt Kn-6-^hn-^tfn 5- [2, 1-b] 
V-)V-2, 4' -^'Jy>] -1' -^;V#;l/tff^;lO fc?^v>-l-# 
;^>-^t e r t -7*f;Vi^f ;K7)^it 

M;**^*> (2 27mg, 0. 7 * h;vxy 1 Om H:i)|L 

(4 2 5mg> 2. 2 8 ^ V^e^) ^.O^v-f V^ntf^Jc^^T^ > (0. 4m 
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L£2, 3-vfc Kn-6--hn-^tfn [>f $ ?V [2, l-b]**^V 
2, 4' -tf^'Jv>] hV7Wnftii (7 0 0mg,2. 0 75 V 

7A^7^77^- (M^fl/^/7-bK/=l 0/1) H J; OfiHRLfc 
M^f V>-y^f yynn>x-7;K^ B B H ^Lt, fiM*(?)4 - (2 
, 3-ytFn-6--fn-^t?n [^^V[2, 1-b] 
2, 4' -fcf^v^] -1' lf^7y'y-l-*;Kf>i 
tert-7fiVxXrJV ( 3 4 2 m g % JR$ 3 8 %) £#£ 0 
S3> * 260. 0-265. 0 "C 
!H-NMR (CDC 1 3 ) 5 p pm : 

1. 47 (9H, s) , 1. 90-2. 02 (2 H, m) , 2. 10-2. 16 
(2H, m), 3. 23-3. 47 (10 H, m), 3. 60-3. 66 (2 H 
, m) , 3. 96 (2H, s) , 7. 54 (1H, s) 0 
[1 5 7 2] 

fc?^7 V y - 1 - 1j )i/tf>WZ. 4 - MJ 7 n ^ > s^wn* x 1 
- (4-hV7;i/tn^fM>y» HifeM6 7 0 fcRpfi 

It, ^Jfe^J 6 7 1 6 7 2 tfco 

[1 5 7 3] 

mmm 6 7 1 

4- (2, 3-ytKn-6-ifD-^k 5 n [^r/[2, l-b]**^ 
V-;i/-2, 4' -^'Jy>] -1' tf^v?>-l-# 

M £ 22 l- 2 2 3t 0 
[1 5 7 4] 

Hife^l 6 7 2 

1- (2, 3-^tKn-6--hn-^t , n U^r/[2, 

ffiliE#2 003-3088762 
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V*-;l/-2, 4* -k?^>;v>] -1' - 4 - ( 4 — b U *7 

Mu5 2 2 6-2 3 01: o 
[ 1 5 7 5] 
H»!l 6 7 3 

2, 3-yHKn-6--hn-7fn [^5^/ [2, 1-b] **^/-)V 
-2, 4' -tr^U^>] -1' -jtr/l^>H*4- (3>**-/UT$ >0 7x^;i^ 
T ^ KOUJi 

HiW6 5 5T?*HiLfc2 f 3 -yb Kn- 6 h n-* fcfn [>f = [ 
2, 1-b] ^-^r-9-V-;v-2, 4' -kf^i;v>] h'j7;VtO^ (20 
Omg, 0. 5 9 5'K;V) ^DMF (5ml) tlJRffl U HJJ^;>TS> ( 
0. 1ml, 0. 7 ZMz-ffiWl>fz 0 ^"CL^N, N-v^f-^-p 

-7x^l/>y'7r/ (13 2mg, 0. 9 SCTl, 1* -#;V*K 

5 (8 2. 7mg, 1. 0 25^^) £DMF (5ml) \Z. 

#*U3I^H^a-C«#L7kft'&**JniL, 1ST 3 0^3f#Lfc o RiSffttc* 

(M^fi/>/^^;-^=ioo/i) fc* ^ttflMKU Pm^^-^ 

«£ OBrilrfbfcfifv*, WiSMt^th CtKXi)^ 6fe^2, 3-yt 

Kn-6 hn-^en [2, 1-b] ***jr*S-fU- 2 , 4' - 

tf^V^>] -1' -#;v**>^4 - (y^f^T^) 7x-;V7U' (18 
lmg, J|X^7 9%) 
MS 3 8 6 (M+) 
Kjft 244-247*0 (frffi) Q 
[1 5 7 6] 

4 - h V 7^tn^fjK>y;i/7^ tz&4 - h 'J 7;u*n * >^->^> 
i?;i/T3 >£fflv\ H»!l6 7 3 fcR|#fcLT\ £tfcfli 6 7 4£0 ? fU&fl!l6 7 5 

[1 5 7 7] 

Hifefll 6 7 4 
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2, 3-S>fc Kn-6-- hn-^en [^5^/ [2, 1-b] sj-^V-A' 
-2, 4' -tf^jv^] -l' -*;^'>f4-h'J7;vtn^f;v^>y> 
75 K 

Kj£ 2 1 5 - 2 1 7°Co 
[1 5 7 8] 
$mm 6 7 5 

2, 3-^tKn-6--fn-xtfn [4$?*/ [2, 1-b] **-9-y*-;v 
-2, 4' -kf^'jv>] -1' -*/W#>Hft4 - h V 7)V0ru* Y*i"<>*J 
;V7 5 K 

2 2 3 - 2 2 5°C 0 
[1 5 7 9] 
6 7 6 

2, 3-v'tKn-6--fn-^ifn [*f5*V[2, 1-b] ^r^V-)V 
-2, 4' -^']y>] -1' -*Wti4-^on7x-;V7^ F<D| 

£tt0f6 5 5T?IBiLfc2, 3 -S^fc Kn-6-- hn-xbfn [>f$r/ [ 
2, l-b] 2, 4' -fcf^'jvy] hy7;vtnSiffi (2 0 

Omg, 0. 5 95'J^V) ^DMF (5ml) fcJgiS U h'Jif^75> ( 
0. 24mK 1. 7 75')^;v) MMVf ty7>^4-^nn7x-^ ( 
2 0 Omg, 1. 18 5 »J*/I/) £#0;^ lfit3 0#«#Lfco SJfcjfcK** 

(atffc-*^ ^y-;v= 10 0/1) \ZX 0^»»«U 

V 7°n e^J.-^^-ettftftSr^f v\ MtflL £ K J: «3 . 6 

-fe©*<7)2, 3 -yfc Kn- 6 hn-^ tfn [^5^V[2, 1-b] 
-9-V~;v-2, 4' -k?^i;v>] -l' -ft*^f>^4-^nn7x^ 
75 K (2 2 2m g> IRf 8 7%) 
iH-NMR (DMSO-d 6 ) 8 p p m : 

2. 02-2. 19 (4H, m) , 3. 5 9- 3. 6 9 (2 H, m) , 4. 19 
(2H, s) , 4. 4 0-4. 5 4 (2H, m) , 7. 3 0-7. 3 7 (4H, 
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m) , 8. 18 (1 H, s) , 9. 4 8 (1 H, s) 0 
[1 5 8 0] 

mnm 6 7 7 

4- [ (2, 3-vfcKn-6--hn-*fc:n [^^v* [2, 1-b] 
•9" 2 , 4 ' -t^'Jy>] ) - 1 ' -✓f fl,] 7 ^ y 

4- [ (2, 3-ykKn-6--fn-xi^a [^f5r/ [2, 1-b] * 
^r-9-y-;V-2, 4' ) -1' -^;U#;W1^;1/J 7 

l?tert-Wx^7;v (I5 0mg, 0. 6 8 ^mt^^V> 
(lml) tc^t, f'^^nl^ (5ml) &#nx.> m^-TMdfi$L 

v\ fifef*©4- [ (2, 3-ytKD-6--hn-^t°n [>f 5 ?V [2 
, 1-b] **'9-V-/l'-2, 4' -^'Jy>] ) -1' --f;V^;^^-;v] 
T S y ( 5 9 m g . im* 4 5 %) £#/c 0 

it.* >3 0 0t 

1H-NMR (DMSO-d 6 ) 5ppm: 

1. 92-2. 12 (4H, m), 3. 32-3. 39 (2 H, m) , 3. 86 
-3. 95 (2H, m), 4. 17 (2H, s) , 7. 45 (2H, d, J = 8 
. 8Hz) , 7. 82 (2H, d, J=8. 8Hz) , -8. 17 (1H, s) ,• 
8. 9 7 (1 H, s) , 12. 5 4 (1 H, s) 0 

[15 8 1] 
3kMM 6 7 8 

2- [ (2, 3-i^Kn-6--hn-*k?n [j^yy* [2, 1-b] 
■9-v*-;V-2, 4' -kf^V^V] ) -l' --f;v] ^v^r^-jv^mm 
^^iJ6 5 5T^3tL7t2, 3-vb Kn-6-- bn-^en [/f?^/ [ 

2, 1-b] *3r-9-V*-;l/-2, 4-tf^i;v>] h'J7Wn»l (8 4m 
g^ 0. 2 £DMF (3ml) KJK«U f'Jxf^75> (76 
/" 1 > 0 . 5 M , 2-^Dn^>Xf7V-il' (4 0^ K 0. 3 

0 3-v^) 8 0t:-eiBtra#L^ o a£&£MJ±^*LT. nmz 
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> mmm.mm-t %> tizx 19 , e^u*o2- [ (2, 3-ytKn-6- 

-hn-^tfn [>f$*rv[2, 1-b] ^^^y*-;V-2, 4' -^'Jy> 

] ) -1' ^Wf-rV-fr (5 5mg, J|X^2%) 

MS ; 3 5 7 (M+) 

iH-NMR (DMSO-d 6 ) £ppm: 

2. 0 5-2. 2 3 (4 H, m) , 3. 5 2 -3. 6 3 (2 H, m) , 3. 89 
-3. 97 (2H, m) , 4. 18 (2H, s) , 7. 05-7. 12 (1H, 
m) , 7. 2 6- 7. 3 2 (1 H, m) , 7. 4 6-7. 4 9 (1 H, m) , 7 
. 7 6 -7. 8 0 (1 H, m) , 8. 18 (1H, s) 0 
[1 5 8 2] 

5-^nn- i --7^-^- x h ^y*-;i/£ffiv^ H«!]6 7 8 ^ |WJ« 

[1 5 8 3] 

H»0 6 7 9 

5- [ (2, 3 -yk Kn- 6 hn-^kTn 5 *V [2, 
•9-V-;V-2, 4' -kf^rjv?^] ) - 1 ' -J )V\ -l-7x-jV-lH-f 

iH-NMR (DMSO-d 6 ) Sppm: 

2. 0 5-2. 0 9 (4 H, m) , 3. 2 4 -3. 4 0 (4 H, m) , 4 . 14 
(2H, s) , 7. 5 9-7. 7 2 (5H, m) , 8 . 1 5 (1H, s) 0 

[1 5 8 4] 
HMM 6 8 0 

4- (2, 3-5>H Kn-6--bn-*fc?n [>f $ *V [2, 1-b] **-9- 
V-;v-2, 4' -t:Vi;y>] -i» _^; kr ^^ ;l/ ) tf^v>- 1 
**>^t e r t -r^-^^Xx^OM 

HMM6 5 5-eMdttfc 2, 3-vt: Kn-6-- hn-^tfn < [ 
2, 1-b] **-9-V*-;v- 2, 4' -e^'Jy>] h';7;v^n^^ (7 0 
Omg, 2. 0 ^DMF2 0mH:SU 4- (^onrW 



mSE# 2003-3088762 



#0 2002-298259 



9 J I 708/ 



) ^7V>- 1 -*H>|t e r t - /f JVx^t^ (5 9 9mg, 2. 2 
8 5V^) . y^V/nt>xf;i/7 5> (0. 8m K 4. 5 
Ma^ftth'J^A (3 10mg x 2. 0 *inx.. 10 0tt3 

f»£MLT7k, ^xf;vt^M, «JE*£»-r*c:i:tcj: 19, 

4- (2, 3-ytKn-6--hD-^t'o [^>r/[2, 1-b]^^ 

V-;v-2, 4' -tf^i;v>] -1' --Y;i/7-fc7-;v) S> > - l - * >u 

#>Wtt e r t-7f;Pxxf^ (6 8 8mg, JR^S 7 4%) £#£ 0 

SL£ > 3 0 0 r 

iH-NMR (DMSO-d 6 ) 5ppm: 

1. 41 (9H, s), 1. 95-2. 01 (4 H, m) , 2. 43-2. 64 
(4H, m) , 3. 21 (2H, s) , 3. 2 6 - 3. 4 2 (6 H, m) , 3. 
5 0- 3. 5 2 (2 H, m) , 4. 12 (2H, s) , 8. 14 (1H, s) 0 
[1 5 8 5] 

2-^nn-N- (4- f 'J 7^tn^f ;V7xx;v) T*?$h:Xl±3- ( 
3-^nnynt» - 3 H-^> V^^V-^- 2 >£fflv\ 6 
8 0 ^IWIM^L-T, IWJ6 8 l&^|idfcM6 8 2 0<fc^£$SBi L£ 0 
[1 5 8 6] 

H»J 6 8 1 

(2, 3-^tKn-6--hn-7tfn [^f>r/ [2, l- b ]^-^^ v *_ 
)V-2, 4' -kf^i;^] ) -l' (4- M; 7;i^tM?-;l.7^ 

7 ^ K 

Kj& 273-2751C (ftffi) o 
[1 5 8 7] 
H»J6 8 2 

3- [3- (2, 3-ytKn-6-xhn-^t°n 5 [2, 1-b] 
^^•9-y-;i—2, 4' -e^'jyy] ) -1' -.f;i/| /nt>-3H-^y 
v** »/- 2 - ;t- > 

Hi * 1 9 0 - 1 9 2 "Co 



tBtE# 2003-3088762 



#S 2002-2982 5 9 



^-v: 709/ 



[1 5 8 8] 

mmm ess 

4- [2- (2, 3-ytKn-6--fn-^t?D [>f < [2, 1-b] 

-*;vsK>Sit e r t -rf-^^Xx^^SSBi 

^*fe#U6 5 5"e«ijgLfe2 > 3-vfc Kn-6--bn-^en [>f 5 /V [ 
2, 1-b] **-9"V-/l/-2, 4' -tV'jy-y] > 'j7^tD^tl ( 2 0 
Omg, 0. 5 95V^e;V) ^DMF5mlC|?SU 4- (2-^noxf;l' 
) t^7y>-l-*H'>it e r t-7f;Vx^fiV (1 5 0mg, 0. 6 
O^';^;^), h 'Jxf;V7 5 > (0. 2 5mK 1. 7 9 1^3 7 

ft?-H;*A (108mg, 0. 7 2§'J*^) ^Jn£> 5 0 °CX" 5 B#P^*t# L 

LT7fC> i^m^^^T*^^, «E«*-*-*ifcHJ: 0, efe^*C0 4- [2- 
(2, 3-vtKn-6--M3-^kfn [^f5r/ [2, 1-b] *^V*- 

;V-2, 4' ) -1' -Jfr^fr] >?v- i JUtf> 

Stert- (8 0mg, K$3 1%) Sr&fco 

Il£ 2 1 4- 2 1 5 "Co 
[1 5 8 9] 
%mm 6 8 4 

4- [2- (2, 3-ytKn-6-->D-^t°n [>f 5 ?V [2, 1-b] 
**-9-V-/U- 2, 4* -^'Jy>] -1' ->f/l/) tf 
^ 7 > — 1 -*;U^>^4 - h V 7;l^^-n^ ^;v^>v?;Ux;X7";K7)M^ 

6 5 3 TMit L/c 4 - [2- (2, 3 -V Kn- 6 -~ h n-x en 
[-T5^V[2, l-b] *^-9-V-;v-2, 4' -tf^Vv^] -l' ->f/i/ 

) -.2-t^VXf^] k^7y>-l-*^f>it e r t -7'f-^x^f ;v 
(3 0 0mg. 0. 6 7 I/>5ml iCifiU f'J7W 

«5m 1 SriDx., M»"C6l*IBHJK¥Lfeo RlSiK * «EET**I& U »fb*7- 
b Vxf^7 5 ^lml ToJnA/io ®fcifc*Ml-C 5 5Ht#L£#: 



£bSE#2 003-3088762 



#11 2002-298259 



^-v: 710/ 



f;v^>y>7;vn-;v (2 9 3mg, 1. 6 7 RZFl , 1' -*)l> 

*-;Vy^r/-;V (2 7 0mg, 1. 6 *DMF5mH:$|f 

&-e&m&, m&MMLtzo nhtitzm.fo* meet k x mm l & 0 ®atsr->v* 

. 2: J: *K WM*0 4- [2- (2, 3 -yH Kn- 6 - 

-^D-^k 5 n [-f^V [2, 1-b] **^V-;U-2, 4' -^'Jy/ 
] -1' ->f;i/) -2-t^yxf^] bf/^v 1 — *^4?>Bft4 - h V 7 

i^n^fM^y'^xxr;!/ (3 2 4mg, JR^8 8%) 
MS 5 5 3 (M+H) + 
IttjR 139. 0-141. Oto 
[1 5 9 0] 

#J&^£m#&!I^£ffl^> 8 4 fcH&lcLT, H2&M6 8 5<D<lk&® 

[15 9 1] 

£jfc0O 6 8 5 

4- [2- (2, 3-/kKn-6-;fo-^ifD [^ = r/[2, 1-b] 
2, 4' -tf^Vv>] -l' -^f;v) -2-i^yxf;i/] tf 
^7y>- 1 -#;l/5K>g£4 -b'J 7Wn^ h ^y^>y;vx^f^ 
Mj& 1 3 7 - 1 3 9 °Co 
[1 5 9 2] 

^«!I6 8 3T?J!B£Lfc4 - [2- (2, 3 - Kn- 6 h n-x tfo 

[-f^^v*[2, i-b] **-9-y-;i/-2, 4' -tf^i;>>->] ) -r 

W6 8 4 t ra^JC It, f!«!l 6 8 6 6 8 9 (Ott&tfo^Wfe. Ltz 0 

[1 5 9 3] 
Uttffll 6 8 6 



ttliE# 2003-3088762 
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^-v: 711/ 



4- [2- (2, 3-S*fc Fn-6--hn-^tfn [>f = *V [2, 1-b] 
t^tV-;V-2, 4' ) -1* -y()V^)V~\ fcf^v>-l 

— ^;i/^>^4 — ^ nn^>^vx^f;i/ 
St* 1 7 8- 1 7 9 °Co 
[1 5 9 4] 
6 8 7 

4- [2- (2, 3 Kn- 6 h u-x\£u [4 5. [2, 1-b] 

^'^-9-V-;i/- 2, 4' -lf^'jy>] ) -1' -^f;i^^-;v] kf^^>-l 
-^;vj^>^4 - h y 7;v^-n^^;v^^v;i/ji^7^;i/ 
1K£ 1 7 4 - 1 7 5 °Co 
[ 1 5 9 5] 
H«J 6 8 8 

4- [2- (2, 3 Kn-6-->n-xtfn [2, 1-b] 

1r*V-\r—fr- 2, 4' -if^'Jy'>] ) -1' --f;i/J.f-;v] tf^^^>-i 

M /St 1 7 6- 1 7 7to 
[ 1 5 9 6] 
%MW 6 8 9 

4- [2- (2, 3-ytKa-6-xfn-^t?n [^^v*[2, 1-b] 
*3r-9-V"-;u-2, 4' -e^;y>] ) -1' -^JWcf-zi/] 
-#/l/;J?>@|4 - tf7 i~y ^^f^f^V 
1H-NMR (CDC 1 3) <?ppm: 

1. 9 0-2. 0 5 (2 H, m) , 2. 15-2. 20 (2H, m) , 2. 40 
-2. 8 0 (12H, m) , 3. 4 5-3. 6 0 (4H, m) , 3. 99 (2H 
, s) , 5. 17 (2H, s) , 7. 31-7. 62 (10H, m) 0 
[ 1 5 9 7] 

^J6 8 0t«L^4- (2, 3 - yt Kn- 6 h n-^fcfu [4 5 
[2, 1-b] !/-/!/- 2, 4' -e^'Jy>] -1* --Y^T-fef- 

;u) \£^<yVy-l-iJ)V-¥>m.t e r.t-7*f ^tfflK Hftiffll 6 8 



ffiliE# 2003-3088762 
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^-v: 712/ 



4 tmm^Lx, mmm6 9 o^t-fr»*«jiL^o 

[ 1 5 9 8] 

Htfc#!l6 9 0 

4- (2, 3 -yt Ko- 6 h n-*tfn [>f ^ [2, l-b]^^-9- 
4' -tf^Uv>] -l' -y{)VT^)V) l 

i& * 1 3 7 - 1 3 9 °Co 

[1 5 9 9] 

6 9 1 

1- (2, 3-vtKn-6--hn-^en [-f^r/ [2, 1-b] 
V-/1/-2, 4' -fcf^'Jy?>] -1' -2- [4- (4-h'j7W 

n^fMV^;i/) tf^7v>- 1 -^T;i/] j^? ; ><D9&.i& 
il^J6 5 3T«tL£4 - [2- (2, 3 - Kn- 6 h n-* tf n 

[>f5^!/[2, 1-b] ***tV-fr-2, 4' -tf^Vv^] -1' 
) -2-^-^7xf;i/] tf^7yy-l-*^f>it e r t-7f;Vxxt^ 

(3 0 0mg, 0. 6 75V*;V) W>5m ICijSU h'J7W 

«1 0ml Srflnx., M-C6l*PI«^Lfeo £&ifc*»EET*«U tt-fk^ 
^V>'25.^h i ;^^;VT^^?:lml-roipx.^o g&t? 5 L WEE 

TillLto ^SESr^ ^y-;H 0m 1 fc&JSIU tK<%T4- h 'J7^n^f 
M>X7;Vft K (0. 2 3ml, 1. 675V^) , y77h'JfeKD* 
7tth'J7A (10 5mg, 1. 6 S«0. 1 m 1 ZJmz., 

57-f- (M>fi/>/^^7-;v=5 0/i) ci^lif u mt*?- 

^ &-feJ&5fc<J0 1 - (2, 3 -y^t: Kn- 6 h n-^tfn [^5^7 [2, 
1-b] *3r-9-V-;i'-2, 4' -t>'Jy>] -1' --f;v) -2- [4- ( 
A-y^)y)}y^U^^-)V^<>V)V) \£s<7z?>-l-s( )U] J^?y> (2 2 6m 



tBIE#2 003-3088762 



#0 2002-298259 



: 713/ 



JR^6 7%) 
MS! 5 0 8 (M+) 
M * 145-147 "Co 
[1 6 0 0] 

^■js-r^m^M^^fflv^ ^»U6 9 1 tmm^Lx, mmm6 9 2<^Mti 

[16 0 1] 

Hifefll 6 9 2 

1- (2, Kn-6-- hn-xtfu [/f^r/ [2, 1-b] 

V*-;v-2, 4' -tf^'j)v>] -1' -2- [ (4-7:c~;W^>^ 

M * 1 8 7 - 1 8 8 r o 
[1 6 0 2] 

*i&#!l6 8 0 -cm.7&Lfz 4 - (2, 3 - v t: Kn - 6 -~ h n -x t: n [>f $ 
[2, 1-b] 2 , 4' -tf^Vv>] -1' --r^r-t^- 

;v) kf^7y>-l-*;^>tt e r t-rf;vx^f;^ffli/\ HM#!I6 9 
1 £|iW&CLT, I»!I6 9 3 WH»!i6 9 4 (Dit^^mit Lfco 
[1 6 0 3] 
H»J 6 9 3 

1- (2, 3-vH Kn-6--ho-^en ~ [2, 1-b] 

4' -e^'Jy>] -1' -^;V7-bf;i^) -4- (4-hV7^ 

II* 1 9 5 - 1 9 7 °C (53*j§?) o 
[1 6 0 4] 
%mm 6 9 4 

1- (2, 3-ytKn-6-^fD-^t'n 5 [2, 1-b] 
V*-;i—2, 4' -tf^v>v>] -1' -^T-tr^) -4- (4-7i^ 

Hi * 2 2 6 - 2 2 7 "C ) o 



ffiSE# 2003-3088762 



#JP 2002-298259 



s<-*J : 714/ 



[1 6 0 5] 

mmm 6 9 5 

4- [ (2, Kn-6--hn-^lfn 5 [2, 1-b] 

■9-V-;v-2, 4' -bf^Vv^] -1' - 2 v^?-;i/| tf^9 

v>- 1 -#;v#>"^ (4-h'j7;i'tn^fjV7x^) 7 5 Kcoll 
*»0 6 5 3T^atLfc4- [2- (2, 3 - Kn- 6 -- h n-* tfn 

W^r/ [2, i-b] •***yv-)v-2, 4' -r 

) - 2 - t^7if;V] 1 -*;^'>it e r t-7f^f;v 

(3 0 0mg, 0. 67^K;V) it^f V>5m n:»jj?U f'j7W 

ttS^mi omi srjox., ^jar 4 m$mwLtz 0 KBrn^mmrmmt, rn.it* 

K (0. 17ml, 1. 335';^) RV?1, 1' 

( 2 2 0 m g , 1 . 3 3^'J * ;V) & DMF 5 m 1 L 3 B£WMi&-e 

mwLtz^m&imz., m^2^mmwLtz 0 KBm^^w. mk*-** 

nvf^57^ (M^fW^^7-;v= 2 0 0/1) 

&.T£&cJ:»K 6-fe^<7)4- [ (2, 3-ytKn-6--Fn-^kfD [4 
[2, 1-b] **^V-/u-2, 4' -^'Jy>] -l' ->f/i,) - 

7i-^7 5 K (2 1 3mg, 9%) *#fc 0 

H£ 153. 0-155. 0°C o 
[1 6 0 6] 
6 9 6 

2- {4- [2- (2, 3-ytKn-6--bn-7,en [^S [2, 1 
-b] *3M?-y*-/i'-2, 4' -kf^i;^>] -i' -^f;v) - 2 -**y.x^ 
;V] H°^y v>- 1 ->f/u] — N— (4-Mj7^o>f;i/7x^) r-fe h 

tBIEf^F 2003-3088762 



#M 2002-298259 



^-v: 715/ 



»J6 5 3ttlU4- [2- (2, 

[-fs^y[2, i-b] *^r-9-y-^-2 f 4' -tr^i;^^] - 1 * 

) -2-t^rVif;i'] 1 t e r t - f=f-)V^.7, y-)V 

(3 0 0mg, 0. 6 7^'J€;V) ^tft^f W> 5m 1 CidU b'j7;Vt 
nftMfcl 0ml SrjtJDx., mat? 6 P#IH8Kfli Lfc„ RJfcifc**ETifcWU 
»fl/>Mb'Jif^75 lm 1 Tot)0x.7t o MS*? 5 5HK#Lfc& 
, «JBETife*gLfco SS^DMF 1 0 m l£»fl|U 2-^n^e-N- (4-h 
'J7Wn^Wi^) T>t^5K (2 0 7mg, 0. 7 3 5V^) M 
f.jxwr/ (0. 28ml, 2. 0 Mx., 10 0lCt2l|flI 

/to £ ft * nv7A WEEjtaU &&ftfc»ifc£«JETfcT 

-^=100/1) Hi •J^«U»»U M^f V4 v 7"n e^-x- 7- ;u 
£ 0 *NMb£fifv\ »^«JE«£jft-r & Ctt:ii), fife»5fc<0 2 - f 4 - [2 

- (2, [>f 5 *V [ 2 , 1-b] Hr^^S 

2, 4' -fcf^'J>>>] -1' -2-t^7xf;U] tf^^v> 

- 1 M — N — [4- (h'J 7;V^-n^^-;v) 7i-^] 7-bf75 K (2 
7 5mg, Jfc2$7 5%) #7t 0 

MS 5 5 2 (M+ 1) + 

1 3 3. 0- 1 3 5. Oto 
[1 6 0 7] 

mmm 6 9 7 

2- [4- (^yy^^y"-^-2-4 )v) l - -f ;v] -l - ( 

2, 3-vk •= [2, 1-b] t^t/-^ 
-2, 4' -fc:^<; v>] - 1 ' 

5 3 -e«iftL/S 4 - [2- (2, 3 - if Kn - 6 - — f n fcf n 

[-f^^V'[2, 1-b] ^^-9-V'-;l/-2, 4' -HVijy>] -1' -xf;v 

) -2-t^7xf;l'] 1 t e r t - t^v 



ffiliE# 2003-3088762 
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i-i?: 716/ 



(2 2 7mg. 0. 5 ^Sf^f ]/>5m lCMU b'j7^t 

«5mi zm*., MM.-?4mm&Lfz 0 Kfcfczm&TWkMu nmz& 

, Mi±T^L/c 0 ^li^DMF 5mn:iHU H;xW5> (0. 2 
lmK 1. 5 2 ^ -^nn/^/tHV-^ (86// K 0 

. ££nx., 8 0t:-C2NFM*^L/io KJfc«K:**fln;U &<b^ 

-;v-2--T;v) tf^yv-l-^*] -1- (2, 3-ykKn-6--f 
n-^n°n [>f$^V[2, 1-b] *3M7-V.-/U- 2 , 4 '. - \£<*V *J>] - 
1' )V) (99mg, 4 2%) 

MS 4 6 7 (M+) 

M£ 2 6 0. 0-2 6 3. Ot (frffi) 0 
[1 6 0 8] 

Mm%w,5&wM*m*<\ ±mmmm 1-697 ^^itt^b 

-^SrTffift 14-65 tc^-fo 
[1 6 0 9] 



mtiE# 2003-3088762 



2002-298259 



^-vl 717/ 



mi 4] 




w£a +fc Jjat 


r» i 

Kl 


K2 


"D O 

K3 


K4 


K5 


K6 


K7 


mpi C) 


698 


-H 


-H 


-H 


-H 


-CH3 


-H 


H 


193-195 


699 


-H 


-H 


-H 


-H 


■CO2C2H5 


-H 


-H 


195-197.5 


700 


-H 


-H 


-H 


-H 


-OCH3 


-H 


H 


189-190 


701 


-H 


-H 


•H 


-H 


-CI 


CI 


H 


182-183 


702 


-H 


-H 


H 


H 


-H 


-H 


-H 


185186 


703 


-CH 3 


-H 


-H 


•H 


-OCH3 


-H 


-H 


177.5 - 179 


704 


CH 3 


-H 


-H 


H 


-F 


-H 


H 


194-196 


705 


CH 3 


-H 


-H 


-H 


CH 3 


-H 


-H 


145-147 


706 


-CH 3 


-H 


-H 


-H 


-H 


-CI 


-H 


190.5-192 


707 


CHs 


-H 


-H 


-H 


-H 


-H 


-CI 


163-164 


708 


•CH 3 


-H 


-H 


-H 


-H 


-H 


-OCH3 


177-180 


709 


CH 3 


-H 


-H 


-H 


-H 


•CF 3 


-H 


182-183.5 


710 


CH 3 


-H 


-H 


-OCH 3 


-OCH3 


-OCH3 


-H 


179- 182 


711 


CH 3 


-H 


H 


H 


-H 


-H 


-F 


142 - 144 


712 


-CH 3 


-H 


-H 


-H 


-Br 


-H 


-H 


197 - 199 


713 


-CH 3 


H 


-H 


H 


-CONHo 


-H 


-H 


234 - 235 dec 


714 


-CH 3 


-H 


-H 


-H 


"CO2C2H5 


-H 


H 


151 - 152 


715 


CH 3 


-H 


-H 


-H 


-COCH 3 


-H 


-H 


196 - 199 


716 


CH 8 


-H 


-H 


-H 


-S0 2 NH 2 


-H 


-H 


218 - 220 dec 


717 


-CH 3 


-H 


-H 


-H 


-H 


-CO2C2H5 


-H 


112 - 114 


718 


CH 3 


-H 


-H 


-H 


-H 


-H 


-CO2C2H5 


132 - 134 


719 


•CH 3 


-CH 3 


-H 


-H 


-Br 


-H 


-H 


132 - 133 


720 


-CH 3 


H 


-H 


-H 


-CF 3 


H 


-H 


198.5 - 200 


721 


-CH 3 


-H 


H 


H 


-OCF 3 


-H 


-H 


163.5 - 164.8 


722 


-CH 3 


-CH 3 


-H 


-H 


-CF 3 


-H 


-H 


129 - 130 


723 


CH 3 


CH 3 


-H 


-H 


-OCF 3 


-H 


H 


138 - 140 


724 


-CH S 


-H 


H 


-H 


Morpholino- 


-H 


H 


223-225 


725 


-CH 3 


-H 


-H 


-H 


Morpholino* 


-H 


-H 


134-135 


726 


-CH 3 


H 


H 


-H 


CeH^NHCO- 


-H 


H 


197-198 



[16 10] 
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^-v: 718/ 



[mi 51 



Rl 



0 2 N 




737 



738 



0 

rrtT^N— R2 
I 

H 





n 


Rl 


R2 


mp(°C) orlHNMR 


727 


1 


H 


-CH 2 Ph 


143.5145 


728 


1 


-H 


-cyclo-C6H u 


187-188.5 


729 


1 


CH 3 


CHJPh 
-(CH^Ph 


141 - 142 


730 


1 


-CH 3 


124 - 127 


731 


1 


-CH 3 


-cyclo-C 6 H n 


176 - 178 


732 


1 


-CH 3 


-4-PYRIDYL 


151 - 153 (dec) 


733 


1 


•CH 3 


-CH«2Et> a 


163 - 165 


734 


1 


-CH 3 


•CH 2 C0 2 C 2 H 6 


142 - 143 


735 


1 


•CH 3 


-C 6 H 13 

■ (CHj) 2 C0 2 C 2 H5 


129 - 130 


736 


1 


-CH 3 


94-96 




1 


CH 3 


" CH 2 CH 2 C1 


DMSOds, L59(3H, s), 3.22-3.33(2H, m), 



1 -H 



-C 8 H r 



3.57(2H, t, J=6.0Hz), 4.07(2H, dd, J=ll.lHz, 
27.6Hz), 4.27(2H, dd, J=7.6Hz, 9.9Hz), 

6.47- 6.59(lH, m), 8.13(lH, s) 
DMSOd6, 0.85(3H, t, J=6.9Hz), 1.00- 
1.45(l2H, m), 2.90-2.98(2H, m), 4.06(lH, 
dd, J=6.8Hz, 10.8Hz), 4.25-4.46(3H, m), 

5.48- 5.66(lH, m), 7.28(1H, t, J=5.6Hz), 
8.13(1H, s) 



739 


2 


-H 


C 8 H 17 - 


86-88 


740 


2 


-CH 3 


Ph- 


131-133 


741 


2 


-CH 3 


PhCH 2 - 


127-127.5 


742 


2 


-CH 3 


Ph.CH 2 GH 2 " 


124-125 



[16 11] 
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719/ 



imi 6] 




mmm 


Rl 


R2 


R3 


R4 


R5 


R6 


R7 


mp(°C) 


743 


-CH 3 


-CH 3 


-H 


-H 


H 


-a 


-H 


103 - 104 


744 


CH 3 


-CH 2 Ph 


-H 


•H 


-CI 


-H 


H 


168 - 169 


745 


-CH a 


"C^H^ 


-H 


H 


-CI 


-H 


-H 


98 - 100 


746 


CH 3 


CH 3 


H 


H 


-Br 


-H 


H 


147 - 150 


747 


CH 3 


-CH 3 


-H 


H 


-CF 3 


-H 


-H 


140 - 141 


748 


CH 3 


-CH 3 


-H 


-H 


-F 


-H 


-H 


111 - 113 


749 


CH 3 


-C 4 H 9 


-H 


H 


CI 


-H 


-H 


114 - 116 


750 


CH 3 


-C 2 H 5 
-CH^CHX 


-H 


H 


-CI 


-H 


H 


87-89 


751 


CH 3 


-H 


H 


-CI 


H 


H 


161 - 165 


752 


CH 3 


4-ClPhCH 2 - 


-H 


H 


CI 


H 


H 


175 - 178 



[16 12] 
[*1 7] 



R1 O 



0 2 N- 



/ 



mmm 


Rl 


R2 


mp(°C) 


753 


-CH 3 


4-CF 3 OPh- 


165 - 166 


754 


-CH 3 


4CH 3 OPh- 


155 - 157 


755 


-CH 3 


4-ClPh- 


157 - 158 


756 


-CH 3 


3-CF 3 Ph- 


100 - 101 


757 


-CH 3 


4-BrPh- 


168 - 170 


758 


-CH 3 


4-FPh- 


151 - 154 
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: 720/ 



[*1 8] 




N— R2 



mmm 


Rl 


R2 


mp(°C) 


759 


-CH 3 


4CF 3 Ph- 


151 - 153 


760 


-CH 3 


4-ClPh- 


143 - 144 


761 


-CH 3 


3-ClPh- 


136 - 138 


762 


-CH 3 


3,4-Cl 2 Ph- 


142 - 143 


763 


-CH 3 


4-CH 3 OPh- 


163 - 164 


764 


CH 3 


3-CF 3 Ph- 


105 - 107 


765 


■CH 3 


4FPh- 


139 - 140 


766 


CH 3 


4CF 3 OPhCH 2 OCO- 


166 - 167 


767 


-CH 3 


4- 


186 - 188 




CF 3 PhCH=CHCH 2 OCO- 




768 


-CH 3 


4-CF 3 PhCH 2 - 


205 - 206 


769 


-CH 3 


4-CF 3 OPhCH 2 - 


133 - 134 




N H — R2 



SHEW Rl R2 mp(°C) orlHNMR 



770 


•CH 3 


4-ClPh- 


228.8 - 232.2 


771 


CH 3 


4-CF 3 OPh- 


236.2 - 237.4 








CDC1 3 ; 1.76(3H ,s), 3.03(4H, br), 3.62-3.67(4H, m), 
4.0K1H, d, J=10.2Hz), 4.04(1H, d, J=10.2Hz), 4.18(lH, 








772 


-CH 3 


4-CF 3 OPhCH 2 - 


d, J=10.2Hz), 4.48(1H, d, J=10.2Hz), 5.15(2H, s), 6.76- 
6.80(2H, m), 6.85-6.89(2H, m), 7.19-7.23(2H, m), 7.38- 
7.42<2H, m), 7.54(1H, s) 


773 


CH 3 


4ClPhCH 2 - 


174.2 - 175 


774 


-CH 3 


4CF 3 OPhCH 2 OCO- 


155.5 - 156.5 


775 


-CH 3 


4- 

CF fl PhCH=CHCH 2 OCO- 


155 - 159.8 



[16 15] 



miE#2 003-3088762 



#H 2002-298259 ^- i? : 721/ 



1^2 0] 






Rl 


R2 


R3 


R4 


R5 


R6 


mp(°C) 




776 


-CH 3 


H 


-H 


.H 


-H 


H 


151 • 153.5 




777 


-CH 3 


H 


-H 


-I 


-H 


-H 


220 - 221 




778 


-CH 3 


-H 


-H 


•CI 


-H 


-H 


185 * 186.5 




779 


-CH 3 


H 


-H 


Morpholino 


• H 


-H 


233 - 240 


dec 


780 


-CH fl 


-H 


-H 


Piperidincr 


-H 


-H 


217 - 218.5 


dec 



[16 16] 



ffitE#2 0 0 3 



-3088762 



2002-298259 



722/ 



\m i] 



R2 R3 



0,IT N 






Xv JL 




XvO 


XV. ft 


mn(°C) or 1H NMR 


781 


.pTT 


±1 


-TT 
Xl 


.PIT 

Oxi 3 




782 


-GJbi 3 


XI 




"Oxl 3 


9ft1 - 90/1 1 


783 


.pTT 


-H 


-H 


4-CF 3 Ph- 


258 - 259 dec 


784 


CH 3 


-H 


-H 


4ClPhCH 2 - 


207 - 208.4 


785 


-CH 3 


-H 


-H 


4-ClPh- 


251 - 257 dec 


786 


-CH 3 


-H 


-H 


CH 3 CO 


206 - 207.5 


787 


-CH 3 


-H 


-CI 


C 2 H 5 OCO 


168.5 - 171 


788 


-CH 3 


-CI 


H 


t-BuOCO- 


192 - 194.5 


789 


-CH 3 


•CI 


-H 


C 2 H 5 OCO- 


178.5 - 180.5 


790 


-CH 3 


-CI 


-CI 


t-BuOCO- 


23o Zdo.o dec 


791 


•CH 3 


-CI 


-CI 


C 2 H 5 OCO- 


224.2 - 225.7 


792 


-CH 3 


-XT 
XT 


-XT 
n 


^V^ 2 v^Xi 2 V/J/ 3 


213 - 216 


793 


CH 3 


-H 


H 


-C0 2 C 4 H 9 


197.5 - 199 


794 


-CH 3 


-H 


H 


-C0 2 (CH 2 ) 7 CH 3 


198 - 201 


# \J*J . 




-H 


-H 


-CO„(CHo).OCH« 


176 - 179 


796 


-CH 9 


-H 


-CI 


4-CF 3 OPhCH 2 OCO- 


153 - 155 


797 


CH S 


-CI 


-H 


4-CF 3 OPhCH 2 OCO- 


176 - 176.8 


798 


CH 3 


CI 


-CI 


4-CF 3 OPhCH 2 OCO- 


196.5 - 197.5 


799 


-CH 3 


H 


-H 


4-CF 3 OPhCH20CO 


187 - 189 


800 


-CH S 


H 


-H 


4-CF 3 PhCH 2 OCO- 


180.5 - 182.5 


801 


-CH 3 






4- 


185 - 187 




H 


-H 


CF 3 PhCH=CHCH 2 OCO- 




802 


-CH 3 


-H 


-H 


3,4-Cl 2 PhCH 2 OCO- 


171 - 171.5 


803 


•CH 3 


-H 


-H 


4CF 3 OPhNHCO- 


228 - 232 dec 










CDC1 3 : 1.76(3H ,s), 2.30(6H, s), 2.6l(2H, t, 
J=5.8Hz), 2.99-3.04(4H, m), 3.60-3.64(4H, m), 
4.03(1H, d, J=10.2Hz), 4.04(lH, d, J=10.1Hz) 3 


804 


CH 3 


H 


-H 




4.18(1H, d, J=10.1Hz), 4.22(2H, t, J=5.8Hz), 
4.49(1H, d, J=10.2Hz), 6.76-6.8l(2H, m), 
6.83-6.89(2H, m), 7.55(lH, s) 



[16 17] 



tBIE# 2003-3088762 



Sfem 2002-298259 



I 723/ 



[$L2 2] 




Rl 



— N — ( N— R3 



Rl R2 



R3 



mp(°C) 



805 
806 
807 


•CH 8 
-CH 3 
-CH 3 


-CH 3 
-CH 3 
-CH 3 


4-CF 3 OPh- 
4-CF 3 Ph- 
4-NCPh- 


127.2 ■ 
131.5- 
149- 


129.7 
133.6 
152 


808 
809 


-CH 3 
-CH 3 


-CH 3 
-CH, 


4- 

CF 3 OPhCH 2 OCO 
4ClPhCH 2 OCO- 


84.2- 
116.2 - 


86.8 
116.6 



[16 18] 

m2 3] 




Rl R2 



mp(°C) orlHNMR 



810 


-CH 3 -OPh 


CDC1 3 ; 1.16-1.42(2H,: 


153.2 - 154.8 
m), 1.6l(3H,s), 1.87-2.0l(2H,m), 2.31- 






2.60(3H,m), 2.78-3.02(4H,m>, 3.24-3.30(lH,m), 


811 


-CH 3 4~CF 3 PhNH- 


3.82(lH,d,J=8.1Hz), 3.9l(lH,d,J=9.7Hz), 






4.29(lH,d,J=9.7Hz), 


6.54(2H,d,J=8.6Hz), 6.98- 






7.36(2H,<U=8.6Hz), 


7.54(lH,s) 


812 


-CH 3 4-CF 3 Ph- 




130 - 131.8 


813 


-CH 3 4-CF 3 PhCH 2 - 




117.5 - 118.5 


814 


-CH 3 4ClPhCH 2 - 




146.5-147.5 


815 


-CH 3 4-ClPhCO- 




177 - 179 


816 


-CH 3 4-CF 3 PhCO 




98 - 100 


817 


-CH 3 4-CF 3 PhO 




119.4 - 120.7 


818 


-CH 3 4-ClPhO- 




141 - 144 


819 


-CH 3 3-CF 3 PhO- 




89 - 91.7 


820 


-CH 3 4-NCPhO 




171 - 174.7 


821 


CH 3 4-FPhO- 




124 - 128 


822 


-CH 3 4-CF 3 OPhCH 2 0- 




113 - 115 


823 


-CH 3 4-ClPhCH 2 0 




138 - 140 


824 


-CH 3 4-PhPhCH 2 0- 




115 - 116.5 


825 


-CH 3 PhCH 2 CH 2 0 




79-81 


826 


-CH 3 4-PyridylCH 2 0- 




80.8 - 83.9 


827 


-CH 3 3-PyridylCH 2 0- 




77-79 


828 


-CH 3 4-CF 3 OPhCH 2 OCO- 




101 - 102 


829 


-CH 3 4-ClPhNHCO- 




153 - 155 


830 


-CH 3 4-ClPhCH 2 NHCO- 




161 - 164 


831 


-CH 3 4-ClPhNH- 




159 - 161 


832 


-CH 3 4-NCPhNH- 




148.5 - 150 


833 


-CH 3 4-ClPhN(CH3)- 




180.2 - 181.1 dec 


834 


-CH 3 4-NCPhN(CH 3 )- 




188.5 - 191 


835 


-CH 3 4-CF3PliN(CH 3 )- 
-CH* (4-ClPh) 2 N- 




161 - 164 


836 




178.5 - 180 



[16 19] 



ttllE# 2003-3088762 



#H 2002-298259 



^-v^I 724/ 



»2 4] 



850 



851 



852 



853 






Rl 


R2 


R3 


R4 


R5 


R6 


837 


-CH 3 


-H 


-H 


-CH(CHa) 2 


-H 


-H 


838 


-CH 3 


H 


-CI 


-CI 


-H 


H 


839 


-CH 3 


-H 


-H 


-CF 3 


H 


H 


840 


-H 


-H 


-H 


-CF 3 


-H 


-H 


841 


CH 3 


H 


-H 


-OPh 


-H 


-H 


842 


-CH 3 


-H 


-OCH 3 


OCH 3 


•OCH 3 


-H 


843 


CH 3 


-H 


■H 


-C0 2 CH 3 


H 


-H 


844 


-CH 3 


-H 


H 


-3-PYRIDYL 


H 


-H 


845 


-CH 3 


-H 


-Ph 


-H 


-H 


-H 


846 


CH 3 


-H 


-H 


-cycler C 6 H n 


-H 


-H 


847 


CH 3 


Ph 


H 


-H 


H 


-H 


848 


-CH 3 


-H 


H 


-CH=CHPh 


-H 


-H 


849 


•CH 3 


-H 


-CF 3 


-H 


-CF 3 


-H 



mp(°C) orlHNMR 



-CH 3 -H 



-H 



-CH 3 -H 



H 



-N(CHa) 2 



-H 



-CH 3 -H 



-OCH a 



CH 3 -H 



-H 



-CH 2 Ph 



-H 



H 



-H 



158.5 - 160 

115 - 117.9 

126 - 129.2 
164 - 166 

157 - 158.2 

147- 151.9 

151 - 152.5 

140 - 143.8 

94.6 - 96.5 

162 - 163.9 

146.8 - 149 
178.5 - 181.8 

154 - 156.2 
CDC1 3 , 1.59(3H, s), 2.34(4H, bs), 
2.50-2.59(2^ m), 2.53(lH, d, 
J=14.8Hz), 2.67-2.76(2H, m), 
2.85(1H, d, J=14.8Hz), 3.41(1H, 
d, J=12.9Hz), 3.47(1H, d, 
J=12.9Hz), 3.87(lH, d, J=9.6Hz), 
4.30(1H, d, J=9.6Hz) f 7.23- 
7.33(5H, m), 7.53(lH, s) 
CDC1 3 1.58(3H, s), 2.30(4H, br), 

2.49- 2.57(2H, m), 2.52(lH, d, 
J=14.9Hz), 2.65-2.73(2H, m), 
2.84(1H, d, J=14.9Hz), 2.93(6H, 
s), 3.34(2H, d, J=3.50Hz), 
3.86(1H, d, J=9.6Hz), 4.30(1H, d, 
J=9.6Hz), 6.67(2H, d, J=8.7Hz), 
7.1l(2H, d, J=8.7Hz), 7.52(1H, s) 
CDC1 3 , 1.59(3H, s), 2.3K4H, br), 

2.50- 2.58(2H, m), 2.53(lH, d, 
J=14.8Hz), 2.65-2. 74(2H, m), 
2.84<1H, d, J=14.8Hz), 3.35(lH, 
d, J=13.0Hz), 3.41(1H, d, 
J=13.0Hz), 3.79(3H, s), 3.88(1H, 
d, J=9.7Hz), 4.30(1H, d, 
J=9.7Hz), 6.83(2H, d, J=8.6Hz), 
7.17(2H, d, J=8.6Hz), 7.52(1H, s) 
CDC1 3 1.6l(3H, s), 2.30-2. 73(9H, 
m), 2.84(lH, d, J = 14.8Hz), 
3.49(2H, s), 3.87(lH, d, J = 
9.7Hz), 3.95(2H, s), 4.30(lH, d, J 
= 9.7Hz), 7.09-7.33(9H, m), 
7.52(lH, s) 



[ 1 6 2 0] 



ffiliE#2 003-3088762 



mm. 2002-298259 



^-v: 725/ 



\U2 5] 




R6 RS 





Rl 


R2 


R3 


R4 


R5 


R6 


IlipV K*/ Oi XXX XN1VXXI 


854 


-CH 3 


■H 


-H 


-CI 


-H 


H 


X/O.O X0X.O 


855 


-CH 3 


■H 


-H 


-CI 


•CI 


H 


111.8 - 114.8 


856 


-CH 3 


-H 


-H 


OCH 3 


-H 


H 


183.3 - 186.6 


857 


-CH 3 


•H 


-H 


-H 


-H 


-CI 


lOQ * - 1 OK Q 

CDC1 3 ; 1.59(3H, s), 2.37(4H, bs), 2.51-2.6l(2H, m), 
2.54(1H, d, J=14.8Hz), 2.69-2.76(2H, m), 2.86(lH, d, 


858 


-CH 3 


•H 


-H 


-H 


-H 


-H 


J=14.8Hz), 3.44QH, d, J=13.1Hz), 3.5l(lH, d, 


J=13.1Hz), 3.88(1H, d, J=9.6Hz), 4.3l(lH, d, 
J=9.6Hz),7.29-7.36(3H, m) 7.39"7.47(2H, m), 7.51- 
7.60(4Hm), 7.53(lH, s) 

CDC1 3 ; 1.60(3H, s), 2.37-2.75<9H, m), 2.87(1H, d, 


859 


CH 3 


-H 


H 


-CF 3 


-H 


-H 


J=14.9Hz), 3.49(2H, s), 3.88(lH, d, J=9.6Hz), 






4.30(1H, d, J=9.6Hz), 7.37(lH, d, J=8.0Hz), 7.53(lH, 
s), 7.54(1H, d, J=8.0Hz), 7.68(4H, s) 
CDC1 3 ; 1.60(3H, s), 2.38(4H, br), 2.55(lH, d, 
J=14.9Hz), 2.60(2H, br), 2.71-2.76(2H, m), 2.87(lH, d, 


860 


*CH 3 


-H 


-H 


•OCF 3 


-H 


-H 


J=14.9Hz), 3.50(2H, s), 3.89(lH, d, J=9.7Hz), 


4.30(1H, d, J=9.7Hz), 7.27(2H, d, J=6.6Hz), 7.36(2H, 
d, J=8.l), 7.47-7.52(2H, m), 7.53(1H, a), 7.55-7.61(2H, 
m) 



[16 2 1] 



iilfiE# 2003-3088762 



2002-298259 



726/ 



\m.2 6] 



NO,- 



R1 




N 



/ \ 

ysj — R2 



HJS^J Rl 



R2 



mp(°C) 



861 -CH 3 



862 -CH 3 



863 CH 3 



864 CH, 



865 -CH 3 



866 -CH 3 



867 -CH 3 



868 -CH 3 



869 -CH 3 



870 -CH a 



871 -CH a 



134 - 138.8 



188.6 - 190.7 



127 - 131.5 



156 - 158.6 




221.5 - 222.3 



158 - 159.4 



CI 105 • 107 



142 - 145.4 



[ 1 6 2 2] 



iiliE# 2003-3088762 



#fl 2002-298259 



^-v! 727/ 



K2 7] 




HJS01J Rl 



R2 



mp(°C) 



872 



873 



-CH 3 



CH 3 



V"0 



874 -CH 3 



875 -CH 3 




196 - 199.4 



102 - 104 



215.5 - 217 



195 - 197.8 



[ 1 6 2 3 ] 

[*2 8] 






Rl 


R2 


R3 


R4 


R5 


R6 


mp(°C) orlHNMR 


876 


-H 


-H 


H 


•CF 3 


H 


-H 


175.8 - 176.6 


877 


•CH 3 


H 


H 


-H 


-H 


-H 


180.6 - 184.2 


878 


-CH 3 


-H 


-H 


-F 


-H 


H 


175 - 179.5 


879 


*CH 3 


-H 


-H 


OCH 3 


•H 


H 


172 - 172.5 


880 


CH 3 


-H 


-H 


-CO2C2H5 


-H 


-H 


175 - 179.2 


881 


-CH 3 


-H 


-H 


•CH 3 


■H 


-H 


185 - 185.5 


882 


CH 3 


-H 


-H 


•CI 


•CI 


-H 


177 - 177.3 


883 


CH 3 


-H 


-H 


-H 


-CF 3 


H 


171.6- 173.6 


884 


-CH 3 


-H 


-H 


-H 


*H 


-CF 3 


179.5 - 180.3 


885 


-CH 3 


-H 


-H 


•CI 


•CF 3 


•H 


170.5 - 171.2 


886 


-CH 3 


-H 


-H 


-C0 2 H 


-H 


-H 


248 - 252 


887 


-CH 3 


-H 


-H 


H 


H 


-F 


191 - 192.2 


888 


-CH 3 


-H 


-H 


-NCCH^ 


-H 


H 


206 - 207 


889 


-H 


-H 


-H 


-F 


-H 


-H 


178.5 - 179.5 


890 


-H 


-H 


-H 


-CN 


-H 


•H 


211 - 211.5 


891 


-H 


-H 


-H 


-CI 


-H 


-H 


183 - 183.5 

CDC1 3 ; 1.64(3H, s), 2.59-2.75(2H, m), 2.62(1H, 
d, J=15Hz), 2.80-2.95(2H, m), 2.93<1H, d, 


892 


-CH 3 


-H 


-H 


-CF 3 


-H 


-H 


J=15Hz), 3.00-3. 25(4H, m), 3.94(lH, d, 
J=10Hz), 4.35(1H, d, J=10Hz), 6.86(2H, d, 
J=8Hz), 7.46(2H, d, J=8Hz), 7.53(1H, s) 


893 


•CH 3 


-H 


H 


C0 2 C(CH 3 ) fl 


-H 


H 


198.5 - 200.5 



ffiSE# 2003-3088762 



#M 2 0 0 2 



-298259 



^-v: 728/ 



[1 6 2 4] 
im2 9] 






Rl 


R2 


R3 


R4 


R5 


xvo 


mpv \*j 


894 


v/XJ.3 


-R 


-XI 
XX 


-Pi 


-XT 
Xl 


-TT 

xl 


144.2 ■ 145.6 


895 




-R 


-R 

XX 




-XT 

xl 


.TT 

xl 


153 - 156.9 




\^xx 3 


-R 
XI 


-R 

XX 


-PI 
CI 


"CI 


TT 


114.5 - 116.6 


897 


-pr 


-R 

XX 


-R 

XX 


-XT 
XX 


Ci 


-XT 
XX 


132.4 - 136.3 


oco 


OXT3 


-R 

XI 


-XT 
XX 


_XT 
Xl 


-TT 

■XX 


-CI 


143.5 - 145 


899 


-pr 

i>xx 3 


-R 
XI 


-XT 
XX 


x>r 


-TT 

xl 


TT 

Xl 


151 - 152 


900 


-PR 
^xx 3 


-R 

XX 


-R 
XX 




-TT 

xl 


-XT 

xl 


134 - 135.2 


901 


-PR„ 


-R 

XX 


-R 

XX 


OVJ 2 Cxi 3 


-XT 

xl 


-XT 


127 - 130.5 


902 


•PR 
v->xx 3 


-R 

XI 


-XT 
XI 


UCJti 3 


TT 

xl 


-XT 
"Xl 


128 - 130 




-PR 


-R 
XI 


-R 
XI 


L/Cxl 2 x*n 


TT 

XT 


T_T 


128 - 131 


904 


V->XX 3 


-PI 


-XT 
XX 


-XT 
XX 


-TT 

xl 


"CI 


142 - 145.5 


905 


-PR 


-R 

XI 


-PI 


_XT 
XT 


CI 


-XT 

xl 


132 - 135.3 


906 




-R 


-R 

XX 


-R 
XI 


Ox's 


.XT 

xl 


■tin 110 
117 - 118 




-PR 


-XT 
XI 


-XT 
XX 


-OXT 
Cxl 3 


-TT 
XX 


TT 

-±i 


117 " 118 




-PR 
v/Xx 3 


-XT 
XX 


-XT 
XI 


-XT 
Xl 


"UCxi 8 


XT 
"X± 


106 - 108 




-PR 
OXT 3 


.XT 
XX 


-XT 

xl 


-XT 
Xl 


TT 

"xi 


-CH 3 


143 - 145 




-PR 

OXX3 


-R 

XI 


-R 
XX 


-XT 
XX 


-TT 
XX 


-UCxl 3 


127 - 130 


911 


-CH, 


-H 


-H 


-H 


-H 


^-*X* 3 




912 


*CH 3 


-H 


-H 


- OC 4 H 9 


-H 


•H 


126 - 127 


913 


-CH 3 


-H 


-H 


-N0 2 


H 


-H 


156 - 158 


914 


-CH 3 


-H 


-CF 3 


-H 


-CF 3 


-H 


159 - 160 


915 


-CH 3 


-H 


-H 


-CN 


-H 


-H 


125 - 129 


916 


-CH 3 


H 


H 


-C(CH3> 3 


H 


-H 


147 - 149 


917 


-CH 3 


H 


-H 


-H 


-CH 3 


H 


125 - 127 


918 


-CH 3 


•H 


•H 


-CH 3 


CH 3 


-H 


135 - 138 


919 


■CH 3 


-H 


H 


OCH3 


OCH3 


-H 


149 - 151 


920 


-CH 3 


H 


-H 


H 


-H 


-F 


131 - 133 


921 


•CH 3 


-H 


-H 


-C 2 H 6 


H 


-H 


144 - 146 


922 


"CH 3 


-H 


-H 


-S0 2 CH 3 


-H 


-H 


112 - 115 


923 


-CH 3 


H 


-H 


-CON(CH3) 2 


H 


H 


108 - 111 


924 


CH 3 


H 


-H 


-CONHC 3 H 7 


H 


H 


124 - 126 


925 


-CH 3 


-H 


-H 


•OCH(CH3) 2 


H 


-H 


122 - 123 


926 


-CH 3 


-H 


H 


-OS0 2 CH 3 


-H 


-H 


100 - 104 


927 


CH 3 


-H 


H 


-I 


-H 


-H 


132 - 134 


928 


-CH 3 


-H 


-H 


-NHC0CH 3 


-H 


-H 


105 - 109 


929 


-CH 3 


-H 


H 


CONH 2 


-H 


H 


159 - 161 


930 


-CH a 


■H 


-H 


•F 


•CI 


-H 


148 • 149 



[1 6 2 5] 



mil# 2003-3088762 



#M 2002-298259 ^- V : 729/ 

K3 0] 




jgfijgjj Rl R2 R3 R4 R5 R6 mp(°C) or 1H NMR 

CDCI3 1.62(3H, s), 2.38-2.70UH, bm), 
2.56(lH, d, J=14.9Hz), 2.87(lH, d, 
qot . PH .xt .u _ F .rr .TT J=14.9Hz), 3.4l(4H f bs), 3.92(lH, d, 

931 CH 3 H H F H H 4.28(lH, d, J=9.7Hz), 5.06(2H, 

s), 6.99-7.07(2H, m), 7.28-7.34(2H, m), 
7.53(1H, s) 

CDCI3 1.62(3H, s), 2.45-2.75(4H, bm), 
2.58(1H, d, J=14.9Hz), 2.86(lH, d, 
qqo .pxt .tt .XT P1? XT XT J=14.9Hz), 3.20-3.60(4H, br), 3.94(1H, d, 

932 CH 3 H H -CF 3 -H -H j=9 3Hz), 4.29(1H, d, J=9.8Hz), 5.15(2H, 

s), 7.44(111, d, J=8.0Hz), 7.54<lH, s), 
7.6l(lH, d, J=8.0Hz) 
CDCI3 1.59(3H, s), 2.30-2.70(4H, m), 
2.56(1H, d, J=15Hz), 2.86(1H, d, J=15Hz), 
Q^q -ru -tt .tt . nT T .rr .tt 3 .10-3.55(4H, m), 3.9l(lH, d, J=10Hz), 

933 OH 3 H H 4.28(lH,d,J=10Hz),5.03(2H,s),5.30(lH, 

brs), 6.84(2H, d, J=8Hz), 7.24(2H, d, 
J=8Hz), 7.53(lH, s) 
CDCI3 1.61(3H, s), 2.35-2.70(4H, m), 
2.56(1H, d, J=15Hz), 2.85(lH, d, J=15Hz), 
qua -ow -tt -tt -mm -tt tt 3.05-3.55(4H, m), 3.69(2H, brs), 3.9l(lH, 

934 CH 3 H H NH 2 H H d> J=10Hz ), 4 .28(lH, d, J=10Hz), 4.98(2H, 

s), 6.55(2H, d, J=8Hz), 7.14(2H,d, 
J=8Hz), 7.53(1H, s) 

935 -CH 3 -H -H (CH3) 3 C(CH3) 2 Si- -H -H 114-115 

936 -CH 3 -H -H (CH^COCONH- -H -H 124 - 127 

[ 1 6 2 6] 

I* 3 1] 






Rl 


R2 


mp(°C) 


937 


•CH 3 


-(CH^Ph 


143.5 - 144.6 


938 


•CH 3 


4-ClPh(CH2) 2 - 


118-119 


939 


-CH 3 


4-ClPhCH=CHCH 2 - 


121 - 123.3 


940 


•CH 3 


4-CF 3 PhCH=CHCH 2 - 


121-122 


941 


CH 3 


4- 

CF a OPhCH=CHCH 2 - 


127-128 



[ 1 6 2 7] 



ffilE# 2003-3088762 



mm 2002-298259 



i—y. 730/ 



im3 2] 



R3 





Rl 


R2 


R3 


R4 


R5 


R6 


mnf°Pi r\r 1X1 TxTTV/TR 


942 


-CH 3 


-H 


-H 


-H 


-CI 


-XX 
XX 


83 - 85 


943 


-CH 3 


-H 


-H 


-F 


XI 


-XT 
XX 


"1 H A 1 T tr 

174 175 


944 


-CH, 

>> 


H 


-H 


-H 




W/X1 3 


lo7 188.5 


945 


CH 3 


-H 


•H 


-H 


-H 


-XT 
XX 


lbo.5 - loo. 5 


946 


*CH 3 


-H 


-H 


-CI 


-H 


-XT 

XX 


1 <70 K. - 1 HA 

1 /Z.o 174 


947 


-H 


-H 


-H 


-OCF 3 


-H 


-XI 
XX 




948 


-CH 3 


-H 


-H 


-CI 


-CI 


-XX 
XI 


Mi y© 


949 




-H 


-H 


-F 


-F 


-XT 

XX 


lie _ it/2 

llo - lib 


950 


•CH 3 


-H 


■H 


•H 


-F 


-F 


1U1 - lUo 


951 


-CH a 


-H 


-F 


-H 


•F 

JL 


-XT 
XI 


oo o7 


952 


"CH 3 


-F 


-F 


•F 


-TP 

X, 


r 


1 AO - 1 A A 

14d - 144 


953 


"CH, 


-F 


-H 


-F 


-H 


-F 

X 1 


95 


954 


-CPL 


-H 


-F 


-H 


-XJ 

XI 


_x? 


1/1/4.1 /4 /? 

144 146 


955 


■CH 3 


-F 


-H 


-H 


-H 


-F 


ioy l /u 


956 


-CH 3 


-H 


-H 


-F 


H 


-F 

x; 


1 TQ _ 1 OO 

I/O lo\£ 


957 


*CH 3 


-H 


H 


-H 


-F 


-XI 

XX 


112 llO 


958 


-CH 3 


■H 


-H 


-H 


^x? 3 


-XX 
XX 


7o 80 


959 


•CH 3 


-H 


-H 


H 


H 


-F 


175 - 176 


960 


*CH 3 


-H 


H 


Br 


H 


-H 


166 - 167 


961 


H 


-H 


H 


-F 


-H 


-H 


121.5 - 122 


962 


-H 


-H 


-H 


-CI 


H 


-H 


112.9 - 116.7 


963 


H 


H 


H 


-CI 


-CI 


-H 


105.5 - 106 


964 


-H 


-H 


-H 


-H 


CI 


H 


97.5 - 98 


965 


•H 


-H 


H 


-H 


-F 


-H 


93-94 


966 


-CH 3 


H 


■H 


-OCHFo 


-H 


-H 


134 - 135 


967 


-CH 3 


-H 


-H 


-F 


-OCH 3 


-F 


71 - 74 


968 


CH 3 


-H 


•H 


-F 


OCHF 2 


F 


84 - 86 


969 


*CH 3 


-H 


-H 


-ci 


OCHF, 


-H 


85-87 


970 


-CH 3 


-H 


-H 


-CI 


-H 


H 


180 - 181 


971 


-CH 3 


-H 


-H 


-CF 3 


H 


H 


185 - 187 


972 


-CH 3 


-H 


-H 


-OCF 3 


H 


-H 


172 - 173 


973 


-CH 3 


-H 


-H 


-OCH 2 CF 3 


-H 


-H 


76-80 


974 


CH, 


-H 


-H 


-CI 


OCH 2 CF a 


-H 


139 - 140 



[1 6 2 8] 




tHSE# 2003-3088762 



#11 2002-298259 



v : 731/ 



[*3 3] 




MMM Rl R2 R3 R4 R5 R6 mp(°C) or 1H NMR 

CDC1 3 1.62(3H, s), 2.40-2.75(4H, m), 2.57UH, d, 
J=15Hz), 2.87(1H, d, J=15Hz), 3.05-3.50(4H, m), 
975 -CH -H -H -OCHPF -PI -W 3.92(lH, d, J=10Hz), 4.28(lH, d, J=10Hz), 

975 CH 3 H H OCH 2 CF 3 CI 4.40(2H, q, J=8Hz), 5.02(2H, s), 6.40(2H, d, J=8Hz), 

7.21(2H, dd, J=8,2Hz), 7.39(lH, d, J=2Hz), 7.53(lH, 
s) 

CDC1 3 1.62(3H, s), 2.40-2. 70(4H, m), 2.59(lH, d, 
J=15Hz), 2.87(1H, d, J=15Hz), 3.10-3.55(4H, m), 

976 -CH 3 -H -H -OCHF 2 -CI -H 3.96(lH, d, J=10Hz), 4.30(1H, d, J=10Hz), 5.13(2H, 

s), 6.53(1H, t, J=73Hz), 7.10-7.30(2H, m), 7.42(lH, 
s), 7.55(1H, s) 

CDC1 3 1.62(3H, s), 2.40-2.65(4H, m), 2.59(lH, d, 
J=15Hz), 2.86(1H, d, J=15Hz), 3.00-3.50(4H, m), 

977 -CH 3 -H "H -Br -OCHF 2 -F 3.96(1H, d, J=10Hz), 4.29(lH, d, J=10Hz), 5.14(2H, 

s), 6.59(1H, t, J=73Hz),7.17(lH, m), 7.39(1H, m), 
7.55(lH, s) 



[ 1 6 2 9] 

[*3 4] 




mmm 


Rl 


R2 


R3 


R4 


R5 


R6 


mp(°C) 


978 


•GH 3 


-H 


-H 


-CF 3 


-H 


-H 


139.8 - 














141.7 


979 


-CH 3 


H 


-H 


H 


CI 


H 


108 - 111 


980 


-CH 3 


H 


-H 


-H 


-H 


-CH 3 


185 - 186 


981 


-CH 3 


H 


-H 


-CI 


CF 3 


-H 


115 - 115.5 


982 


-CH 3 


H 


-H 


-CF 3 


-CH 3 


H 


91 - 91.5 


983 


-CH 3 


H 


-H 


SCF 3 


H 


H 


136.5 - 137 


984 


•CH 3 


-H 


-H 


-F 


-CI 


H 


72.5 - 73 


985 


-CH S 


-H 


H 


CI 


H 


-CH, 


178.5 - 179 



[1 6 3 0] 



tBIE# 2003-3088762 



#H 2002-298259 ^-v: 732/ 



[*3 5] 




mmm 


Rl 


R2 




986 




v*X2 IrfjrvXV v_^g£lj| 


1U1 - lUo 


987 




-cyclo-C 6 H n 


lo9.o 191.6 


988 




-CH0CF0 




989 


-CH 3 


- CHoCH=C(CHo)» 


loo loo.o 


990 


V-V-L J. 3 


(K)-a 4-P1 PhPTT— PTJPT4 - 

\EH/ 0,t V-'±2X IlOXl — V/XX^XX2 


lie _ 1 j 0 

145 - 148 


991 


-CHo 


fEW-ClPhPTT— PHPTT - 

V*-i/ ** wJJT — v_/Xl V>Xj-2 


lO/l . 1 OK 


992 


V-/XA3 


Vxli,/ *t V-/.T 3W1 IlL«n — l^xxC , xl2 


60 " 61 


993 


-H 


("Ft) - 4-P1 Pli PTI— PTTPTT - 

* virHVy±l — V^xxVj'XX2 


113 * 114 


994 


-XT 


fP.Vd.-PlP>iPfPTT WnijpiT . 


109 - 110 


995 


-H 


(Z)-4-ClPhC(CH3)=CHCH 2 - 


95-96 


996 


-CH 3 


(E)-4-CF3PhCH=CHCH 2 - 


132 - 133 


997 


V/H3 


f7j-A-PT7 PV.PW— PWPW - 
\£j) *± KsX* gJr nOXl— V*irxOxx2 


138 - 140 


998 


-CH 3 


(E)-3-CF 3 -4-ClPhCH=CHCH 2 - 


147 - 149 


999 


-CH 3 


(E)-4-FPhCH=CHCH 2 - 
(E)-4-CF 3 PhCH=C(CH3)CH2- 


155 - 156 


1000 


CH 3 


122 - 123 


1001 


-CH 3 


(4-CF 8 Ph) 2 C=CHCH 2 - 
4-ClPh(CH2) 2 - 


145 - 146 


1002 


CH 3 


150 - 151 


lUUo 


.pTT 


4-UIrh^Orl 2( / 3 - 


96 - 97 


1 f\f\A 


.rtTj 

-gh 3 


4-ClPh(CH 2 ) 4 - 


78-82 


1005 


-CH* 


4-ClPhOfPH j - 

vir xi v v v«/ xx 2/ 2 


ldo lay 


1006 


•CH 3 


4-CF 3 OPh(CH 2 V 


46-48 


1007 


•CH 3 


4-CF 3 Ph(CH2) 3 - 


118 - 120 


1008 


-CH 3 


4-CF 3 PhO(CH2) 2 - 


104 - 108 


1009 


•CH 3 


4-CFgOPhN(CHs)(CH2)2- 


102 - 104 
CDCI3 1.62(3H, s), 2.02-2.10(3H, m), 
2.57(1H, d, J=14.9Hz), 2.40-2.73(4H, m), 


1010 


-CH 3 


(E)-4-ClPhC(CH3)=CHCH2- 


2.87(1H, d, J=14.9Hz), 3.06-3.62(4H, m), 
3.93(lH, d, J=9.7Hz), 4.29(1H, d, J=9.7Hz), 
4.76(2H, m), 5.87(lH, dt, J=1.3Hz, 6.7Hz), 
7.23-7.37(4H, m), 7.54(1H, s) 
CDCI3 1.62(3H, s), 2.02-2.10(3H, ra), 
2.58(1H, d, J=14.9Hz), 2.35-2.72(4H, m), 






(Z)-4-ClPhC(CHg)=CHCH2- 


2.86(1H, d, J=14.9Hz), 3.04-3.56(4H, m), 


1011 


-CH 3 


3.94(1H, d, J=9.8Hz), 4.30(1H, d f J=9.8Hz), 



4.46C2H, m), 5.66(lH, dt, J=1.4Hz, 7.0Hz), 
7.04-7. 12(2H, m), 7.23-7.35(2H, m), 
7.53(1H, s) 



[16 3 1] 



mtiE^ 2003-3088762 



#® 2002-298259 733/ 




ggfSfll Rl R2 mp(°C) 




[1 6 3 2] 



ttiIE#2 003-3088762 



12 002-298259 



^- v : 734/ 



[*3 7] 




R1 



*R2 



«tg Rl 



R2 



mp(°C) 



1021 -CH 3 



1022 -CH 3 




1028 ch - ^00 

1024 -CH 3 ^ 



1025 -CH : 



1026 CH; 




1030 -CH 3 \^Jl ^ 




\ // 



CI 203.6 - 204.9 



89.7 - 91.8 



CI 185.2 - 187.5 



93.6 - 96.5 



I 215.3 • 216.4 



180.7 - 182.3 



170.2 * 170.6 



134.3 - 135.7 



SI 83.6 - 86.3 



1031 -CH 8 




-CI 191.8 - 192.9 



[1 6 3 3] 



ffi|E# 2 0 0 3 



-3088762 



mm 2002-298259 



^-v : 735/ 



8] 




mmm ri 



R2 



mpCC) or 1H NMR 



1032 -CH, 




CH 3 



174.3 - 179.2 



1033 -CH 3 



CH3 



108.9- 113.1 



1034 -CEL 



3 




CI 



1035 -H 



"-CO 



193.5 - 194.7 



152 • 153.5 



1036 



1037 




1038 -CH 3 



CI 



1039 -CH 3 



190.3 - 191.2 



177.5 - 180.9 



127.5 - 128.1 



140 - 141.5 



1040 -CH 3 



1041 -CH 3 



114 - 117 




CDC1 3 1.40-1.62(5H, m), 1.80-1.93(2H, br), 2.46- 
2.64(13H, m), 2.87<1H, d, J=14.9Hz), 3.37<4H, br), 
3.92UH, d, J=9.7Hz), 4.20(2H, t, J=6.l) , 7.53(lH, s) 



[1 6 3 4] 



EtiSE#2 003-3088762 



#M 2002-298259 



-^-v : 736/ 



[«3 9] 

Rl 

y 2 — n o 



mmm 


Rl 


R2 


mp(°C) 


1042 


-CH 3 


4-CF 3 OPh- 


160.5 - 161.4 


1043 


-CH 3 


4-CF s Ph- 


158.6 - 160.6 


1044 


-CH 3 


4CH 3 OPh- 


138.5 - 139.5 


1045 


-CH 9 


Ph- 


163 - 163.5 


1046 


"CH 3 


4-FPh- 


159 - 160 


1047 


-CH 3 


PhCH 2 - 


141.5 - 142 


1048 


CH 3 


4-ClPh- 


177 - 178 


1049 


CH 3 


4NCPh- 


158 - 159 


1050 


-CH 3 


4-ClPhCH 2 - 


144 - 145 


1051 


-CH 3 


4-CF 3 PhCH 2 - 


95.5 - 97 


1052 


CH 3 


4-CF 3 OPhCH 2 - 


143 - 143.5 


1053 


CH 3 


4CF 3 PhCO- 


160.5 - 162.4 


1054 


-CH 3 


4-ClPhCO- 


218 - 220.3 


1055 


-CH 3 


4-CFsOPhCO 


169.8 - 172.7 



[1 6 3 5] 
[*4 0] 




mmm 


R1 


R2 


R3 


R4 


R5 


R6 


Mp(°C) 


1056 


-H 


-H 


-H 


-CF 3 


-H 


-H 


215.3-217.8 


1057 


-H 


-H 


-H 


-Br 


-H 


-H 


219.2-221.3 


1058 


-H 


-F 


-H 


-Br 


-H 


-H 


198.8-200.5 


1059 


-H 


-H 


-F 


-CI 


-H 


-H 


199-199.5 


1060 


-H 


-H 


-H 


-CN 


-H 


-H 


180.2-184.1 


1061 


-H 


-F 


-F 


-F 


-H 


-H 


188.5-189.2 


1062 


-H 


-H 


-F 


-F 


-F 


-H 


191.7-192.6 


1063 


-H 


-F 


-H 


-CI 


-H 


-H 


202.8 - 203.3 



[1 6 3 6] 



ajfE# 2003-3088762 



2002-298259 



^- v : 737/ 



[*4 1] 



R3 






R1 


R2 


R3 


R4 


R5 


R6 


mp(°C) 


1064 


-H 


-H 


-H 


-CI 


-H 


-H 


214.2-214.8 


1065 


-H 


-H 


-CI 


-CI 


-H 


-H 


204.1 - 205.7 


1066 


-H 


-H 


-CF 3 


-H 


-H 


-H 


127.8-131 .8 


1067 


-H 


-H 


-H 


-OCF 3 


-H 


-H 


204.2 - 205.3 


1068 


-H 


-H 


-H 


-F 


-H 


-H 


199.2 - 200.2 



[1 6 3 7] 
1*4 2] 



R2 




mmm 


R1 


R2 


R3 


R4 


R5 


mp(°C) 


1069 


-H 


-H 


-CI 


-H 


-H 


164,6-165.9 


1070 


-H 


-H 


-CF 3 


-H 


-H 


194.9-196 


1071 


-H 


-H 


-OCF3 


-H 


-H 


211.7-212.1 


1072 


-H 


-H 


-H 


-CF 3 


-H 


182.9-185.9 



[1 6 3 8] 



mWE<W 2003-3088762 



2002-298259 



^-v I 738/ 



»4 3] 



R3 R4 






R1 


R? 


no 




EH? 

no 


DC 

no 


mpCw 


1073 


-rt 


it 
-M 


u 
-rt 


-r 


-H 


-H 


202.5 - 203.1 


1074 




ui 


ii 
-n 


-UCH 3 


it 

-H 


■ 1 
-H 


205.4 - 206.4 


1075 


u 
-rl 


i_i 

-n 


Li 
-rl 


-CI 


-H 


-CI 


1 62.7 - 1 64 


1076 




u 
-n 


-rl 


-CI 


-H 


-H 


233.7 - 236.2 


1077 


-rl 


Li 
-H 


ii 

-n 


-1-PYRRYL 


-H 


-H 


249.1 - 249.7 


1078 


-rl 


-H 


-H 


-Ph 


-H 


-H 


211.6-212 


1079 


-H 


-H 


-H 


-OCHoPh 


-H 


-H 


202 2 - 2fV* Q 


1080 


-H 


-H 


-H 


-Br 


-H 


-H 


224 A - 226.2 


1081 


-H 


-H 


-H 


-OC e H 17 


-H 


-H 


156.8-158.3 


1082 


-H 


-H 


-H 


-CN 


-H 


-H 


197.8-198.7 


1083 


-H 


-H 


-H 


-OPh 


-H 


-H 


198.1 -200.1 


1084 


-H 


-H 


-F 


-F 


-F 


-H 


193.8-196 


1085 


-H 


-CH 3 


-H 


-CH 3 


-H 


-CH 3 


177.9-178.3 


1086 


-H 


-CH 3 


-H 


-H 


-H 


-CH 3 


175.7-178.2 


1087 


-H 


-H 


-CF 3 


-H 


-CF 3 


-H 


200.2-202.3 


1088 


-H 


-H 


-H 


-CI 


-F 


-H 


197.2-199.2 


1089 


-H 


-H 


-H 


-Br 


-H 


-F 


206.1 - 207.4 


1090 


-H 


-H 


-H 


-F 


-F 


-F 


174-174.7 


1091 


-H 


-H 


-H 


-CI 


-H 


-F 


202.8 - 203.7 


1092 


-H 


-H 


-H 


*C 4 Hg 


■H 


-H 


162.2-165.1 


1093 


-H 


-H 


-H 


-N(Ph) 2 


-H 


-H 


182.6-186.4 


1094 


-H 


-H 


-H 


-H 


-CI 


-CI 


223.5 - 224.5 


1095 


-H 


-H 


-H 


-1 


-H 


-H 


217-221.1 


1096 


-H 


-H 


-H 


-1-(1,2,4-triazolyl) 


-H 


-H 


200.6 - 202.3 



[1 6 3 9] 



ffifiE# 2003-3088762 



V&m. 2002-298259 ^- v : 739/ 



[^4 4] 




mmm 


R1 


R2 


R3 


R4 


R5 


R6 


MS 


1097 


-H 


-H 


-H 


-H 


-H 


-H 


370 


1098 


-H 


-CI 


-H 


-H 


-H 


-H 


404 


1099 


-H 


-H 


-CI 


-H 


-H 


-H 


404 


1100 


-H 


-F 


-H 


-H 


-H 


-H 


388 


1101 


-H 


-H 


-H 


-CH(CH 3 ) 2 


-H 


-H 


412 


1102 


-H 


-H 


-H 


-NO z 


-H 


-H 


415 


1103 


-H 
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